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(57) Abstract: Novel carboxylic acid derivatives of general formula (I), 
salts of the same, esters thereof, or hydrates of them, which are useful as 
insulin resistance improvers; and drugs containing the derivatives as the 
active ingredient. In said formula, R 1 is hydrogen, hydroxy), alkyl, or the 
like; Lisa single bond, a double bond, alkylene, or the like; M is a single 
bond, alkylene, or the like; T is a single bond, alkylene, or the like; W is 
carboxyl, -CON(R wl )R W2 , or the like; ~ represents a single or double bond; X is oxygen, alkenylene, or the like; Y is an aromatic 
hydrocarbon group which may contain a heteroatom, or the like; and Z is an aromatic hydrocarbon group which may contain a 
heteroatom. 
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T-5. 

®mm (Diabetes mellitus) JirtBtfH' >X >J > (fflH07>y;PA>*ft0 

(insulin dependent diabetes mellitus: IDDM : %—WS&Wfa) t<>ZV>it 
ikft&tgmm (non insulin dependent diabetes mellitus: N1DDM : m-§m&ffi) 

'.4#C±ffiOiB«^K:#^. &*, »ii*Efc£te«fc9NIDDIIrt««iJtiU tt&MII 
t^^Tl^. IDDM#££/Wfc»::SS€1"*©£#U NIDDMtt-jetEf¥a»»fe 
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f h\ h7lf5h7ci:<!:©7J^J^I/7 (SU) iiifc&K;* >, 7*JU5 

>feE<D\ilf7i~ J 1 H (BG) m&£**&ffl£ttW**i, NIDDMO^^W^jHH-f 

'/> (Troglitazone) , \£jt9V9*J> (Piogl i tazone) > Dv^y*y*> 
(Rosiglitazone) UE<D?-7W s J>&mm$4 >ZV>tffi&&m&tmiti*. 

(peroxisome prol iferator-activated receptor gamma : f\a^BM(D^it\zM^tt 
K^E^) £frLT*©f1M?££SLT^*££j&**37&*oT#fc (J. Biol. Chem. . 
.270, pi 2953-1 2956. 1995) . ^O«rj|BJ»ffltt©^kt«k0THFa, FFA&cfctf leptin 

ftfcPPARr ©agonist tLT^ffiU -f >^U >»0ttt»*J»**»«l/T^*. 

PPARfcttr a. fr<DV7? *f -7tf%fL2tiT& 

©^■n-^n^sfefi l fc«i*g«rffl -3 t ^ * t# a 6 nr fe . jS^ppar t wxpl 
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acy I -CoA carboxylase. GPDHft ft! U S*IBKfc« Alf* 
T*MHfcf1Ml££fcLTtt#T*©fc*tl/T, PPARa ^^©^jjSf*)^©^ 

PPARr&tf a©dual agonistX&S^TV/'J UT^F^¥9-48771 
*f £3 Rfc £TH * 3 ft* fc£ to 5 tlT V* 3 . 

<^^©{b'a^^6^X^?) (Current Pharmaceutical Design. 2. No. I. p85-102, 
1996; Bioorganic & Medicinal Chemistry Letters. 6. No. 17. p2 12 1-2 126, 1996) . 
L*»U PPART8gonisl©-WOli*Tttlff"l*#^«ftSnT*OffifflK:*fcO 

SgtotoM*e>*iXV»ftlrs. 

t E £ 0 ± rfr $ nx V>& $ £> -t © J: 5 &{t£to#PPAR r 33 J: a ©dua 1 
agonist£UT«JTl?**£fctt*Mrrt*fc<v ilTl>7. a, *5<fctf/3 ©triple 
agonistfPffllCO^X«^<*a^nx^^V^. U^L, ilBX^^fcio^PPARr 

agon i s t ©*tt ttTT V/ 'J v >8B»»' © t> © £ v> & 0 . 

^©«ifc&ttifiX±tB©^ffl*IS^1-*^te*»^X€rn«»itS:^^tia 

^n*T©*ttttl!iK«ifctftft&Ha«:*'tS+ttlBI(» (TG : Triglyceride) 
fcHLXfc, *©»*tt*jE-r-#Ttt&V>. 

S6klPPARfl»ilil»»lia»<b©«#^ffl**»6nT^0 (J. Biol. Chen. . 274. 
No. 31. p2 1920-2 1925) , ^ntCtO^^xD-^fSTT^CltfefB^^flX 
£9 (W09904815). 2 ZlZZ\<DV7°$^ 7lZftT%agon\sl%&& ; b : £tZ>it£V>>$: 
$S£TStl»i, Ctl*X©< 'J >Jg*att3feSSi5©£ £fc'SEH4©l*]-t^ ffF§ 
ttfc£©»Hflfl©S«#»lf*T'#a. 

±K©.**^«nfcai?a©wj5e* l »asnT^s. 
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#*»l&UU0)7JMf;PS, ^gclte^Uc^Jlo^vS, wsB&lfc^U© 
lfc<^U©75/7;Wl'S, ^*&lfc^U©75/7;i':3**>», 

^^L6©ADy>^b7;m4->*. ^&iftuL6©AQy>ib7;i/^ji^:*s, 

^'^2^^L1207;U=i^v7;U^US, j^^^2^^LI2c07;Vn + i>7;W3^ 
vi%mtZ^\snv>7)Vu* : s7)V3r)V : 5--*&. b7©->£ d7 

;U*JU», ^&3&^L7©v^D7JW^*v^ 0*&»3fcV>L7©<>*O7 

»2/«t^L6©7;i'+-;p*4 i '>s» j^^&^u^;^-;^:*^ $*i&6 

T'J-fl^**. ^*»7&^U18©7;i/*JU7'J-;US, &*a7fc^W8©7;U 
+;i/7 1 J-^^^v-a« ^ifc7&^U8©7;Wl/7 , J-JH 1 *S> &*»7&^ 
W8©75;U*;i'S, ^*S»7^ViL18©77JWP**->S , bl/<tt^*»7nt^ 

U8©7^;i^i^S£ ; ui¥iB£*fctt-fi*s^ *fctt-tn-enia±©ii 

drnU>JS"bU<tt^*»2tt^U6©7;i'*-U>*«: ; Mte¥*£^ Sfc»*ttt 
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£ ; W«2. 4-Wyf7 , / l Jy>-5-fAi, '2, 4- WVf 7y'Jy>-5 

-<ijf>S; ££te-coN(R wl )ir 2 (c:^tr vi , R^tt-tn-fnipi 

TfcJ^, H*»ia^U©7;Mr-;i'a6, ilS2f<j:^L7©)i«7-/jH, t>U 

<tt^^^7^^Li9©^§^7v^s^-en-^n^t) T^nsa^r. m 

-f;U», S^«2.4-^^V5 1 7yU^>-5-<'j7 :: >5T$.^iI-g-^^< 0 ; 

^«i»2^^L6©7JI/^-U>5. t>L<KA-f Kn**>*3 1 l<'>*, £tz\$- 
^S^-CQ- (^^TQttKSg^SfcttSSEjIJM^^TKl") ,'-CQNR x - (CI^TQ^hu 

hh<\$fcmmti^\s\wi%%m7i>)vm**n?n™'t) , -nr*cq- (dt-ro, 
RH*tn**nffiiBj£*KWca£wT> , -so,nr j - (^nT^ttgijgesan^^s 

£tkT) , -NR x S0 2 - (M;MflK£«f::Hi;»&^T) , t>L<tt-NR xl CQNR j2 - (CI 
il TQtifiJlBS^lC l^tl^J 1 ^/: ttR s2 tt-^tl^ni5j- * fc c T#&fil^\ 

7 -Mr JUS, fc*R2fcV>l/70WK*7->JU*. "bU< »4ft*»7<t^U19®5?# 

]^7->;PS^ ; ?-n^n7KT) -c^nss^-to teu ±iB©3t«ic*viT, t. 

?K^*, SfcttjK*»3tt^l/7©J!BIRa^<k;7K5RS& ; m\$2 &fc:0*»64O«Jft 

Y--^L— X-T — 
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R 1 

— M=^-W 

tt, PPARaft«fc^r©7 J i7JU7=fn^hf^fflfcli^<EII"Tf**We<7)ESS ; 
PPAR a , j34oJ:^>©h l j7>73*-7 > h^ffllcSo'<|g^T$)?.Bt)sBC7)(l^ ; -i 

x ; x*«#o^te • »«jaTf***i[i3ois«-teH'r*. 

o.7JU7n-X MtsfflS-fcttPPARa. <D h U 7>7^X7> Mi^Brt* 

5$ (I) T*/T$^{t^. •?-©*£*> L< ^©X^rJl^JH^ft^WZICfc] 
«5SPPARa*5«t^T©xa-7^7^-^ KflMlSfcttPPARa, flfc^tfr® h 

£*Rlfc^U©7;M i ;l'S. Ml^L/607j^4ylT$5^M 
>K»*{*:, -t©Jgt>L<a-t©l^7 L ;i/Sfe«-ttie)©7jc|p!KiT*0 ; -&5£ 
( I ) tfc^T, •SUtfS e>£0tf>&4©fi&££#UTia:fc«fc^>if>^T*& 

**;w$>BEii5*ft; ^©&fe u < «*©x*xJi'£fctt*tt6©7kfn ! lfcT& o , 
(i) c.*s^t, x^-^-cqnr x - (ciiitq, ntm^mzm cm** 
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hksc (i) \z&^x, wm±ommmt^bx^xh^\ mm^^n 

fttiT&D (I) tc&t^T^ RWn^ni^WE&S^LT^Tfcci: 

©JSt)L<n-e©x7.x;i/*/t«-ene)©7j<fp#iT-^o (i) 

^ (i) k^t, R l *<-tn-t'nitt±©«jfta*^UTViT'bJ:^, &sh&i&^ 

fi&g*£LT^Tt><kl^>-fcr>S!TfcD, X^-^-CQNR x - (d ^ITQ, R X H 
R', W, R\ R xl > ^^W' 2 ^IW±©SmS^WLTV^T : bctV^r5mi^^L.6© 
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□ t°;US. n-7'^g, i-7^g, sec-7'3^g, t^'^JI/g, n-^>3MUg> 

1- 'O^g. sec-'O-^g. t-^^g, ^tf'O^Ug, l-*3Ml/7>;V 
g> 2-*^)V73-)Vm, 1, l-7*?MI/7*o£;Ug, 1, 2-v^5 1 ;U7Dh:;US, n-^ 

*->;ug, i-^isjim. 2-^)v^>^-)vm. 3-*?)^ 

>^JUg> 1. \-^^)V^)Vm, 1. 2-v*3 1 ;i/75 1 ;i'g. 2.2-v*3 1 ;i/7*3 1 ;Ug« 

i. 3-^^^;U7»S> 2, 3-7^5 1 ;i/75 L ;i/S, 3. 3-v/^;u7^;i/S, i-x^;u 

y^JUg, 2-x^7^Ug> U. 2-bU;Wl/7'ae;i'g > 1.2. 2-HJ*3 1 ;i'7' 

□ tf;i/», l-xepju-i-^Ji^W^g. i-x?;i/-2-^jU7*o£jug&£# 
W«=>n, #£L<te> *^JUg> x^g, n-7oe;i/S, i-7*o£Jl/g. n-7* 
^g> i-73^g> sec^'^g. t-75PJl>g> n-^>3^g> i-^>^;U5, 
sec-^>^^S, t-^>^;i/S, *^>3MUg> l-pWI^Jl'g, 2-*5f;U7 
^;Pg, 1. l-v^^7Df;US« 1. 2-7^5 1 ;U7'DfJl/S. n-^->JUS, i-'v 
*-»gT&tK <fcD#£L<W\ x^;ps> n-7ohf;^, i-7of 
JI/g, n-7>;Ug> i-75 1 ^S> sec-7^;Ug, n-^>3^g. i-^ 

>^g> S ec-^>5 1 ;PS/t-^>^;us. ^*^>5 1 ;us < ;i^75 1 jus> 

2- ^3 L Jl/7*3MUg. I. l-y^f^DtM, I. l-~J^)Vzfu ti;Pg, $6!!^ 
$1<I^«> n-7"Ptf;l/S^ i-7'atr^S> n-7'^Jl/g> i-7'f- 
;WS» sec-7^JUg> t-yfJHT^0> fc-ptt^lXtt^^g. x^;i/g, 
n-7°ot°;Ug, i-7°Df;i/ST$)5. 

-;Ug ; - bog ; ^*'jyg ; ^^l/* 'J y g ; 7yilf> tt*^, ft 
3^*STO^©ADy>w^ ; -h'Jji'i ; 7>> Hg ; *JUS;Ug ; ;* 
5^*. x^jug, 7*Df;us. -fV7"Dtr;u«, 7"^gft<hWJWi/g ; fc* 

:/D/w*;yXfc£07Ji>*x;WiS, ffl7i^JH«t5/>4->I. xh 
.7 r a#*->S» 7'h + yl^t'©7J^ + yI ; 7;M-ay^JUg> v7 
;U^o^JUg> h'J^JU^D/^JUS. 7JU*ox5 1 ;PS&e©ADy>'7;i'* 
JUg : t Hd + ->^^;U», th'a + yifM. t Fd*->7*d fc 
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Yu*i/7)V*)Vm ; 97 -V J* ; rt^A-f S hW^S ; 7-fc h-f 5 K-f ;H ; 

)vmtiE<Dts)vn^ )V7)v^-)vm ; pwi/ajw^'nus,' vwrtiMv&t 

)\,&UZV7)V*)Vt>)Vn^ )vm ; * MS KS ; TWMta^OTW/'f 
;i/S ; 75 ; j*3MU7SyS, x^;P7=/"S, 4 VJn)£)\,7 

7)\>*)\>7^;m ; > f ^5 i ;w7sy«, ^^nw$yi« yxws/i 

)ii , ©y7JI/W5>'S ; 75/^f ;H, 75^x^38, 75;7'Pk>S 
&£fl57 5 /" 7)V^-)V& ; ^M^->S : * h^v*)u^x;i/g, iK->AM 
-;i/S, 7°a^+v^^^x;us/c£i*07;H] + ->*;P^x;i/S ; y 
x;k*^ug, ih^yW^M^H, 7*D#*v#;i/#x;M^a, y 
h*«>*JU#x;i/X?\M^£, ih^y^^^JH^S. 7*p#*->;*j;U#x;1/ 
x5 1 JU»^t*©7;ua^->*^x;U7;Wi^S ; y^M"*^? 1 ^ y^ 
:*^->x^;i/g, xf-W^v'/^i/ak x^ji/^^x^i/S&^c^^;^ 

+ y7J^M;^W^^f^S. ^^^X^-JUS* X^-^^^^US, 

X5 1 ;u5 1 ^x5 1 ;i/S7i t i:^7^;i'5 1 ^7;i'^;us ; 75 y ^^7 5y ^^vs, 
7$yx5 L ^75y/5 1 ;Wcj:t*©75y7;WU75y7;^^S ; y5MU#;i/ 
#x;u**->*, xfj^j^-M^yS, <y7peji^;u#x;M-*v*ft 

a^JWlsftfrX-fr**^ ; **y^^S, ^>v J ;i/^>'X5 1 ;U^-+-> 
X5 1 ;U*^i:057 l J-;U7;i/P^->7;UP + v'7;W^ ; tKD^ylfM^ 
y/fjH, t HD^yim+yx^lftt'rot^D^^^^^K 
JiW». ; ^>v J ;M-*->;Wl'8 < ^/yM^yxfJH, ^>vJM-*v7p£ 
MktzE<D7V-)\'7)\'Zi*i'7)V*)\>& ; "h 'J jWl^^xtfg, y^;ux7- 
JM^l^^X^S, h Ux^l^^X^gft^fgE^^X^g ; v7 
07*0 O/g, v7D7'3^Ug. v7D^>^JUS< y^D^yM^i'^y^ 
□ 7^*^S ; y^P7P-^-^S- -/^D^fxjH, y//D^>f-JH, -> 

7P^*-fcXjUgk ! i;CDv7P7^v-- / )l/S ; 7xXjl/g. e>JvXJUg> 5^XX 

;ua, 7U^g. fD'j;^^i:*co7'j-^s ; y7;^^S. x^;^^s, 7 

PtTJW^g, 73^l^g&£07;MrJUMS ; 7ixmS, tf'Jy'xjl/ 
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v'-Oi'S&cif^'Ja'Ol'S ; 7JU;*D7x-;i/g, 7*D ; E7x-,il/S&<h*©AD 
& £ tlT u T J: d t £ <*T5 . 

*;w#=;i^fc£Tii£Sft;fc7;w t ;i'26 ; 7^^-;pa ; Tjv^r=.jvm ; 7;m 

R , ^^^±OS^*^WtT^Tt) c fcl'^^^l^V^6(D7;i'^ + v'S^^T« 
f£7;U3*->S£te, ^^^l~6roiifl : fob<^^^©7^^ + vg$ 

tf^h^yS. + n-7"o^i/i, i-7'o^^vS, + i- 

^h4vl- sec-7'h*vg, t-7*h*->^ n-^>5 1 J^^->S, i-^>^;U^ 
^yl, sec.-^>3\H^*->S, t-^y^M^yl, ^^^>?M^yI, 1- 
^^;i/7'h^r->S. 2-*^7>*->S» l. i-^/5^;P7°o^+->s, iz-i?*? 

JP7*D#*->S* n-^yim->«> i-^->M^y|, l-*f-)V1>?)V* 
2-*9\JU^>3 1 JM-*">S. 3-^f;K>fJW4yI, 1. l-y^^PT* 

h^yS. I. 2-^/^7* 2, 2-v*3 1 ;i/7*h*->S. I. 3-v*^;U7> 
2, 3-y/Wh + yI- 3, 3-i>*3\lU7*K*vS, 1-lWh + yI, 

2-1^7* b*vS> I. 1, 2- h U^f^O^yl, I, 2. 2- h >J *5^7°d#4- 
|-lf;kl-/f)l'7 , D4 1 4y|, l-X^;U-2-p<5 1 ;U7'D^^vS7i<i:^ 

mvftti. W^Kii^h+yS, ih+yS, n-7'D#*:>g, i-7a^yl, 
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n-7'K->S> i-7h*7g, sec-7'h + vS, t-7*h^->S, n-^>?)l**-> 
'Sv i-^>^;M-*->g, sec-^>^;^+vS, t-^vw+vl. *tf^> 
?jW^vS> l-X^JI/7'h*vS, 2-*3 1 ;i'7h*7g, U-^^^n** 
vS, 1, 2-v*?^7o#*->g, n-A*->;M-*7g, i-^->jM-*7gT*& 

n-7>*7S, i-7>*vS. sec-7H*7g> t-7h*-7S, n-^>5f JM-*-> 
g, i-^^l^+vg, sec-^>^Jl/^->S> t-^>3Ml^+->g, 
3\M/**->g. l-^5 1 ;U7*h^>'S> 2-/^7^->g, 1. l-7/^;U^a^^ 

->g, i, 2-7^^;pt*d^^^s. ^e.wf^t<(i^ o- 

7'd#+v'5> i-7'o^^v'S, n-7'^->l> i-7*h*vg, sec-7'h^vS, 
t-7h + ->S> fe^ifcff^KS/h+yl, xh*->g, n-7°D**->a, i- 
7'o^yST^^. 

m?L\t^^)V^m, x?)l?*m, n-zfa i-7'Dt?;l^;tg> n-7 

^)V^m, i-^frttm* sec-7*5 1 ;k5 1 ^S> .t-75F;ioM-g, n-^>^;P5F- 

^-s, i-^>^;u5 1 ^s, sec-^>^^s> t-^eHi^g. ^^>^;u 
3^g, i-^;u7^ji^*g. 2-/5 1 ;u7^;i'^s. i. i-7;>wi/7d e;^ 

:*g, U-y^f^7ot>ftS- n-'v^H^g. i-^vJU^g, 

J 

^)i^>^)i^m. 2-^^)^>^)^^s. z-*3-)v^>?-)V3-irm. 1,1-7 
^^;i/7^u^^S, 1. 2-7^^^7>;u^^S, 2. 2-7^^;u7^;^^s. 1, 3- 

]-x5 1 ;i'7^^5 1 ^S, 2-x5 1 ;U7'^;U5 1 *S. 1. 1. 2- b U *?-)\>7°a t>^g^ 
1. 2. 2- hj ^;b7D e;i/?^g, i-x^jm-pWI/7*o e^^g* l-x^ju 

:tg> n-7°Df;^^^5. i^ot^^g, n-7*^;i^*g, i-7*3^l^;fg> 
sec^'^JU^-g, t-7>;i/^^®> n-^>^)V^m. sec- 
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l^frttg* l-l>?)l>tt&> ttOTfrtt&s 

3^g, sec-7^;i^:tg. . l-T^l^a, n-^O^U^^-S. i-^>5 i ;U5 1 ^ 
sec-'O^Jl'^a. t-^>^;^**, Jl^Xg;, 

□ tMi^a, $e>tc$f^u<«^^;P5 1 ^s> x^ju^a, n-7'D tr^ai-a. 

i-7*a e;i^a, n-T^l^a, i-y^JI/^^S, sec-7*5 1 ;^^S> . 
£thT. MWCWJ^lfA^Fo+y^JH, 2-A-f h'Q^yifJH, l-A 

s-ea«i$nfcs*^i". a^wjc^ja^a-t kd*«>* h*->a, 
~6©ii^^L<^uiii«©7;^^5 i ^Sfi43^T> m&tjmttwmtM h 

A-f HP^ylWtl, l-A-f FD + ylfM^t^flfbns. 
T*£, KTSyT^JUattt. ±!6^3!?^l~60iIiI ; bL<«^II^(D7 
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mxajs.; 2-75 i-75/x^uaSfc£*«*tfe>ft5. 

□ ^vS^tfT^ 5 7 7il/D + ->»iH ±12^^^ 1 ~ 6 (Dm%h L < 

tern**-?, g&mz\w)x\$7^; tj-fr^irm, 2-7s;iw«, 1-7 
rtnu±(Dmm^^^r^xh^mmmf^^<Dj\D^>it7)^jvm 
$m<D7)i*')m\z&^x. mm^&tm&tn&±<D/\n?>m?xm&2fttz 

g^T. CiT"ADy>^i«77», Jfi*!*?-, H^T, 

In) 13 t TR 1 *«1 ± (DMWkm £ % t T H T t> <fc l >0? HgC 1 ft ^ L 6 CD A □ y >{fc 

7^+yi§^t«^ v K/\ny><b7;i':j ±!E^?ii& 1 ~ 6 ©a 

lll^ilUTRWlW±<7)e^S^WLT^Tt> t tl/^^gcl^^L6©;\D'7>-{t; 
7;^^7*S^/^T^^, Ig/\a7 f >{b7;^;i/5 1 ^S<!:«, ±£0t$# 1 ~ 6 

o)mmhL<\t^mm(D7)^)i^yi-m^^x, m&*ifeizw$Lifim±o>/\ 
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S7;V3^y7Wltlt ±!3j^^^ 1-6 ©fill =bL<tt^S 

ii^^7;^;us^*5^t> M^^«tgi5&^*±sejK^^ 1 ~ 6 commh l< a# 

xh*->^;u8, h*e/x^;wt. 2-* h*->x^;i/S, i-ih^yiw 
s, 2-xh^vx^;us^<h*^tf e>n-s. 

«t> 6< tt#tt«tt©7;io*5/«fc*S^T, «fc?Jt&&«Mfa&*±IEift*R 1 ~ 6 
|^^CbTR l ^MR±CDfi^S^^tTV^Tfc c t^M^^J:^bl207;U=i^v 

cDiiii ! bL< ^^iitt07;p^;i'5 1 ^s^*5ViT, ff&i>j&ft&&tf±EBft«tt 

1 ~ 6 ©iillfc L < tt»tt!Htt©7;W3^>'ST?BiftStifcS*^r. ft#Wttt 
mii'^+y^^m xh+y^fm*, h*->x^;l,^:*g, 
2-^ h + yiW^i, 1-xh^yifJWS, 2-lh*ylfJI/f^i' 

R l ^lR±©S^S^*LT^Tfe<tV^^3^^L7<Z)v^n7;l'#;USS:^ 

r«^. tt->*D7;wu££tt, ^**3~7©5stto7;u4 i ;u****u, n# 

tofcttWAtf, ->^D7'atf;US, v?D7>;i/S, y^D^/fJH, y^O'v 
|p)^{3LTR l ^IW±C0M^S^WbT^T : focfc^^^^3^^L7ro>'7D7^ 

m£\& ->^D7*Dtr;u^vS, ;>^o^w+y», *>*d^>?\m-*-> 
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tf. v^D7'Dt';^^s, ->^d^;^*», -77 □-"77^7^8, v7D 

S7;U^r-;USitt, «*K2-60E«lt>L<f4»tt«|JK©7;p^-;WS*^ 
U ±HB^^^2^±CD7;i/^^S4 ] H2S^^^^1-^^^t)^S^V^ 0 
KttfclAtfXx-^g, l-T'O'O-l-OUS, 2-7'a^7-l-Ol/g, 3-7^^7 

-i-ous, 1-777-1-01/8, i-7x>-2-oi/8> i-7x>-3-f;us, 1-7*7 

7-4-01/8, 2-7r>-l-^M« 2-7*7 7-2-Ol/S, l-*7JU-l-7'a^7-l- 

-f;P8. 2-*7JM-7*n^7-i-oi'g, i-*^jP-2-7*D^>-i--oi>g, 2-*7 
;p-2-7'D^7-i-oi/g. i-*7;M-777-i-oug, 2-*7;u-i-7*77-i— r 
;P8, 3-*7;M-777-l-OP8, 1-* 7^-2-7*7 7- i-ou8, 2-*7;W2- 
TT^-l-OUg, 3-*7JU-2-777-l-OI/8, 1-^7^-3-7*7 7-1-OI/8, 
2- * 7JU-3-77 >- 1— f Jl/S, 3-*7JL-3-7*77-l-OU8, l-x7;U-l-777 
-\-^)Vm, 2-xf;hl-7T>-!-fJH, 3-x7;M-7'77-l-r ;U», 1-xf 
;i/-2-7*7>-i-^^«> 2-x7;i/-2-77>-i--r;us> 3-x7ju-2-777-i-ou 

8> l-x7;U-3-77>-l--f ;HS. 2-x7^-3-7*77-l-f JU8, 3-x7^-3-7 
77-1-Ol/S, 1. l-7*7JM-7*7 7-I--OU8, 1, 2-7* 7JI- 1-7*7 7-1 -f 
JUS, 1, 3-7*7;U-l-777-l-OU8, 2. 2-7* 7;W 1-7*7 7-1— OUg. 3.3- 
7*7JM-777-l-OI/8, I, 1-7^7^-2-777-1-^^8, 1,- 2-7*7.;U- 
2-777-I-OU8, 1, 3-7*7^-2-777-l-OU8, 2. 2-7* 7^-2- 777- 

1- oug, 3. 3-7^7^-2-7*77-i-r;i/S, i, 1-7*7^-3-7*7 7-i-oug, 

1, 2-7* 7^-3-7*7 7-1-OPS. 1. 3-7*7;U-3-7*77-l-f JPg, 2,2-7*7 
;W3- 7*7 7-1 -OPS, 3, 3-7*7;t--3-7*77-l-01/8, 1-^77 7-1-f JUg. 

2- ^777-1-Ol/g, 3-^77 7-1-Ol/g, 4-^777-1-OI/g, 1-^777 
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l-^>x>-3-<;US> 2-^>x>-3-OI'S> l-^>x>-l-<;i/S, 2-^>t> 
3-^>x>-l-f JUS, 4-^>x>-l--r;i^ l-^>x>-2--f 



2-^>x>-2-<;US> 3-^>x>-2--f;PS, 4-^>x>-2— r;ux. l-^>x> 

-3--nnt> 2-^>x>-3-rjus> i-^^;i/-i-^>T>-i--r;i/S, 2-*3mm- 

]-*?)v-2-i>t>-\-< 2-^^-2-^>x>-]-<^a, 
-2-^>x>-]-i'^»s 4-^^;u-2-^>x>-i-f;ps> i-/^;i/-3-^>x>-i- 
-oug. 2-/5 L ;i/-3-^>x>-i-r 3-*^-3-^>x>-i-f;PS, 4-^ 
;u-3-^>x>-i--r;us, i-^^-4-^>x>-i-f^S-> 2-^^-4-^>x> 
-i-ous> 3-^^-4-^>x>-i-r^s. 4-*3\>p-4-^>7->-w;i^ i- 

^^JWl-^>x>-2-^AS, 2-^5 1 ^-l-^>x>-2-^;US, 3-*3MU-l-^> 

x>-2--r;ws. 4-^^;u-i-^>x>-2-<;i/», i- ^ ^ >^ >-2--f 
2-^^;u-2-^>x>-2--f 3-^^;w2-^>x>-2-<;i/S, 4-^;u-2-^ 

>x>-2-r;l/S, l-*3MI/-3-^>x>-2--Ol'a> 2-^^-3-^>x>-2-f;U 

3-^5 1 ;i'-3^>x>-2-'r;PS,. 4 : x^^-3-^>x>-2-^;us, l-*^- 

4-^>x>-2-<;US> 2-^;U-4-^>x>-2-f ;Ug> 3-*3^-4-^>x>-2- 

-r;ug, 4-^5 1 ;i'-4-^>x>-2-'i';i/S, \-^^)V-\-^>^>-i-^)m, 2-^9- 

jU-l-^>x>-3-f ;US, 3-^5 1 ;U-l-^>-r>-3-'f JUS, 4-*3 1 ;iH-^>x> 
-3-<JUS> l-^^-2-^>x>-3-^;PS, 2-;*3^-2-^>x>-3-OUS> 3- 

*5P;u-2-^>x>-3--rjug, 4-^^;u-2-^>x>-3-r;us/ i-^-t>-i--f 
;us, i-^\^-fe>-2--r;us, i-^+-fe>-3-r;p«> i-^-fe^-ous, 
+-t>-5--f ;us, i-^+-t>-6-^;i/S> 2--\+-t>-i-'i';us, 2-^*-fc >-2-< 
;us> 2-^-tz >-3"f 2-^^-t>-4-r;PS. 2-^\^-fe>-5— r;ua> 2-^ 

*-fe>-6--f;H^ 3-M L -fe>-l-f;i'&, 3^\^iz>-2-^;US, 3-^*-fe>-3-^ 

-i-r;us. 3-7*a^>-i--f ;us, \-^v->-\-i \-y'^>-2-^ )im. 1-7* 
x>-3-r;u*, i-7r>-4-r;i/S> 2-7T>-i-f jus. 2-7r>-2-< jus, .1- 
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*?)V-l-7n'<>-\-4)\f&* 2-*xJU-l-7o^7-l-'f JUS, l-*xJU-2-7o 
"O-ih'jus, 2-^^;u-2-7"D^>-]-f;u*, i-*xju-i-7x7-i-fjus. 

2- ^?Jhl-7r>-l-<JH« 3-^xJU-l-7x7-l-fJUS, l-^fW-7'f> 

-i--rjus, 2-^?;v-2-7'f>-i-'f-iH> 3-*xJu-2-7x7-i--f jus, i-*x 
ju-3-7x7-i--fjus, 2-*xJU-3-7x7-i-r jus, 3-*xJU-3-7x7-i-<-rju 

S, 1-xxJU-1-7x7-1-^JUS, 2-XxJU-l-7x7-WJUS> 3-XxJU-l-7 
r^-'fiH, 1-XxJU-2-7x7-1-OUS, 2-XxJU-2-7x7-l--f JUS, 3- 

xxJU-2-7x7-i-f jus, i-xxju-3-7x7-i— cjus, 2-xxju-3-7x7-i- 
-yjus, i. i -v* xju- i-t*x 7- l-r jus. 1,2-7 

;*xJU-l-7x7-l--fJUS, 1, 3-y^?Jhl-7r>-HJH< 2.2-v*xJU-l- 
7x7-l-<JUS,. 3, 3-«7;*xJU-l-7x7-W JUg, 1. l-7ptxJU-2- 7x7-1- 
f JUS. 1, 2-y^fJh2-7f>-l-^M> 1. 3-y^f;W-7'f>-l-fJl/S 1 2, 2- 
-7;*xJU-2-7x7-WJUg, 3. 3-*7;*xJU-2- 7x7-l-< JUS, 1. l-7*xJU- 

3- 7x7-1-^8, 1, 2-7*xJU-3-7x7-l-f JUS, 1, 3-y/W-7r>- 
WJUS, 2, 2-7*xJU-3-7x7-l-fJUg, 3. 3-y^fJH-7'T>-l-'fiHT 
£9, ck9$?£b<«XT-x;ug, l-7n^7-l-fjug, 2-7p^7-l-f JUS, 
3- 7*o^7-W JUS, l-7f>-l-<iH> l-7x7-2-< JUg, l-7*f>3-<^ 
g, l-7x7-4-fJUS, 2-7x7- 1 JUS, 2-7x7-2-fJUS, l-*xJU-l-7 
□ ^7-1-f JUg, 2-^xJU-l-7°D^7-WJUg, l-*xJU-2-7*D^7-WJU 
g, 2-/xJU-2-7°a^7-l-f JUg, l-*xJU-l-7x7-l--fJUg, 2-*xJU-l- 

7x7-i--r jus. 3-*xju-i-7x7-wjus, i-^xJU-2-7x7-i-fjug, 

2-*xJU-2-7x7-l-f JUg, 3-^;W2-7'f>-l-^H, 1-/^-3-7x7 
-WJUg, 2-*xJU-3-7x7-l~f JUS, 3-*xJU-3-7*x7-l-f JUST'&r), 
kbch&^lXteXxXjUg, l-7'o^7-l-i';i/S, 2-7d^7-1--T JUS, 3- 
7°D^7-l--f JUS. )-7x7-l-f JUS. l-7x7-2-fJUS, 1-7 x7-3-f JUS, 
l-7'r>-H JUS. 2-7x7-1-1- JUg, 2-7x7-2-<JUST$)^, ' 
^m{cLTR'^lW±©S^S^^LT^Tfe^^)K^^2^^U6cD7JUxxjU 

**is&£7Tsti%£. f£7JU>rxjU**7S<!:te, ±tzmmm~~e<Dm%hL< 
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^wmz\w\x.\iXT-)i** ; s^ . 1-7*d^>-i-<;i-^^->S, 2-7*d^7-i- 
<;P;f*7g, 3-7'D^>-i-fj|/^yI, i-7*x>-l--r;^^->S, 1-7x7 
-2-<J^yi- l-7*x>-3--r;i/^^->S, l-7*x 7-4-01^+ 2-7x 

>-i--fM^yi> 2-7*7 7-2~r;M-*7S, i-^^-i-7a^>-i--r;^+ 
->»v 2-^<5 1 ;i/-i-7'D^>-i-'r^^+->s> i-^^;i/-2-7o^>-i-<;i/^+-> 

2- ^9 L ;u-i-7x>-i-'f;i'^^->S, 3-p<5 1 ;i/-i-7*7 1 >-i-r;u^-^>'S^ i-/x 
;i/-2-7*x>-i--f;k**vg> 2-^? 1 ;u-2-7x>-i-<;i'^^vS, 3-^x;u-2- 

7x>-l--f;P^->S. 1-^5 1 ;U-3-7t->-1-'1' M+yg, 2-^^-3-7r> 
-HJ^yi« 3-^?JH-yf>-l-r;^*yI, l-xx;i-l-7x7- W 

;m-*7*« 2-x5 L ;p-i-7x>-i-r;P^^~>S, 3-xx;m-7x7-i--i';m-4- 

-7S. l-xfJl/-2-7f>-l--fJW+yI, 2-x^-2-7t>-1-<JW^->S, 

3- x5 1 ;U-2-7x>-l-'1';P^v'S < I-XxJU-S-Tt'- 7- 1—0^*78, 2-Xx 
jh3-7f>-!-<M+yl> 3-XxJU-3-:7x7-W;i^*7g> 1. l-v/xJU 
-l-7T>l-fM*yl. 1, 2--7;<xJM-7x7-l--f;M-*7*. 1,3-7;- x 
;M-7x>-l--OM-*vS> 2,2-y/f;h)-7T>-l-^M+yl« 3.3-7* 
f^-l^rV-HM+yS- 1. l-y^f^-2-7T>-l--f M^yg, 1,2-7 
*x;U-2-7*x7-l--'f ;i/**7g> 1, 3-v*xJU-2-7x7-W;i^*7g, 2.2- 
> J *xJU-2-7'x7-l-'OM-*7S> 3. 3-y^fJH-7f>-l--fjmyI> 

1. l-y^f;H-7'f>-l-<M^yS, I, 2-y^r^-3-7f>l-^M+yI> 
1. 3-7p<x^-3-7*x7-l-<JU^vS, 2, 2-y^rJl"3-7T>-l-fiW+yl. 
3. 3-7*x;i'-3-7x7-l-l'JM-*7», K>f>HM^yS. 2-^>f 
7-l~^:**7S> 3-^>f>-]-fJ^^yS, 4-^>f>-l-fi^^yS. 
l-^7x7-2--f ;M"*7S> 2-^7-7 >-2-f;i-^+7g, 3-^>r>2-fM 
*-7g, 4-^7x7-2-01/^75, l-^>T>-3-fM+y5> 2-^7x7- 
3-OM-+-7S, l-^>f>-l-fM4y«, 2-^>r>-l-'fM4 ; yS, 3-^ 
yT>-l-fM+yS, 4-^7x7-1-1' ;i/^-^7.S, 1-^7x7-2-^^^^-7 
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£. 2-^>x>-2-<;i/^+'>S. 3-^>f>-2--fM+yl, 4-^>x>-2--T 

1- ^>f>-i-^myS> 4-*3^m-^>x>-wjm-*->s> i-*^;i/-2- 

^>f>-Ki^vl. 2-^^^-2-^>r>-l-r;^^->S, 3-^^;P-2-^ 

r>-i--r;u^+vg^ 2-*xJU-3-^>x>-i-f jm-^vS* 3-^5 1 ;u-3-^>7 : - 
>-i--r jm-*->s, 4-^x;V3-^>x>-w;kt*->s, i-^x;u-4-^>x> 

-TM+yS> 2-/xJM-^ Vx^-'OM'+v'S. 3-^x;P-l-^>x>-2-< 

jw^->s, 4-/xJM-^>x>-2-'f;M-*->^ i-^^;i/-2-^>x>-2-r;i' 

2-p<5 1 ;i/-2-^>x>-2-'r;i/^^>'S, 3-.*x>-2-^>x>-2-^JM- 
*y|, 4-^5 L ;W-2-^>x>-2--f l-^.x^-s-^x^-r 
->S. 2-*^-3-^>x>-2-<;M-*vg, 3-*x^-3-^>r>-2-f 
g> f^fJh3-^>f>-2-fM+yI, l-^^H-^yTy^jmyS^ 

2- ^5 1 ;M-^>x>-2-i';i/^^>'S, 3-^^;M-^>x>-2-<;i/^^->*, 4- 

^5 1 ;i/-4-^>T>-2-f;b^^~>S, l-/^;M-^>x>-3--fJM-*->g, 2-* 

;i/-i-^>x>-3-< jm-^>s> i-*x;u-2-^>x>-3-^;k*^>g, 2-*x;u 

-2-^>x>-3-^:f*->S> 3-*x;i/-2-^>x>-3---OM-*->^ 4-*x;i/- 
2-^>f>3-^M+yI> l-^*-t>-l-OM-*->g. l-^\^-t>-2-f;u^ 
l-^-t>-3--f^^+->g. l--v+-t:>-4-'f ;u^-^->s, l-^\+iz>- 
5--OM-^>S, l-'vHl>-6--OU:*+vg, 2-^+iz >-l— f ;U^+->S. . 2-^\ 

+-ti>-2-r;u^-+vS-, 2-^^-t>-3--r;p^-+i>Sx 2-^^-fe>-4--f^^^-> 
®« 2-^-fc>-5-f;M-*->s> 2-^-fe>-6-^;i^^->8, 3-^\+-t>-l-< 
;i/^+~>S, 3-^t>-2--fM+yI, 3-^+iz>-3-^;i^^g&£#^tf 
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'fM+v!. 3-7*D'*>-lH';M-*->S, l-^f>-l-fM^->I, 1-7x7 
l-7x7-3-r,lM-*:yg, l-7x7-4-f;i^*-7g, 2-7*x 
>-HM^yI, 2-7r>-2-<JW+yS, l-^x;M-7'o^7-l-f 
vl, 2-/xJl'-l-7'D^7-l-'-UM-*7g, l-*3^U-2-7*D^>-l--f ;U**-> 

2-^5 1 ;w2-7D^>-i-i';^+->a, i-^^-i-7x>-i-f;i/^+->S, 

Z^^hl-yfV-I^M+yl, 3-^5 L ^-l-7*x>-l--f;^+>'S> l-*x 
jh2-7T>-l-<M*yS, 2-^^^-2-7'^>-l--f ;^4^~>S, 3-*x;i--2- 
7^>-l-1'^^4 1 ->g> l-/fJH-7T>-l-^M+yl, 2-*xJU-3-7x7 

;M-*-7S> 2-x5 1 ;i/-i-7*7 L >-i-i';i/^^->a, 3-xx;M-7x>-w;M-* 

yl, l-Xx;i/-2-7x7-l-OM-*7g, 2-Xx;i/-2-7x7-l-f JM"*7S, 
3-x5 1 JU-2-7x>-l-'1'JU^+->S, l-x^JH-yrV-l-^JW+yl, 2-xf- 
^-3-7x>-W;M-*vg, 3-i?Jl/-3-7'T>-l-'fJ^+yS> 1. l-7*xJU 

-i-7T->-i--r;u^-^->s, i. 2-v;*3 l ;u-i-7'7 : ->-i--Y;u3-*->g. i.3--7^x 

Jhl-7r>l-<M^yi, 2. 2-y/W-l-7'f>-l-l' ;M"*7g, 3. 3-v* 

x;M-7x7-i-f ;p**7g, l. i-v^;u-2-7x>-i--f;k**va> 1,2-7 

^fJH-yf^l-^JW+y^ 1, 3-7^^-2- 7x>-W;i/3-*vg> 2,2- 
7^5"-;U-2-7*x>-l-f;U^+7*, 3. 3-7^5 1 ;W2-7^7-l-'f;^^7a, 
1. l-vp<^;U-3-7x>-l-<;U^*75, l,2-y^fJl/-3-7T>-l-<M+yl, 
1. 3-7*x;P-3-7x7-l-<;M-*-7g< 2. 2--7;<x;i'-3-7x7-i-'f ;M-*7», 
3. 3-7*x^-3-7x7-l-^;l^*7gT&D> iOff^Klixr-M+y^ 
|-7D^>-l-f )V**i/&, 2-7'D^y-l-OI/^yl, 3-7°o^7-l--f Jk* 
*7g, 1-7'fy-I^M^yl, 1-7x7-2-01^*78, l-7x7-3--f Jl/ 
t4->S, l-7*x>-4--f>)U^-4 1 7S, 2-7x7-1— fJM-*7g> 2-7t>-2-( 

;M-*-7g, i-/^;i-i-7'd^7-i-i'j^^7S, 2-*x;u-i-7*o^>-i-f 

**7g, l-*x^-2-7o^7-l--fJl^*7g, 2-/x;U-2-7*D^7-l-Ol/;f 
*7g> l-*xJU-l-7x7-l--f ;l^*7g, 2-^5 1 ;l'-l-7x7-l-'f ;u*^F7S, 
3-^5 1 ;l/-l-7T-7-l-rjl/^+7S < l-^fJH-yfy-l-fJ^+yS, 2-*x 
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7x >- \r< ;i^*7g, 2-^ ^;i/-3-7'x >-i--r )\/** ->s> 3-*^-3-7x > 
^yi. 2-7 , d^>-i-i';i>:**-7S, 3-7'D^>-i-'r;u^+vS> i-7'f>- 

-HM^yi, 2-yf>-l-<M+yS, 2-7x>-2-f;M-*->ST&9, . 

t^chfc^u^xxxjM-^v^ i-7"D^>-i-f;M-*->g, 2-7d^> 

(5j^f3LTR l ^lJ^±©^»$%LTUT : fo=kV^^^2/ t C^L6CD7JU^x;U 

^s^-r^ K7^-;^^st«> ±fB^miS(2~6coiiii : bL,<«^ 

^s, 3-7o^>-]--i' )v^*m. i-7x>-i--f;^^S\ i-7x>-2--r;u5 1 ^ 
i-7x>-3--<;^*s, i-7x>-4-^;i/5 i ^g; 2-7x>-i-r;^^s« 
2-7x>-2--r;^^S, i-*5F;u-i-7o^>-w;i^:*g> 2-^3MU-i-7'd^ 
>-i-r;u^^a. \-*j-)\r-i--7u*y-\-4 )v?-*m* 2-^^-2-7d^>-i- 

y*?)i-\-y'r->-\~i i-^^;i/-2-7x>-i-r;u^^s. i-*?)\>- 

2-7x>-l-r;i/^^S> 3-^5 L Jl/-2-7x>-l--f ^^^S. 1-^^-3-7"t->- 
l-OH 1 :*^ 2-^^;i'-3-75 : ->-l-<;^^S, l-*3-)V-l-"7 s r>-\-'U\'3"* 

i-i^-i-yf>-i--(^^s« 2-x5 i ;u-i-7x>-i--f;u5 l ^a, 3-x^ 

)U-]-y*7- >-]--( l-x^-2-7r>l-< jh^s, 2-x^;u-2-7x 

>-w ji/^*g> 3-x^;u-2-7x>-i--f )i^m, i-x? 1 ;i'-3-7x>-i-i';u 
2-x3 l ;i'-3-7x>-i-f;u3 1 3i-^ 3-x^H-yf>-i-^;^ti, l. i- 

-7/3 1 ;M-7*x7-lH>^S> 1, 2-> ? /5 p ;U-l-7x>-l-f ^*S, 1.3-7 
y^Jk-l-7T>-l-<^f^I. 2. 2-v;*^-l-7x>-l--f;i'? 1 *3§> 3,3-7/ 

5 1 ;p-i-7t->-i-'1'^5 1 *s> i, i-7^;i/-2-7x7-i-r;u5P«,' u-v*^ 

jk2-77>-l-fiWl« U-7 / 5^-2-7 x>-W;i/^*g> 2,2-7/^ 



21 



WO 01/25181 PCT/JP00/06788 

J 

-2-7T>-l-f^ti, 3, i-i^^^)l-2-ZfT->-\-^)l^&, 1, 

7f->-\-i 2, 2-v^^U-3-7't>-1--Y^^^> 3, 3- ^-3-7 

t>-i--o^^ i-^>x>-i--r;^^s, 2-^>-r>-WJH 1 *a> 3-^ 
>x>-w;hm-«, 4-^>x>-i-<Ji'? 1 *2. i-^>x>-2-fji/^*s. 2- 

1- ^>x>-3--r;i/^«, 2-^>x>-3--t;u^s> i-^>f->-i--i')^*ai, 

2- /^>^>-i-.f 3-^>x>-l--TJ^^S> 4-^>x>-l--f 

1- '<>fH-'fH*i, 2-^>x>-2--f;U5 t *ii, 3-^>x>-2-1';U5 1 ^S, 
4-^>T>-2--1';U5 L ^a, l-^>x>-3-<JU^S, 2-^>x>-3--fJl'3 1 *S, 
|-*3\>M-^>x>-W;i'3 : -**, l-*3-)V-\-^>7->-\-1 3-^ 

^>x>-i-<ju3 i *s> 2-^g i ;i'-2-^>7 : ->-i-'f;^^s. 3-^^;i/-2-^>r- 

>-l-<;^*S, 4-^^-2-^>x>-l-<^f-*S> l-^^;i/-3-^>x>-l- 

•ou^tfX, i-^)\r-i-^>T>-\-^ 3-^5 1 ;i'-3-^>7 L >-i-'f 
4-^5 L ^-3-^>x>-i-fJ^^a, i-*^;p-4-^>x>-w^:^ 

2- ^^;i/-4-«>x>-i--r^5 1 ^-s, 2-^ju-a-^>¥>-\-^ jvf^, 4-*^ 
jH-^>r>-i-<Ji'?t!, i-^;M-^>x>-2--ou^g. 2-^^;i/-i- 

>-2-ni^a, i-^^;1/-2-^>t->-2-i';u5 1 ^S> 2-*^;i/-2-^>x>-2- 
-fj^*S. 3-/f-;w2-^>x>-2-f;^^S> 4-^^;w2-^>x>-2--f ;i/5=- 

1- *3^-3-^>T>-2-f Jl/^S, 2-*?)M~*>7->-2-* )l>?*&, 

3- ^^-3-^>x>-2--f;U^^S< 4-^5 1 JU-3-^>-r>-2-r;^^g> l-*? 1 
; i / _4_^>^>-2-^;ueF^-g % 2-^^l"4-^>T>-2-'f 3-^;U-4- 

^>x>-2--r;^^s. 4-^5 1 ;i/-4- / <>x>-2-r;u^*s> i-j^jm-'Ot 

>-3--f;^3TS. 2-*^JU-l-^>x>-3-f 3-*^;W-l-^>x>-3- 

<;i^#S. 4-^5 t ;p-i- / 05r>-3--f i-*? 1 ;i/-2-^>x>-3-i';i^ 1 

2- /^-2-^>T>-3--f 3-^5 1 Jl/-2-^>T->-3-f^5 1 *S, 
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-OPt^S. l-A+-t>-6-1';U^S> 2-'\*-fe>-l-f;i'7 v *S, 2-A*-fe>- 

2— OH^S, 2-M"-fe>-3H';i'5 L 3i-£» 2-'\*-fe>-4~f JUt^S. 2-'\*-fe> 
-5-Ol^:tS-, 2-A*-fe>-6-f JUt^S. 3-^-fc >-l--f;i/^^S, 3-^*13 

>-2-f;i/^^-s, s-^^-t^-r^^s^i'^^bn, »ji<aif^ 
jh=-#S* i-7x>-i--f;^^Ss i-7t>-2-^;^^-i, i-7x>-3-f;^ 

tfS, l-7r>-4--f;^*I> 2-7r>-l-'f^^I. 2-77>-2-'f 

ju-2-:7*D^>-w;i'3 1 *a, 2-^^^-2-7'D^>-]-f )i?*m. 
77>-i--f ji^S, 2-^^;p-i-7*x>-i- ; r;i/^^»> 3-*t\>u-i-77>-i- 
i-^5 i ;u-2- , 7*x >-i.-< J^^s. 2-^^;u-2-7^>-i--rj^^S, 

3- ^5 l ^-2-7t->-1-1'>'1'5 1 ^> l-^^-3-7r>-l--<MtS> 2-*f-;p- 
3-7x>-l-<;^^S, Z-*?)V-1-7 1 r>-\-'UV5-* : &, !W-l-7f>- 

2-xt"-;m-77>-i-< vh 1 **, 3-x5 1 ;u-i-7x>-i--i'^^^ 

S, l-ifjk2-7f>-l-^mi, 2-x5 1 ;i/-2-7x>-l-^;^^S> 3-X5P 
JU-2-77>-l-OU7^tt, l-X^^-^^-l-f 2-xfJl/-3-7f 
3-X5 1 ;L'-3-7*T>-l-'f^5 L ^S. 1, l-v/^-l-7r>-l- 

-out^s, h 2-v;WM-77>-]-'Oi'7"-:tg, 1. 3-7 7^-1- 7*7 ^i-i - 

2,2-y/fJ^l-7'f>-l-<J^t3, 3. 3-7*7^-1-7*7 >-\-4 )\, 
\,\-V*?-)W7T>-\-'()V?-*&s 1,2-7^7^-2-77 7-1-f ;hf- 
l,3-v*T % ^-2-7x>-l--1';P5 1 ^a. 2, 2-7= * 7^-2-77 >-l-'f;i'7^ 

1. 2-7*7^-3-7*7 7h--tjh i :*»> i. 3-7*^;u-3-7x>-i-^;^^s, 

2, 2-y^fJV-3-7f>-l-^]l/ftl, 3. 3-y^f^-3-7T>-l-fMtStfe 
0> J:0»Sl<liXf-mi. l-7o'<>-l-'OU^#2k 2-7 p P^>-l--1' 
JUt^S, 3-7"o^>-l-<JUf-*S, l-7f>l-f^f*l. l-7*x 7-2--OU 
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-l-r^^s, l-p^M-y^-i-oi^s, 2-^5 L ;u-i-7'x>-i-^^5 1 ' 
^-s> 3-^^ji/-i-7x>-i--r;u^^s. i-p^i^^T^-i-nu^^ 2-* 
5 l ;w2-7*x>-i-r^5 l ^s^ 3-;*3 1 ;i'-2-7*T>-i-'f l-^^u-a-? 

x>-l-r;U?:*S> 2-/?jh3-7'f>-l-<J^tI, 3-^^-3-7*x>-l-f 

1- 7x>-2-OU^;fg. l-7^>-3--0^:tg> l-7'T>-4-'fWtI > 2-7 
^>-W;l^S, 2-7r>-2-r;U^»TfeO, fc^tfe^Kliir^ 

i-7d^>-i-^^^s. 2-7'd^>-i-t;u^^ 3-7*D^>-W 

RWl^±(Z)g^5*WbT^Tfe,tl/^^2^ViL6(D7^^ii;US^^.1-^ 

L> ±f2jK^^2^±©7;^;Ugt{c3M^^^W-r^^MS&^3o 
(~te'#j;itfx5f-;b3£, i-7D^>-i-f;u*, 2-7 4 Df>-i-r;i/S> 3-7*d£> 

-l-OUS, l-^>-l--f^S, l-7*^>-2--f JV&s 1-73^-3-f JUS> 1-7*? 1 

>-4--r;us, 2-73 L >-i-f;i'36, 2-7^>-2-f;Hfcx i-^^;u-i-7Df>-i- 

<;US, 2-^5F;i/-l-7 , atf>-l--f;US, l-*^ J 2-7'n tf>-l--f;i/S, 2-*3=- 
;u-2-7Dt°>-]-f i-/^;p-]-75 1 >-i-^;i/S. .2-^^;u-i-7*^>-i-f 
)im. z-^)V-\-y'9->-\-^ i-*9\>w2-7^>-i-nu*, 2-^^;u-2- 

7*^>-l-'f;U», 3-^^;W-2-7*^>-l—f JUS, l-^5 L >'U-3-7'5 1 >-l-'f;^ 

2- ^5 i ju-3-75 i >-i-i'^s, 3-^^;i/-3-7T>-i--f i-x^;wi-7^> 
-i--f;i/S, 2-x^ji/-i-7>>-i-f 3-x^jm-7»-wjus> i-x^ 

JU-2-7*5 1 >-l-'r>'US, 2-X5 1 ;i'-2-7*5 1 >-l-'Y;PS, 3-X^;U-2-7^>-l-nU 
l-x5f;i/-3-7^>-l-^S. 2-x^;i/-3-75 1 >-l-^;i/S, 3-x^;i/-3-7 
5 1 >-l--f JUS, \.\-VM-)V-\--7'3-y-\-i I. 2-v*3 1 JU-l-7*3 1 >-l-<f 
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i. 3->*/5 l ;u-i-^5 1 >-i-f;us. 2, 2-^^5 l ;u-i-7'^>-i-'f ji/s> 3.3- 
v/^-i-y^^-i-r 1, i-x* 3^-2-7*^ >-i-r-f jus, i,2-v^^;i/- 
2-7*^>-i--f^S, 1. 3-^*^-2-:7>>-w;i/S, 2. 2-v*3^>^-2-7'?>- 
l-1';^g> 3. i-v^)\y-i-^'^y-\-i)^ u-s^?-;u-3-7»-i~f;u*, 
1.2-7* ^-3-7^ >-i-^«. u--7^;u-3-7>>-i-'i';ua, 2.2-7*?- 
;i/-3-7^>-i--f;us, 3,3-v^5 1 ;i/-3-75 1 >-i-f;t'S, i-^>5 1 >-i-f;u», 

2-^ >^ 7-1-01^ 4-^7^7- W^g, l-^>^> 

-1-1 2-^>^>-2-<;l/g> 3-^>5">-2-<;US. 4-^>^>-2-f 
1 _/<>^>-3-^;Ug > 2-^7^7-3-f 1-^7^7-1-f JUS. 2-^7^7 
3-^73^7- W;Ug, 4-^73 i 7-l-l';i/g, 1-^7^7-2-^ ;Ug> 
2 _^>^>-2-r;uS, 3-^>^>-2-Ol>g» 4-^>^>-2--f l-^>^> 

-3-r;i-s> 2-^>5 1 >-3-r^a. i-^5 1 ;u-i-^>^>-i-<;i/S. 2-^^-1- 
^>5 1 >-i-<^s^ 3-* ^u-i-'O? 1 7-1-01^, 4-^5 1 ;u-i-^>^>-i-r 
;us> i-*?;v-2-^ 7^7-1-01^ 2-*? l ;u-2-^7^7-i--i';i'S, 3-^^^ 
-2-'*73 L 7-i-f 4- ^5 l ;1/t2-^>5 1 7-1-f ;us, 1- * 3^-3-^ 7^7-1- 
2-*^;w3-^7^7-i-r;ua, 3-/^;u-3-^>^>-i-^f;w«, 4-*?- 
;i/-3-^>^>-i-r;^> \-*m-4-A>?>-\-4 2-*^;w4-^7?7 
-]--f juSs 3-/5 l ;u-4-^>^>-i-<;ps. 4-^^;w4-^>^>-i-<;i'S, 1- 
^^ji,-i-^>^>-2— r;ps, 2-^5 L ;u-i-^>^>-2-< jus, 3->^;u-i-^> 
j-y-i-^Mts 4-^5 L ;p-i-^>^>-2-f;uS, i-^5 1 ;u-2-^>5 1 >-2-Y;u», 
2-^5 1 ;u-2-^>5 1 >-2-r;i/a, 3-^5 L ;u-2-^>^>-2-^;us> 4-^^;u-2-^ 
>^>-2-<;us. i-^5 L ;u-3-^>5"->-2-r;us, 2-^^;u-3-^>^>-2--f;u 
X. 3-*3 t ;i'-3-'*>f->-2-OP«, 4-p<^;u-3-^>^>-2-r;us, i-*3^u- 

4-^7-^7-2-1'JUS, 2-/^;M-^>5 L >-2--f 3-^^;i'-4-^>5 1 >-2- 

;<;u*, 4-^5 1 ;u-4-^>5 1 >--2-r^ffi.i-^^-i-^>5 1 >-3-^;i/S> 2-*? 

;M-'*>^>-3H';Hf. 3-*3MM-^79 1 7-3-'f Jl/g. 4-^5 1 ;L-l-^>^> 

-3-<;us> i-^^-2-^>5r->-3-r;i/S, 2-^5 1 ^-2-^>^>-3-r;i/S, 3- 
/^;u-2-^>^>-3--f;us, 4-*3\M/-2-^7^7-3-i';ug, 1-^**7 >-i-< 
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JUS, l->\*v7-2-f l-M^7 7-3-<Jl/», ]-^**»-4--f JUS* l-'N 

;US. 2-^4 t *»-3-'f;i'5, 2- / \*~77-4"f JUS. 2-M t -»-5-'Ol'iS, 2-^ 
+ v>-6--f;US. 3-^*-»-l-f^ 3-^*«»-2H , ;i'S. 3-^v7-3-< 
;Wgft ft, jffSLOiX^XJUg. l-7°Dt:7-l-f 2-^Df> 

-l-oug, 3-7W 7-1-01^ i-7'^>-i-<;ua>.i-7*5 1 >-2-r;i/S, 1-7' 

?>-3-^;U». ]-7*^>-4-r^8, 2-7'5 1 >-l-<;i'S, 2-7*3 L >-2-nUS. 1- 

e>-wju». 2-^^;u-2-7*ptf >-w i-*3\>M-:^>-i-^>a. 

2- X5 L JU- 1-7*5^ >-w;i/S, 3-^^;w-i-^>-i-< JUS, l-;< 3^-2-7*^7 

2-^5 1 ;u-2-75 1 >-i-i';us, 3-^;u-2-7^7-w;i/S> 1-^ 

;i/-3-7*5 L >-l-<;ua, 2-*3 L JU-3-7*^>-l-'f JUS, 3-*3 1 ;u-3-7 , ^7-i-'i';u 

s, i-x^-i-^5"->-i--r;u*, 2-x^;u-i-7*5 1 >-i-'f ;u«> 3-x^;u-i-y 
^7-1— nus. i-x^;u-2-7*^>-i-<^s* 2-x3^-2-7*g i 7-i-i';ua, 3- 
x^;u-2-7*5f 7-i-ous, i-x?-;i>-3-7*^>-w;wak 2-x3\>u-3-7'^7-i- 

-OUS, 3-X5 1 Jl/-3-7*5 1 >-l-i / >'US, 1. i-v/^m-t^-wjus, 1.2-5? 
^JU-l-T^-l-f JUS. 1. 3-^*3 L ;M-7*3 L >-l--ni'». 2.2-7^^^-1- 
y^>-l-f>S, 3. 3-7*^-l-7*:P7-W ;us. 1. l-v^^U-2-^>-l- 
-f Jl/*, 1, 2->^3^U-2-7*3 1 >-l--f JUS, i, 3-> ? ^^;U-2-7'^>-l-1'^S> 2. 2- 
vpWU-2-7'? 1 7-1-1' JUS, 3, 3-7* ^JU-2- 7*^7-1 JUS, 1.1-:7*3MU- 

3- 7^7-1-fJUS, 1. 2-7/^-3-7*^ 7-l-OU»> 1, 3-7 ^^^-3-7'^ 7- 
l-OUS, 2.2-7^5 1 ;i'-3-y^7-l-<^S. 3. 3-7 pWU-3-7^ 7-1 --OUST 

IXttX^xjUS, l-7'Pf>-l-f JUS, 2-7° a 
3-7 □ £7-1-01^ l-y^7-l-'<JUS, 1-7*^7-2-1 JUS, 1-7^7-3-1 JU 
S, 1-7*^7-4-1 JUS, 2-7'^7-WJUg, 2-7*3"" 7-2-f JUS, l-/5 t ;W]-7 r 

□ e>-i-<jus, 2->f^'-i-7'Dk'>-i-f jus, i-^^;u-2-7'otf7-i-^;u 

ffi, 2-*3"-JU-2-7°DH7-l-f JUS. I-^JU-I-?^ 7-1-1 JUS, 2-^JU-l- 

7'? 1 7-1-1 jus, s-^ju-i-?? 1 7-1-1 jus, i-^ju^-t^-i-cjus, 
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2-^;u-2-7*^>-i--f;i/g, i-*3-)V-i-7 : ?>-\-'i)V&, 3-7^7 

$b(w^^ L<(d:x^-jl/S> 1-7"p t">-l-<;US. 2-7'ofc* >-l--f JU*. 3-7° 

□ bf>-i-r;us« i-7*^>-i— r i-75 1 >-2-'i';us. i-7^>-3--r;PS, 

1- 7^>-4--Ot'S> 2-7>>-l-<^S, 2-7'^>-2--f;b*T^0. feoi^f 

^b<nx^-;us> 1-7*0 e>-i-r;n, 2-7 c De>-i-on£> 3-7d£>- 

|5j^(3UTR l ^I^±^)^S^WLT^Tt)ctl/^^^27iViL6W7;W^xJU 

^wicttf!)A«'x^-;b^-^->s, i-7W>-i--r;M-*vg, 2-7°Dt°>-l- 
'fjl/^yS, 3-7'D£>-l-r;i/3-*->g, l-7'f>-l--fM^yS. 1-7*^7 
-2-01^* *7g. 1-7*^7-3-01^*7*. 1-73^-4-f M^->1, 2-7*3"- 

>-i-f;u^-*->g, 2-7^>-2-r;i/^-^">s. i-*5P;u-i-7nt:>-w;M-+ 
->s> 2-^5 l ;i/-i-7*at:>-i-r;^^->s, i-*3 i ;t'-2-7nit: , 7-i-'f ;i^*7 

g> 2-73^-2-7°ne7-l-f;M-*7g, l-^^;i/-l-7'5 1 >-l-^^^+v®> 

2- /3'-;u-i-7*3 i 7-wji^*7g> 3-^5 L ;wi-y^>-i--r 
;i/-2-7*^7-W ;M-*-7S, 2-/5^-2- y^-w^^vg. 3-^;u-2- 
7*?"-7-l--f ;i^*7g. l-,?'^;i/-3-'7»-l-' fM+vS> 2-/5 1 ;U-3-75 1 > 
-]-OU**7g, 3-^5 1 ;U-3-7*^>-l-1'^^->S. l-X^Jl/-l-7^>-l--r 
Jl^^g. 2 : xf;kl-7'f>-l-<M+yl, 3-x^Jl'-)-7 r 5 1 >-l-'l';^^ 
7g, l-x^^-2-7*5 1 >-l-<^^+vS. 2-xf;W-2-7 r 3 1 7-l-r;)U3-*7a, 

3- xfjl/-2-7^>-l-fM4->l, l-x5 1 Jl/-3-7^>-l-<Jl/^^vg. 2-X5" 
JU _3_ 7 *^>-]-^ j^^yi, 3-x^-3-7^>-l-i-^^+->a. 1.1-7^^ 
-|-7'^>-l-f;U:t*->a> 1.2-v ? ^^;U-l-7'5 1 >-l-<;U^+vg. 1,3-v^^ 
;U-l-7>7-l--OM- + 7g, 2. 2-v/5 1 ;i/-l-7^>-l-'f;^+->g^ 3.3-7;* 
5 : "^-l-7*5 1 >-l-1'^^+->g, 1. l-7^^;l/-2-75 1 >-l-r^^7S. 1.2-7 

^^;p-2-7'^>-i-f ;m-*7S% i. 3-v^^-2-7^>-i--r;u^+7g, 2,2- 
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I, l-v^^^-3-7>>-l-TJ^+vS> l,2-v^5 : ih3-7'5 1 >l-<J^+yS. 

i, 3->*^5 1 ;p-3-75 1 >-i-r^^vS> 2. 2-^^5 1 ;i/-3-7>>-i-f ;u^-+->S- 

i-^>^>-2-<;M-*->g, 2-^>5 i >-2-< )i**ism, i-^yj-y-i-^ )v* 
+->s, 4-^>^>-2-oi^^>a, i-^>^>-3-r;u^-+v«, 2-^>^>- 
3--r;p^->», l-^o^^i-f^^rvS. 2-^>?>-i-f;u^-^v'S, 3-^ 

S, 2-^>^>-2-r^^vg, 3-^>?>-2-1';i'^-7S/4-^>5 1 >-2-'r 
M^->S, l-^>^>-3-f Jl^vS> 2-^>5 L >-3--f;i/^^vS, i-t^u 

-i-iyf-y-i-'f jm-^s, 2-^^-i-^>f>-i-'fM*->s, 3-^^;u- 

l-^>3 1 >-l--1';M-*v'S> 4-^5 1 ;i/-l-^>5 1 >-l— f;M-*->g, l-*3S>U-2- 

^>^>-i— f M^yi. 2-/5 L ;u-2-^>^>-i--r;i'^+vg, s-^^ 1 ;^-^ 
>^>-w ;i^*->g, 4-^;i/-2-^>^>-w;i/:*4vS> i-y^;u-3-^>. 

fy-l-fj^+yl. 2-^5 1 ;W3-^>5">-l-< ^t+yl, 3-^^-3-^>^ 

>-i--f ji^*->S, 4-^;u-3-^>3 i >-i--i';i^*->S, i-*3 1 jm-'<>^> 

-l-fJW+y^ 2-/fJH-^>f>-l-^JW+yI, 3-^^^-4-^>^>- 

1- -f;U^+->^« 4-y< ^^-4-^ >5=- >-i— < ju^-=\f ->s, i-^^;i/-i-^>^>-2- 
-OM-*vg, 2-y^JI/-l-^>3 1 >-2-'f;M-^vS, 3-*3 i ;M-'0^>-2-'f 

;u^-^->^> 4-^^;u-i-^>^>-2-r;u^-^->s.. i-y^;i--2-^>^>-2-r;u 

t^yl, 2-^^Jl/-2-^>^>-2-^;i/^+vS« 3-*3 L ;U-2-'0^>-2-f;^ 

^yi, 4-^5 1 ;i'-2-^>5 : ->-2-'f j^+ys, \-^)V-z-^y^y-2--i ;m-* 

•>S, 2-^^;i/-3-^>^>-2-<;^+->S, 3-^5 1 ;i/-3-^>9 1 >-2-'f;l/^+v 
S. 4-/5 1 ;i'-3-^>5 1 >-2-'f M+yS, l-*3^-4-^>^>-2-^ JP^->2$, 

2- ^^M-^>5 1 y-2-1'i^^yS 1 %-U-)\,-\-^yj-y-l~l 4- 
^^;i/-4-^>^>-2--r;U^*->S> l-^fJhl-^>f y-3-IM+yS, 2-^ 
3^-l-'03 1 >-3-'f;U:t*->3§> 3-/5 1 ^-l-^>'5 1 >-3-'1';i'^+iyS, 4-/5 1 
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-2-^>^>-3H';W**'>^ 3-^U-2-^7^7-3-f;M-*7a, 4-*3MU- 
2-^7^7-3--r J^->I> l-A^y>-l-^M+yl. l-\*S/>-2-<;U* 
+ l-A^y>-3-^M*yI, l-^^-»-4-< ^+->S, 1-^-77- 
5-< JU*4:">a» 1-a*77-6--Y;M-+-73, 2-'\.*->>-l-<;M-*>'g. 2-^ 

+->>-2--r;i/^+->s> 2^^-»-3--fM+yi, 2-^+'»-4--f ;u^^-> 
s> 2- / \^->>-5--f;i'^+->a, 2-^\^->>-6— r;u^+xa, 3-^-7 7-i--r 

3-^yy-HM+vS, 3-A*<»-3--f ;M"4 vSteif^W 
btl, #£L<«X^- ->g> l-yDt^-HM+yi, 2-^Dtf>-l- 
f;M-*7*. 3-7°d t^-l-Ol/tf+^S, 1-7^7-1-^ M^yS, 1-7^7 
-2-fJM-^vS, l-7'f>3-fJ^+yS> l-T^^-nkt^vg. 2-7^ 
7-.WJl/:**-7g, 2-7'fy-Z-f^t+yS, l-*5MM-7*o If 7-W ;M"* 
yS, 2-*3^U-l-7*ak°>-W;M-^>g. l-*3Ml/-2-7*o tf 7-l~f M*y 

2-^5 L ;p-2-7°of>-i-'r;^^->S> i-*^;m-:t»-w ;p^s>s, 

2- ^^-1-7*? >-i--r;^+vS, 3-/5 l Jy-i-7*5 L >-i-r;^^r->s> 1-*?- 

;U-2-7*5 L >-l-f>'^^vS> 2-^^^-2-7'^ >-\-1)l<**~>m, 3-PWU-2- 
7*^7-1-^ l-^Jk-3-7*^7-W;M-*7g< 2-/3^-3- 7*^7 
-1-fM+yS, 3-^5 t ;P-3--7*^>-l-'f ;^^r7*. 1-X3MU-1-7*5P7- W 
j^^yi> 2-x3\iM-7*3 1 7-l-<JM-^7g, 3-x3MU-l-7^7-W 
y5, ]-X5 1 Jl/-'2-7*5 1 >-l-'f>'U^+7a> 2-X3 1 ;t-2-7*? 1 7-l~f ;i^+-7S, 

3- x^;l/-2-7*5 1 >-l-r^^+vgv l-x^JUTJ-y^-l-^M-^.vg, 2-X5" 
Jb-3-7^7-l-7JM-+7g> 3-X9 1 ;U-3-7'^>-l-'f ^t^' >s > l-'^*^ 
-l-T^-l-OM'+i'S. l,2-y^^-l-7'f>-l-<M+y«« I, 3-7/3 1 
;i/-l-7'5 1 >-l-r;U^+7S, 2. 2-v^5 1 ;Wl-7*5 1 7-l-'f Jb^-^->g, 3.3-7/ 
5 1 ^-l-7*5 1 >-l-<;i'^^^S, 1. J-7^^JU-2-7*^>-l--f^^v^> 1.2-v 
/^^-2-7*^7-]-f;i/^^v®, l,3-y^W-7f>-l-fM+yI. 2.2- 
v / 3^-2-7 ^>-l-f;^+ -7 3, 3-7*5f^-2-7*^7-l--f ;M-*7S, 

i, i-7^5 l ;u-3-7>7-i-r;^+>'S, 1, 2- 3^-3-7'^ 7-1-01^*7®. 
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1, $-i?*?)W7?>-\-'( )l>***>& 2, 2-v*?Ml'-3-7'3 1 >-l-f Jl/jj-*->», 
3. 3-^/5 1 >'l/-3-7*5 1 >-l-'f *>*T* 0 , J;0)fil< liXf-jW+yS, 
1-7*0 M >-!-•< ;W*rlr->*, 2-7*ne>-l-0^^vS. 3-7* □ tf>-iw;u* 

i-7T>-i-r;u^-^->s> i-75 1 >-2--f;^^->s, i-7^>-3-r;i/ 

**->S> l-7*5 L >-4--f;^+->S, 2-7*^>-l-fJU*'*->*' 2-7*^>-2--f 
;M"*->S, l-^^V-l-^ok^-l-fJW+yl^ 2-^5 1 Jl/-l-7'of>-l-r;U 

i-^^;u-2-7ot >-w;M-*>-g, 2-/^-2-7*0 hr>-i~r;u3f 
4->i, i-*^;M-7»-w;M-*->a;. 2-*5 l ;i/-i-7*? l >-i-^ju;**v'S, 
3-^5';u-i-7'5 1 >-i-r;^^->a< i-/^;w-2-^>-i--f;u^->*, 2-*?- 
;p-2-7>>-i---r;M-*v'g, 3-^^-2- 7*^ >-M , ;i/**:>S, i-*3^-3- . 

yf>-l-^M^->S. 2-.*5P^-3-73 1 >-l---f;M-^vg, 3-^5 1 ;U-3-75 1 > 
-l--f ;M-*v»T&D, SSfcffSLOiX^iJM-^v'S, l-7"Dtf>-l--f;i/ 
^yl, 2-7"ot?>-l-'fJU^vS, 3-7*ae>-W;M-*'>*, 1-75^ >- 

1- 'Ol/^MrvS, l-7*^>-2-<;i/*+->ai, l-7*5 i >-3-<;^+v'S. l-7^> 
-4--f 2-^>-l--fM^yS, 2-:/3 t >-2->rJM-*->£T&D. 
feottiJftKttX^WyS, l-^Dti>l-<M+yi, 2-7°Df> 

-i--f;M-*'>«, 3-7otf>-i--r;u^v'ST$)^. 

^^tLTR^nW±Wg^S^^tTUTt>J:^^^2^UU607;U^-JU. 
^**^T*^» »7H^tSttt, ±B&*S:2~-6©i£f8 l feL< 

i-7ohf>-i-r;i/^s, 2-7*0 tr>-i-rf;k^ 
3-7*0 tf>-i-^;^*s, i-7^>-i-r;P5 1 ^a> 1-7?- >-2--r;i/^* 

g« |-7'f>-3-<i^^I« ) : 7'^>-4-<JU^S, 2-7?>-l-l';l^«> 

2- 7*^>-2--f )V?"*&* \-*3-)\>-\-7'u e>-l-< JU^tfg. 2-/5 1 ;i'-l-7'ot: 

1-/5^-2-7*0 t^-w^^S, 2-/^;u-2-7*otr>-i- 
■f^^s, i-^^u-i-y^v-i-r^^s^ 2-^5 i ju-i-7^>-i-r;u5 l ^s. 

3- /5FjU-l--7*^>^l-<;i/5 L **. l-/5 L ;U-2-7*^>-l--f ;^^S, 
2-7*3 L >-l-Y JH 1 *^ 3-/^;w-2-7*f->-i-f;u^«, l-/5 L ;W3-7'5 1 >- 
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s, l-x^-i-y^ 7-1-01^*2, 2-x^;i/-i-7*5 1 >-i-'r;^^s, 
;i/-i-7'^>-i-'f;u5 1 *s, i-x^;p-2-7>>-i-r ju^^-s. 2-x^;u-2-7^ 
7-l--ni^:tg. 3-x^;p-2-75 1 >-i-'f;i/5 1 ^S» i-x5 1 ^-3-7'5 L >-i-<;u 
?-*aS, 2-x?MI/-3- 7*^7-1-^ JU^tfg, 3-x^;U-3-7^>-l-f 1, 1- 

~7 * 3^- 1-73 1 7-1-01^^ i. 2-v^5 L ;p-i-7^>-i-'f;^^s, i. 3-7 
*^;m-7^>-w;i^*£» ,2. 2-v^^;i/-i-7'^>-i-f 3. 3-7* 

iv-i-zr^y-w )V?-*&, l, 3-^^5 1 ^-2-7*5 1 >-i-^;^^*> 2, 2-7*^ 

-2-7?>-\-4)ltt& 3, 3-7*^-2-7^7-1-^ 1.1-7*3^- 

3- 7^7-1 --OH 1 **, l,2-^^^;i/-3-7*3 t ->-l-f ^^-a. 1,3-7*3^-3- 
7*^>-]-l';^^S/2, 2-7*5M/-3-75P 7-1-01^^ 3. 3-7*3MU-3-7 

^7-w ;u^S» ;p?*s, 2-i>?>-\-i 3-^ 

^>^>-2--r^5 1 ^S> 3-^7^7-2-< 4-^73 L 7-2--f )Vtt&, 

2-^7^7-3-f jh^S, i-^>^>-i-<;u^s, 
2-^>5 1 >-i-r;i'5 l ^g, 3-^>^>-i--r^5 l ^s> 4-^>^>-M;u^s, 

l-ro^^-r^**, 2-^ 73 1 7-2-01^*2, 3-^>^>-2-^f;U^^g, 

4- ^>5 L >-2-< ;U^^S, 1-^7^7-3-f Jl/?^*, 2-^>5 1 >-3-f 

1- ^JM-^^-l-f Jl^^S, 2-pWM-^73 1 7-l-l';U3 1 :frg, 3-*?- 
)V-\-1>?->-l-'( 4-*? L ;M-^>5 i >-i--*;w^-s, l-^^^-2- 

^>5 t >-l--f Jl^tf*, 2-^5^^-2-^>5 L 7-l-<^5 1 ^S, 3-*3Ml/-2-^7?- 
7-lH'Jl/3 1 :*S, 4-^^;i/-2-^7^7-)-r;U5 1 7j-g > l-*^;W-3-"V>f L >-]- 

4-^5 1 ;u-3-^7^7-i-r;u^^-ffi, i-* 3^-4-^7^7-1— ou^tfS, 

2- *3 1 Jl/-4-'<73 1 7-l-'f ^3^2, Z-^9)V-4-^>^>-\-^ 4-/5" 
JM-^73 1 7-1~Y ;Uf-*8, l-*3 1 ;U-l-^73 1 7-2-f;i/3 1 *g, 2-*3 L ;M- 
^73^7-2-f ;i/3^S< 3-*3MM-^73 L 7-2--f ;U3^S, 4-*? 
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>-l-4 frttm* l-^^-2-^>^>-2~f 2-^5 1 ;U-2-^>5 1 >-2- 

-oi^*a> 3-^^;u-2-^>^>-2—f )V**& 4-^^;u-2-^>^>-2--r;u5 1 

1- ^^;i/-3-^>^>-2--i';i/^^s, 2-^5 L ;p-3-^>9 L >-2-r;u^^s> 

3- ^^;i--3-^>^>-2 — r ju^a, 4-/5 i ;u-3-^>5 i >-2-'f;i'5 i 5i-S. l-^f- 
^-4-^>^>-2-r;^^s> 2-^^-;M-^>^>-2H';^*ai. 3-^?;p-4- 
^>^>-2--r;i/5 1 ^S, 4-^5 1 ;w4-^>5 1 >-2-f;u^^g^ \-*^)i-\-^>^ 

>-2--i J^t&, 2-^^P-l-^>^>-3-f^*i, 3-^^^-l-^>^>-3- 

-r;^^S> 4-^^-i-o^>-3--r;i/5 1 ^S> i-^5 1 ^-2-^>5 1 >-3-<;u^ 

2- ^5 L ^-2-^>5 1 >-3-1';i/5 1 ^s 3-^^;P-2-^>5 1 >-3-1'>'P5 1 ^-S, 

4- ^5 L ;p-2-^>^>-3-i';i/^^a, i-^-»-i-<;uf-*s^ i-A*v>-2-r 
-nu^s. i-^-»-6-r;i/^^Sv 2-^->>-w;i/^a> 2-^*->>- 
-M)\>?*& 2-^**»-6-<;i/f L *s, 3-^-»-i-r;u^^a, 3-M^> 

3^a> l-7'of>-H^tS. 2-7*of>-l-i-J^^S, 3-7 ; pe>-i-r 
i-7*5 1 >-i-^;i/5 1 ^a. 1-7'?- >-2--f ju^a, ]-7*^>-3-f;u^ 
*a> i-75 L >-4-f;i'^*a, 2-y^>-i--f;^^a> 2-7*^>-2-r;i/;P:*a< 

7*^->-i-f 2-^^u-i-7*5 1 >-i-f^5 1 ^a, 3-^^;u-i-7>>-i- 

3-/5 1 ;U-2-7'^>-l-l'^^a> l-*?)lr-Z-'7?>-\-'0\&*& 2-^^;w 

]— r 2-x^-i-7*5 1 >-i-i';^^a. 3-x5 l ;i/-i-7'5 1 >-i-f^5 L ^ 
g, i-x^ju-2-7*^>-i-r;u^^a> 2-x^;u-2-7*3 L >-i--oi^:*a, 3-x^ 

Jl/-2-75 : ->-l-'r^5 1 ^S, l-x5 L ;U-3-7'5 1 >-l-'f 2-X^;i/-3-7'5 1 

^l-ou^a. 3-x^;i/-3-7'5 L >-i--r;i/^^S, I, i-v^^;i/-i-7'^>-i- 
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-oi/^Ss i, 2-is*?)i-\-y'?>-\-i ]. 3-v^^;u-i-7'^>-i-r 
)v?-irm. 2.2-iy^^)i-\-y^y-\-^ 3, 3-v^5 1 ;u-i-7'^>-i-i';i/ 
]. l-i^^-a-T^-i-ou^s, i. 2-^pwu-2-7^7-w;u^ 

1. 3-vp<9 1 ^-2-7T>-l-'f JU^^S^ 2, 2-v^5 1 ^-2-7'^>-l— f;P?^ 
g> 3, 3-v^5 1 ;i'-2-7'5 1 >-l-'f;U5 1 ^S> 1. i-^^^;u-3-7*^>-i-f JU^^S, 

1. 2-7*^-3-7'^>-W JW^g, l.3-v^^-3-7?>-l-'f^5 1 ^S, 

2, 2-v^^;U-3-7^>-l-f 3. 3-i^^-3-75f >M--Ol^:<i-gT& 
0> cfcOtf^lXtex^-JH 1 *^ )-7°Dt>-l-'f;!/^^S^ 2-7ak'>-l-r 

;i^3-g. 3-7otf>-i-r^^^S. i-75 L >-i-r;^^-s, \-y'^y-2--i )v 

\-y'^y-Z-^ \-y'^y-4-i 2-y'9-y-\-i 

& 2-7^>-2-^ju^^S, i-^;u-i-7'oe>-i-f ii>tt&, 2-^^;u-i-7* 
u.Ey-\-^)i^m. \-*3-)\>-i--fu\i>-\-4)Vtt&. 2-^%-2-y'uMy 
-\-1)V?*m, l-p^M-y^-i-ou^S, 2-^^)V-]-y'^y-\-^ 
z-*3-)i-\-yj-y-\-^ \-u-)\,-i-y^>-\~i 2-^ 

3Mi/-2-7*^>-W Ji^m. l-^)V-2-y'^-y-\-i i-^^JU-3-7 
^>-WJUMg, 2-^^;u-3-7»-i-'f;P5 1 ^s, 3-^?;H-^f>-i-f 
ji^st&o, 2t>\zft&L<tex?--)i?*m, i-7"Dk'>-i-r;u^^-s, 

2-7*nk'>-l-'f^5 1 ^*. 3-7*o e>-l--f ;^:t^ 1-75P7-1--T rt^S. 
]-75 1 >-2-l';l/? 1 ^a, l-7^>-3--r;^^S« l-7-^>-4-f Jl^g. 2-7 

l-7'Dfy-KMtl. 2-7'Dk>-l--f;l/5 1 ^S. 3-7*of>-W 

r^\^±(om^m^bx^xt^^mmmu^v\2(D7^-)is^^t^^ 
g, 2-^7^®, as--f >7*-kx;i/g, s--r >^'-fe-;ua, 7-ti-y^u-)i& 

teZtfmfZftZ* Pf^L<«7x-;U®, 1-^-7 9- Jl/S, 2-^-75 1 ;us> 
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if$b<tt7x-M+yST*5. 

*»*^T*-&, K7'J-;U^-**ttt, ±fBj^^$(6&</>U12£>7 U — JN5£43 

1-^-7 ^P^S. 2-±7^^5 1 *S> as-T >^*-fe-;U5 1 ^S, s-O** 
7-t^"75 1 ^-^f-^S^£^#^en^ 0 »SU<tt7injU5 i 
1-^"75 1 JU^S, 2-t7WtSTSD, ckO^LO^x^;^* 

R , ^lJ^±cDe^S^^tT^TfeJ:^^^^7^^U18©7;i/^;i'7 l J-;i'S$: 
^•f*£» ^7;WP7U-JUSi:«±fe^^^6^^tl2(D7 , J-;i/SHi5^T> 

|^^tcLTR l ^lW±^gMS^^LT^T : bckl/^^i!c'77iViL18(?)7;i/^^7 

bl8©7;i/+Jl/7U-^S^^T> ^©^^tl^^^^^Lfe^cO^B^L. 
RflsWIltt^^tfo-h'JJI/^^S, i-h'j;U*+'>a. p-h'JJM-**>a» 2.3- 
*->u ;>-i-*#->». 2.4-*'>'J;U-i-**->S. 2. S-^vU-lU-l-^vS, o- 
^^-;u^-+->S-, a-2*:uu:fr*->a. p-j^-;^yl. /yfJW*-/I, 
2. 3-v/-;i/-l-^-+->S, 2,4-y/-^-l-t4yS, 2. 5->^-^-l-^+->S, 
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o-X9=-'J;M-*->*. m-^f'JM+yS, p-7,7 'J 

»Sl/<Ho-h'JM*'>I, n-MJ;M-*->£, p-HJ;M-*->S, 2.3-*->'J 
;hl-^vSv 2 t 4-^v'j;W-l-/}-*vS, 2.5-*->>J;M-#*->»» o-^^^ 
;u*^->«, m-^^nju^+->S, p-£*~;M-*->S, ^->^;u^-+->S> 2.3- 
•»-;|/-l-***>S, U-y^-^-l-^+yS, 2,5->^-JW-^yi, o- 
m-^^'J^^vS, p-7fUM+ylTSD> «t05fSL 
<«o-HU;U*^->S. m-HJJM-*->S, p-h'J 2, 3-*->'j;M- 

t+yS, 2,4-*v'j;M-;**vg, 2. 5-+->'J^-l-^v«, o-£*:i;U#* 
i-^-M+yS. p-£*^;M-*~>£, ;*->^l/:**->S, o-T^'JJI/ 
t+yl. m-^^'jW^v'S. p-X^'JJM-^ri'STa&O. £ L < teo- 

n-Hj;M-*->2k p-hj;m-*->s, 2.3-^->u;u-i-^-> 

& 2.5-*->'JJl/-l-?*-*->£, ^yfM^ylT^ 

ttttlwlittAtfo-hl);!^**, m-h'J^^S, p-HJJU^g. 2. 3-^v'JJU 
2, 2. 5-*v>j;U-l-3^S, o-2 rjl^tfS, 

2.4'->*-;M-? L *S, 2. 5-v^~JU-l-7^S. o-T^ 'J JUS 1 **, m-T^'JJU 

7^-a> p-*^y;^*£fc£Wtf&fts. j/f^u<«o-h | j;i'5 i ^s. di-hj 

)\s3-*m, p-MUI^TS. 2, S-^v'-JJU-l-^S, 2, 4-*v 'j;P-l-3 1 ;frg, 2. 5- 

* S^JI/^S, • 2. 3->^-;i/-l-5F^S, 2,4->^-;WI-9 1 ^-S, 2,5— ;U 
-1-^#S, o-X^'JJI^*** m-*^ 1)^*8. p-T^'JJl^ST&D, «k 
O^SL<«o-h l J;U7^S> n-HJJUf^S, p-h'J^^S, 2. 3-*->'JJU- 
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b-^/-;p?*s» p-?*x;i^?|-g, /'>^;p^**, o-t^'J^^S, m-7, 
djh^S> p-h'j;^**. 2;3-+*>«j;u-i-^-*s. 2,4-*v'j;u-i-?;ta> 

^^'±l2M^i!c6^^U12©7 , J-;USl?Mm$nfcS$:</^K A#MKte0!IA.tf» 

^>v;ug, 7i*fJH. 3-7x-ji/yoe;n, 4-7xx;i>73 1 ;ns, 5-7x 

£, l-^^Ux^jUg, 2-^-75 1 ^X5 1 ;i/S> \-yyj-)Vy'uM)V^ 2-+7? 
fr-fnVfr&ttZtfi&WbftZ. »*L<tt^>^JUS, 7i*?;H, 3-7 xx 

;P7°ot>s> 4-7x-;u7'5 1 ;i/Ss 5-7xxji/^>3Mi^ 6-7xxjw\^->ji> 
S, i-^^jm^S, 2-^-7^;i/^^;us, i-±75 L ;ux^;ns, 2-±7^ 

X^JUg, l-^-75 1 ;U7 , ne;i/S, 2-^-7^JU7*atr^»TS0. «kO»SL<tt 
^>vJl/S, 7i^^H, 3-7x-;P7*0 tr;i/ft, 5-7 x 

-)\>^>3-)Vm, 6-7xx;U'\^vJUS. l-^^JM^US, 2-:h7^;M3Ml/. 
gT&O, 3 6tifiL<li / <>^. 7i*f;H. 3-7xZJl/7'oeJH, 
4-7xX;U7*5 1 ;i/ST$0, t>o£t>£?£L< tt^>y;H, 7zWHT*5. 

[^^llUTR l 7iq^±C0S^S^^LT^Tfei;V^^^7^^L.18©7 7A+;U 
=>Mr->g£jK-r«£. Hi77MWyIilt ±ffi£*»7fct>U8©77;U 

^>-7;i^*->», 7i^M^-/i, 3-7xx;i,7*of;U^+">S, 4-7±x 

;U7"3 1 ;M-+->g< 5-7i-M>fM4yI>'6-7i-;K*yM^yS, 

i-^7^;m^m-=^>s> 2-^75 1 ;u/^^^4 i ->s, i-^73 1 ;ux3\>m-*>' 

£. 2-t7 5 1 ^X5 1 ;^+>'S-, |-^75 L ;U7'Dt'^^^vS. 2-^7^Jl/7'D f 
3-7xXJU7*D hMM-^xS, 4-7xX;U7*^J^^>'», 5-7xZjK>fJW 
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*vg, 6-7irJK+-/M^y«> \-±7?)l* ^**->S, 
Tll**^ \-f 7^)1X^)1,** I'M, l-j-73-)l3-^)V** : sm, 
)\,7'uM)V** : ^ 2-t7?Jl/7'ok , M+yit"$t), £ 90? £ L < te^>-7 
JW^yJ, 7i^fM+yS, 3-7xX;|,7°D t';M-*->g, f7x^7*f 



^;M?MM-*vg, 2-:f 7?^M3 1 ;M-*vgT&D> $^WIL<lK>y 
7x^fM^y'l, 3-7x-;P7°ot°;M-4->S> 4-7i-;i/7'? 

v;u^:*S> 7.x*3\>u3 L *£» 3-7x^;U7 , Pt>^^-«^ 4-7x-;V7*f-;^ 

5-7i'-;K>W^S, 6-7x^K^yJ^tI, 1-^73^M^;U 

l-t7^7'De)l/ftl, 2-±7.5 1 ^7"otr;i,5 1 «^<i:^^en^. 
»SL<IK>yWS> 7i?Wtl, 3-7x-;P7Df;i'^S, 4-7 
xx;w75r;U^S, 5-7xzjK>WtS, 6-7x-M^y^?^ l- 

^^M^i^g* 2-^7^;m3mh^s, l-^^x^ji/^g, i-j- 
7 5 1 ;i'X^;u^^S, i-±7^;U7 e Dfju^^», 2-^-7^7*0 hf;^^-sx$> 

<fcOff£L<te^>v;l^:*a, 7x^fi^l, 3-7x^7'ot>ft 

1 

4-7xx;W7'5 1 JU^^ax 5-7x^;i'^>^;U5 1 ^S, 6-7i^JW+yW 

«^>vj^^s> 7x^m», 3-7xx;i/7 t Dhf;^^a> 4-71^7 

fJWlTSO, &o<ht>#£L< te^VvJU^S. 7xWf*lT?.^. 



;M"*->g. 57izM>?M^yI, 6-7x-;K^yM^yS, 1-^7 
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tttQftwmt&femzmc-c&z. ) r^n^tui^>mnmw, "torn* 
L < lit 0) xt t)V £ it tt-tn 6 t> © 1 1 z> . 

Y=X=-=T-h Z 4M^-W (ID) 

L < « -t CD x T 7 ;i> £ 7c « -t n 6 © 7K ¥Q4ftf £ ^ T t> © £ T 3 « 



Y^L— X-T-^^- J -W (IV) 

L < tt-t cox 7. * 7c e ©*f Ptt t> v t T -5 o 

Y^L^X-t Z (V) 

L < tt^-CDXT T-^S 7c teW 6 ©*?D«j Sr^T t> CD <h . 

71/>S> ^^;i/X^-l/>8, 7°atfl/>S, X5f;Ux7l/>S> 1. 1-vT^x 
eFU>S> 1. 2-^*7^X7U>S, MJ*7U>3S, l-T^h'JT^U^ 
l-X^Uh'J^^U^ 2-*7;i/HJ*7l/>g> 1, \-*J*3-)VV UT^U>S. 

L<«^7-l^>S, X^U->S, ^^JUX^l/>S, 7*DtfU>S> X7./UX7U 
1, l-i?^^X^U>S, Jl/X7l/>S. HJT71/>8> 1-T 

^;Uh'J/^l<>», l-X7;H>>J/7U>g-, 2-*3\>UHJ*3 1 l'>a, 1. i-v 
T7^H,M7-U>S> rh7^fU>S- ^>*^7U>IS, 'n^+M^UVS 



R 1 
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x^x^u>«. i, i-v^^;px^u>s. i. 2-> J ^5 1 ;i'X5 L u>a 4 hu 

*?U>M\ *?U>m. 1-x^jUHJ.^U^g, 2-*3 L ;i/MJ* 

3^>«, ^^^x^^>S> yDtfu->S. x^x5Pi/>g, i. \-y*?)UjL 
\t^^U>&, x^l/>g> ^^x^U>S, 7°Dt:U>g-e&i^ totfeif 
Ic L TT#1 J£LtcDg&g £ W U T & J; ^mM®. 1 & ^ b 3© 7 ;M=- U > 

&^L3©7;u*u>grtWbns. #£L<n*^u>s> x^u>g, 7*0 

L M, 4D e fclKX^l^±OS^5§WLT^T ! bJ:^M^ic2^^t6©7Jl/^rxlx 

U>*> 7d^xU>3S, 7r-»S, ^>^xU>g, s\*-t-[/>mtz£tf 

>ST&^ J;0»^L<«b*xU>S, 7°D^XU>S> 7*rXU>ST$)D. 
2b W?£L<tet:xU'>S> ^D^-UVStS) 0% L< tet:xU>g 

>S£jKT*JS£, l^7^^xU>S<h^±iejK3l5^2/ct^L3C7;7;^x;i/S^b$ 
b(l7K^i^T ; &l{a(^^T^^$tl5X'(aii(75S^^L, ^W^H±lfiTjKb7c 
w^^2/d:UL3©7;U^-l/>®«^bn^ 0 4f£L<tet'-U>g, 7°d^- 
L/>IT'S0- £blC#£L<tet'xU>gT&S. 
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>s, ^Dtr-u>a, 7'^-u>s, ^>^-u>s> ^\^v-u>s^t'^ 

>*T&<9> «t0ff*L<ttx5 1 -U>S. 7WxU>8, 7'fzl/>ST^D, 
£e>l;#£L<teX5FxU>S, 7'nt'xU>ST$>0, it)}fil<(iI^W 

6»fc**« : f*lflll»^T»f*SnS-ffi©Sftilc*b,' AttWfcfcLhlBT^Lfc 
^*SSc2^tl/>U3©7;^-U'>SA^tf€>tlS. £?£L<liX^-U>g, 7*D f 

u;ug; tfAo-f^S, 'v*UV'f;i'*, ^^y-TJUS. 7 7'JcK;i,g t 
£»JcK;U£. i'O h-^Sft <!£©§# W £>ns. JfSL< «7iz^;i/5. 7*n 

-f;i/S, ^+-*j-y-f;m, xj-^y^s, j^'jo-fjn^ jus, 
•* 77>»j;i'£, a>u;us, <vAu>j;i/S, e/\*cK>g, ^-tj-y-ous* 

-f VT^U^ST&O, t)-pt ; b^^L<«7^5 1 ^«« 7"ot:^-x;i/ST$) 

So 

R", R'' 2 , R\ R x '*3ck^ x2 ^IW±0ffi^S^UT^TfeJ:^^^7^^Ll9 
©5?#*7->Jl/S*^T«^, tt5!r*«75/JHKttt±E«*»5&^LI2©7.U 
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mz\mx\t^>v^)VM, o-mu^i-jus, m-i-ju^ jus, p-mu^-i- jus, 
^>t^)im, i-±7h'fjus> 2-^-7 h-f jus^jf^'W^n-So &?£L<« 

^>7-fJUS. o-hJU^fJUg, m-bJU^-fJUg, p- h JU-JUS, v>± : &-TJU 
g» l-±7 K-fJUS, 2-^-7 K< JUSTED, £ D#3: L < te^OVW JUS, o- h 
)V*-i)Vm. m-WUrt-TJUS, p-bJU?MJUg, iy>±=E-i JUSTED, $b(I# 
JK^y'/^ JUS, v^^-f JUgT'&D, fc^ fbft£ L< te-OV-TJUg 






(lb) 
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L < tt-t © X 7 xJl/ * ft tt-t n b £ £ o 

L ^gjfc^tTK&S fc LTg**ft 12 & A * £ ttfc < , KltlHrtfcsHtTK** li 1 
m^^^ti^omom^ts. ) m^ictifliAfcr, 7xxjug, o-hj;u 

. ^v-^Ug, v^xjug, o-7*x;i/S, m-7^x;l/S, p-7;*xjl/». ^>~7Jb 

yiJf/S, a^'J^S. ■•»*5;U*. v>±5'Jx>S. 3-7x-JU7'otfJU 
S, 4-7xXjl/73^g, 5-7x^M>fJH. 6-7xZjl/A+yJH> 1-^7 

^;PS, 2-±7^;i/x^;us> as-f >7*-txjt,g, s -< >7'-tx;i^S. 7iz^-7 
f^-JHfit*^lfbti5. ^f^t<«7xx;i/S. o-h'JJUS, m-MJ;i>£, 
p-MJ;KK, 2,3-+->'J^S, 2.4-+vU^S> 2. 5-+ -> 'J ;Ug, *v^g, > 
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o-2*-)i&, m-z*-)V&* p-^/-;i/S, ^>vMi^g, 7i?^ 
7*^;US> 5-7i-M>^H. 6-7i^jK+vJH. l-:f7?Ml/g, 2-^7 

i-^73MM?"-;i^ 2-±73MM5'ji^ l-^^juxgMi/S, 2-±7 

D, J:Dffil<«7i-M, o-MJ;i/g, m-h'JJU^ p-HJJUS, 2. 3-*v 

u;ws, 2,4-^v'j;^, 2, s-^-t-u^s, ^v-^i^ ->*^;Hk o-7^-ju 

S. -»^-5U7 :r >S< 3-7x-;U7°atf;^ 4-7i-^7*?M> 5-7x-;i, 
^>^S, 6-7i-M^yiH, l-i-75 i ;i/S, 2-^73^US, l-^^JM 
?)\>Mi, 2-^-75 1 JU^5 1 ;UST^i9, $f)CJfSl,<H7x-JH > o-h'J^g, 
m-HJJl/S, p-hU;i/S, 2. 3-3rv'J JUS/2, 4-*->>j;u«, 2, 5-^->u;ps, * 
S/^;P», Soi^l/^ o-7^-;i/S, n-£*-Jl/g, p-7*-;US, ^>vJl/S, 
7i^H, a-/fM>y^S> 'OXfcF'J^S. h'J^JPS. 'OS? 'J 

7^u;us. 'Jt>St*o, £e>fc«fcD-#£L 

<«7x-;us, o-hu;n, b-mjjus, p-hu;ws, 2. 3-*->u;i/S, 2,4-* 

x'J^S, 2. 5-+->'J;PS, ;03^S. ist—frSs, 

o-hj^s, ra-h'j;ua\ p-hj;us. u^v^S, 2, 4-*v'j;H, 
cut, ^fDiftii te^^. &mw>=f-, u>, tit 

S3. 7>5 1: E>. 77*, &\ *«7*! *«fc£##tf 5*1. 

'J>T$>9, «fc9fl : 3;L<ttg'*SM : F, 
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'J7V*-Jk tf^7-;k 7^if>, ^7v77-;k **-»tv7 V-Jk f'J^ 
-7X tf'JSvX t'7^>> -T>F-Jk -fV^>Hk -f>^V-;k 7o 

7*?v>, 7°'J>, 7x'J^X fl777>, -fS^Vfjy-Jk 
i>V7y>* ^>7'^*7xX '<>Xt*t , /-Jl' 1 ^>X^77*-;k ^> 
X5 1 7-77 7'-;U« ^>X<5^'7-;k -f^VfUvk fDOf'Jyk f 
□ ofU5~7>. fJ Htf'J 55»&£*<#tf 6>n, #*L< ttEU^X 3^7 

xx 75 >> tio-jk *+it7-;k <y^r-y-7-;k ^tv-m -ry^y 
7-;k <5^7-;k h'J77-;k f^7-;k 7^-tfx ^7^77-Jk 

^iJ-vf77*-;k tT'J*'~7X t'JiyX t7'yk -f > K-Jk -fV-f>F 
-Jk -f>^7-;k 7D/>« */'J>, -fV^'JX y/ZUk ^t-7'J 
X ^;^|J>, ?7?V 9 J>* 7^7v>; 7UX yf'JyX fi;77 

>, -rs yv^-yv- ;k ^//7 7a ^>W7i>. ^>x^-^it7-;k 

^>X^77'-;k ^>X^7v7V-Jk ^>X-TS^7-Jk -YS^Vtf'Jv 
X tTDOtf'JvX fODfUSyk fcf'J Hf'J5-7>T$.0. J^JffSK 

tttru^x f^7i>, 77>> tfD-;k v-jk -fv^u-y-;k 

77*- Jk -fy^V-Jk -fS*V-;k h.'j7V*-Jk t°^7'-;k 7?U , X 
^7v77-;k **tfv7l/-Jk eu^'-yx tru^vx £?XX -f > K 

-jk -fvoHk. -f>^v-;k ^xx^-y-y-jk ^>x^77-;k 

^>X^7^77--IH?*0>. $f.lC»SL<«^7x>, 7?X t°D-;k 
7t*W-)V. -Y7*U-7*-Jk 5^77-Jk <V5 l 7V*-Jk <5^V*-Jk h 
U7 7-;k br^7-;k 7 7+f>, J-7*J7 X J-)V> **W7V-)l>, f >K 
-;k <V-f>H-Jk -T>^7-;i/T-St), Sfclc^OffSL^S^^xX 

77X en-;k **-y-y-jk ^7V-;k <^y-;k -ok-^t**). 
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->7 P7*? L ;i/S« ->^o^>^;i/S, v^p^+fwus, i/^D^y^^s. ->7 

□ y^D^f-M. ->7D^>x-^S. v7o^\^iz-;i/S, 

->7P^7x^;l«t£>Wbn3 0 »SL<tty^D7'DfJH 1 y^D7'f 
v^d^>?^S, ->£ci'\*->JI/S. i/^P'N^/l/S, ->7D7°d^ 
JUS, PT'x-Jl'S, ->i7D^>f-iH> >'7n / \^-t-;US> v7n^7* 
x^;i/gT&9> J;D£?£L<tei>7P7°Pt:;i/l^ y^D^S, ->7P^> 
^JUSv y^a^yjU. ->7D^\7°^;i/ST'fe0> £ £> L < p 7° 

Pt>S, y^O^M. y^D^>fJVS, y^D^yJUT^D, tot 

Wt3^f^«'7x^;i/S^tfen^>o ddT", nz^iw±©^\-rp^^wi-^ 
-fS*V-;k HJ7 % /-Jk hf^VZ-Jk 77+f>, f7y7 , /-;k ^^-9-7 

7'/-;k tf u 7*7>, t* «j $ v>> e 7 ' s J>tLi-&mf b*i3« l < « tr u 

;k I'yfT'Z-iK <5y./-;k HJ77-;k £^/-;k 7 7lf>,. 3-7 
y7'/-Jk **U-^7 X /-Jk t:U7*7X tf'J5 5», t'yy/T'feD, «t 0 
#£L<tet?'JvX t°U7'vX t'USvX f7y>Tfe§. 

Y-L— X-T— 
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R 1 

Yrr L— x- t -r^V- w 



7 * Wifis*, WBfstt, aifi««ifi, u>^^, 

f=i | J>^, -7->7Q'\*->;U7 5>#L N.N' -v'Oi^Ux^l^vJS > 
b'J7 (tFD + y^W5;) 7i^M>yJl^7$ >iS/«c<t*© 





R 1 
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KtfgT* S £ i: bTtt, 43= tt£ «PI£ $ tlft ^tftc t PL &&&& s 

•fc^OWti^l'^ttOttljQ:* ; h'J^^75>tt, h 'J X5^U7 5 >Jft, fcT'J 
v>lg, 7o2W>Jfi. £3'J>ttU yy^D^^75>lg, N.N' -v^ 

■Jx^y-;U7^>^, HJ7. (tFn^y^^j^;) 7x?^ 
^>^;P7 5 >mzZ<D7 5 >0#JP* ; ± h U 9 A£v 77 'J V&ULitZOTfr* 

0£JR©tfin« ; 7;^x>jg, ijy>ig, -fey>J£, ^u->>^« 77,/^^> 
*^Bjtfe^Txx7;i/ttt-^ (I) t*5tt2»w©*;i/#+*>;i/3tox^x^ 

-;u7;wi"g> 4-/ h+->^>v;uE-. 7jua>< ju*+->7;i'+;us, 

7-t h*->^^;m, ^Ptr^-^+j/^^ssfctttrAD^i/^^wai, 7 

;m+>'*;u#^;i'**->7;w*;ns, 0J*.tf* h^->^;^x;u^-^v/^S, 

$n-5«fcL<«^roiia^±^^n5x^x^^iD^€:^rs«^tt. 
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-jR«(I) 



R 1 



A. -jR^(I)K*HTT3^J|ltt^1?»*,"-jeS 

Y=--L— X-C 2 \m^— W 

_ Q R 1 
R ii fz\ I 

TCD-tt»i6ftA (1) £fcteA (2) -CfctfT* H £tfT?£Z>o 

-iiggisaA(i) 

PcoV>M^CHO + R 0 ° O ^-< R11 0 

R°0' ^C0 2 R° 

l-i M 



Q 



HO 



l-iii 



Y" NHR X 
1-vii 

1-iv 
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Q 

R 

hi 

*ttt-tn-6ni£JL±©ittt***UT^Tt)j;^; «*»i&^L5©7;^. 
75yswaST^is$n«^i^^L6©75y7;u+;us> 

L6©APir>'fb7JU^;USv m^^2^^U12©7^D^->7;P^^S> W3H^3 
7JU*-;US, 0^£Jc6&^W2©7>J--;U3k #*R7fcV>U8©7;M t ;P7'J- 

;u», ^»»7^t^ti8©77;i/^)ua*-tn-? r n^u ; -jK^PcocQT (c^t-s 

*©BB^ttffifB£«fcHi;»£*T) T;*sna*£, H&ifc-M'CHO 

-«3t i i) (DikSmt, (1-i) ©te^&K-tesS CI— i i) ©tt£«b«:EJ& 

55 (Hi) ©<fcfc1fc£HK5S X'&Z>itG®&*m<t? h U 9 A, zk£ffc* 'J -7 
Ax t-7h + v*U^A^©i¥STTfT 1 5c:<i:^tii^2.o KJ&iBKfc UTtt*?fr- 

-^(i-iv)©<b^«-^it'(i-iii)©'fb^^x^y-;i/ 4 Bf&x^jk 7- 
-Ifta (l-v) ©fc£tttt-JRSC (l-iv) ©ib^t-jfeiC (1-v i i) ©<b£«ftffl 
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-fiku-vu ©<b^«tt^K^ (i-v) ©fb^ttsi^ y -^wsa*. 

Q • Pn 

R°0' ^C0 2 R° 
H Hi 
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2-ix 



Q 

y.l-n x -Y^\m i/ Y cd 2 h 

QR 12 

^i&t/>L6<7>7s/7;wi/g> j^^^i^^L6©ADy>'(k7;u+;us. g*i? 
i5:2/cC^b6©7;u^->'us. ^^^27i^L6cD7^+-;us, mm^u^Lno 

7U-^S» ^H^7^^U18C07;^;U7 , J-^S, j^^^77^^tl8©7'7;U^ 
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5 JU^ □ 'J K * «k h U ^ ^ •> 'J ;U*> 7 = K «r M S C i TMiaTc 

-ASSCGe) ©<b£tttt. a(3d)©<b^*©7Syak:RC00H€:*^S*fcftH, 

JlvUUtf^v h'^N-y/fWATS K&<b*©Mj&i£<*u l-X^Jl/-3- (3- v 
*7JU75/ 7"DfJH *JI/#5M5 Hfc^tittyjy'J >SyIfi^^^?a 
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m&m (4) 

H0 ^CT Br ~*" R3 '°RiyY Br n " BuLi R H^yY CH0 Dwittig 

^R2 4-forraylmorpholine 2)TBAF 



4a 4h 

1) DPPA 



4£ 



HO 



^R2 °Y Boc2 ° ^2 °Y 



7?H^h 1 J7A, ^#7>#&m>Xi87cT**fcJ;D&e>n2>. SfSiSgiLX 

(4b) fh7tKo7.7^oW< -«5£(4b)©*b£4fcfc: 

h'jj^^v'J^A^-f K«f©7;u^;Wbffll*-SJ6$-&'«j:tk:J:0»&n«»._ 

HKS (4c) Ofl^ttBU xh7tFD77>WR HftS(4b)0<b£*lK: 

(4d) 0fb£*»i< -|3:S;(4c)c7)^^('N,N-v^5 1 ^*;UA7 5 K^N-/ 
tirfc^, fh7kh*D7 7>f« c P- fh77'f ^7> : t- , 7i7M 1 J 
-«*5t (4e) ©<b&#lte \-)lJL>m^mmmm^^ s J7*?\Ly9 □ (5. 4. 0] 7>x 

-t >^0f«)ii#aTT-ieJC (4d) ®<b£*i t7^by7i-^*7* u ;u <h 

tt» -20X^?)50X^f^ U>. 
LiSL 
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"•vvV" 0 j™l w-r^L »rrY CH0 



"V 1 HC, ° Me)3 Bzl0 ^ 888 Bzl °'^ R1 K-c 

BocHN^VYV C0 2 Et 



ctO#bn^.7^3-;U^ b;ki>^co£J$fg$* . v71f t'y^o (5. 4 0) ^ > 

co® ^f^ffl $ -e-s c: t deb o # 6 ft 5 . 

^JUfn'JFX f F7t KD77>*ii^&*7s*5>, *7s**-b£f£ffl£ 
&tz'&. x^y-;k »»x^;k fh5t KD7:?>&£'cDigJ£ c K 

HK5£(5d)©fc£«l*^*K**>. x*X 7*d^X h'J 

>tju7* -jk? o ij H^©7;mr;Hb?riJ^o , c^e)50X:nTJKjc&$ 

Hfi5$(5f)©<b£4*tt. MUx>«?0fitti8»«K -JKa (5e) ®fls£to (R2 = h 
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8(TC b 1 50*C \z X S m 2 ■& * d £ II <fc 0 n b ft 3 o 
g|£ftC (6) 

BocHN^rY^V C ° 2Et NIS > BocHN"yy^Y C0 ^ Et sonogash ira 

HQ A^ Oy- " > hoV ^Y' reaction 
fia •' 1 fill 




+ . -&5£ (6a) ©fb£tt £N-< * H ^ ^ ->.-f S' H t E«S 1 1 0 »i6T* 

HJ 7x^7*77^ >^?~77A3|©£M$, J:5fblH, h'Jx^;P75> 
KDfIi»©#STt-)S^ (6b) ©fb^^ir^l^SrSfcS-efcCltK.k 

-j&5£(6d)©{b£tlteN,N-7j*5 L ;i/*Jl/A7^ !«*©#*»«*+, pHg^'J^A 
«*©IIS«ifiS©#fiETTHea (6c) ©{b£4fc£iD*&TS H tick 9»6tt*. Sffc 

s!isac(7) 
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-$5£ (7c) CD<b-&t)tt-78 c C7!)^0 t C©lGlilT-Tx h7t F077 

-JKit (7d) O^ttttO'C** SMOftB*?— «SC (7c) <Dfc-£®)\Z b 'J 7;M"D 

;P7 5>^©^So5#ST-e-^(7d)0{fc^<hii^^^o'J 1>\ .ffittlbIT, 
£ Sffi $ * * Z. t \Z X D SHiST * 5 . 
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o e;u7$ KSSJEfcS-frfc&v -Asa (7g) ©<b£ti c: tfc«k o«i6 

(7e) ©^b^*H0 , C^&M<O«BBT-«!3C (7h) <D<t&mz h U 7;M"D 




-jesc (7j) (DitGWt-ivcfr zmuvtiimT' h ;wx >, y 7 □ □ * * >^o«s 

-JU^(7i) ©fls£*a (Xtt**U-7'J >*©3F*F*li&*«:«*t*) 
K isfJ-JVit □ > h 'J 7 1/- h «® ^7W# 7 ><b£tt€;fil63 itfc^ - 
78'C^b^©$gElT-^iC(7a)cD'(b^ (PGteBtT?«fta#»S£«#T*) t 

(7k) CD^4*ltt0X;^6S»O«SfflTHI6a (7j) ©fb£Wl h U 7;P#o 
Itfifefc .fctf h U x7;U->5 5 C t K «t 0 KjfiT#4. 

y^DD^/r^^^l^yX^l-Ti^^iglt, f'J-7>, h'JX^ 
;i/7i>«©*»0#ffiTT-jKiC(7k)©{b^<!:jiaia«cK^a>J K, gflx^f 
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5iittfh7k HD77>»t, xttcn^osao— Dt*t©jg^jga 

*IBH* (71) tt^TO-MU:oTWrt5. 




Triethylsilane 

>- R4 

TFA 




(7m) ©<b^*tt-7rc^ e^tflClSSfflT MUX >. s j*?uu*$ >m<DM 

(7i) ©fb^tt K«*+-y-'/u y; >«ow«K)Sei8*rs) 
7rca»&M©«fflTHisse (7g) oft^tsiss^ciitioyj^fi'* 

(71) cDjb'&tl«0 < C^b^cDI5ilT-|3:iC(7in) ©fb^&K h 'J 7JM"0 
J: h U X5f ;U v y > £ £ £ $ # 3 £ \Z =t 0 SSifiT # 3 . 
jgjg&C (8) 



H 



CH (OR,) 3 
Lewis acid 



0' R1 



n-BuLi 
(Rj) ? NCH0 



ah 
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m * Tff 5 d t tfi ItS * , S JS 1 1/ T «-80t 6» 0 *C Tfr 5 - 1 * .• 

-jftJt (8d) ofc^tott-iiaa (8c) <D{t%mz*$ j x^ y -jM£<Di&!*<* 5 

7X*-(k*'5*^- h'J^AS:S(E$-l*5^ tlc«kOSS!jgT?*S. RlSiSlStl/Tli 
HftSC (8e) 0<fc£«tt-KSC (8d) (Oib^ttH 1. 8-^7it' M v£ □ [5. 4. 0] -1-0 
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-Jfcxt (8f) (Dit1$m3.-®& (8e) (DitSmz h U 7x^M^ 7 >£flsffl $ 
(8g) (DfcSmt-titt (8f) ©fb^idH^ky*-^^- h^ffffl 

(8h> (ZMb-^tin-flSit (8g) <D{t£yd&mmm(D&-emmtz> z. t\zx o 

£{ii£C (9) 

1) 



R1-0^ R2 *" RlV^ R2 2)J»*tfft? Rl-O^ R2 

3a Sb St 

(9b) ©<t£fctt, -^ (9a)©{k^t)lc:i;7D P^^>#^^^ c t 3 , H£ 
i£S#£T, -^;(9b)0^t)^7;m-Jl/*^ffl$-frTX-x;Hk$tir^^> 

TMftM? z> z t \z x o mmr t % „ 
^iiac(io) 

^ {|^YY CH0 Wp •■ ^Tr^i 1 ""' ■ ^Yf^l 

ltta mh 0 R1 OH ^ 0 

-ttSt(10b)<Dfl:£*Jtt, -«a(9b)©^ttt^«* *5 
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HKSUOc)©rts£tttt* -/fcxUlOb) «ft©7 5 yg©#SggT&*lert- 



*'^ ftec(ii) 



Br 




C0 3 Et >0 0< 



R3 



11a 



0-p 




C0,Et 



Rl-0 
llh 



R4 



0 Br 




Cfl,Et 



rxnr 



-JKSdlWOft^tttt. y^HM*->FI©iif 1, l-t'7x (y7i 

SSilfST, SIB— »U!!UB«Tt < C-«SC(lla)*s«J:tXtf7 1 
□ > § Rft $ d t =fc 0 MiiT'^ -5 „ 

*77^ /) 7xOt>yi'PaA'7y'7A^MiJ c t«*'J'7Af0li 
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t*o 6> nx i/^-s mr&m £ ntz7m&-c$>rtti^fru % st t x < mzmiz £ n 

*3~)V&m<D{&m7 ; Mrh7k Kn f^-^S ; 0il;U3:X 

>v;US, p-* \-* ; s^si/)Vm, 2, 4-vp< h + ->^>v;i/g> o-~hD^>v;U 
p--hD^>-^S, HJ^S^©7 5JWUS ; fliJAtt'^S^g, 7-t 

2, 2, 2-hU^PDXK^v^;P^^;kS#©i£^7;U3^v^^7Hz:;US-; 

#1*. &*2-7'd ^ - ji^x^S, 2-7 □ p-2-y d ^ - - 

;ug, 3-/ h + ->*;^nJl/-2-7°D^-^^^->*^^-^S, 2-^5 1 ;1'-2-7d 
^-;i/^-^v*;i/^n;i/S. 2-7*x-;^+v*^-^> ->>:)- 5 ;M-*-># 

-> 7 -tz v f - x - )i 7 ± e <d m& £ tz mt o tm 7 jvti j < )v 

85 



WO 01/25181 



PCT/JPOD/06788 



S, i-y'9-)lS, 2, 2, 2-HJ£anx;PJUg> h'J^S. h*7^>v;i/g> 

t-7^;k7*3\»/7'jju* h*7;*5f;kg, t-yfji/y^f;k>'jjnh4y^? 

;i/gfc£"©g$7U;i/7;i/3*77;y*^g ; ^>y'Jf>S- it'J^U x>g> 
p--hD^>yiJr>I- m-7DJl^>7Ux>g, 3,5-7 (t-7*^) -4-A-f 
HD + ->^>vU7 :r >S> 3,5-7 (t-7*^P) ^7vUr7g&<!:tf)g$££te# 
<2 ^ > v U x 7g& i' £ # &f 3 - 1 **T # 5 . 

x^;vs, -rv7atMUg> t</^;i>*®£3fciMMfcei, < 
tt©#*|U~4<0tt»7;Mf;i'*, «^«2-3 0ftlf^ 2.2,2-h'J7DP 

-f V7'h^->^^^ScOJ;e)^iSI57;Hi + ->/^S. 7'? 1 U ,>^3-*7 
;* e a' □ -f 7* 3\>US<9 <fc 5 ^ffiilKI7 vjl^*7* ^;ug> 

;kS©i^fj:l-tel&7Jm + 7^;i/^xjU^^7x5 1 ;WS, ^J^.«X77Jk p-* 
h^v^77;i/S, o-zho^yyJH, p-x h D^>i^)V&(DJ: 7&7 yJV^-fr 
S, ^7X'fc H'JJUS^cfcI/7 7 l J7;US^^*lf^ii:^T$^)c 

fccfc<^n(ES^tiT, **7-;k x^y-;u, 7oAV-;k 77/ 
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2-* h^->x^y-;K i, 2 h*->x*>&<H©x--r;ugi. 
7-bhxh'j;k 7W*xhu;i,ft£©xMj;Hlg, i*»x^;k 

^^V7'Dh*;k BKT^k 7^;^y'IfMt'OIXTJVi. :/?□□;< 
/7DO*;l/A v G3^{bjK^> 1, 2-y^DDi3'> 1 hU^DDlfkV, 
x h5i7aax5 1 l/>/J:^©>'Na'7>'lt:^l:7K^> hJI/X>, ^->U 

x ^ey^o;^ >-&*>, -KD^>t'>, ot>. t*'j> 5 >, +;'J>, =j'J 
x ***x -fy^^x 5f*^>^> v 5ttx-T-;n^f©^k**a. x 

?y-;k75X vX3\>kTSX HJX^;k7SX tfn»J'$?X f^'J^>, 
t'^vX tJkfc'JX 7XUX v;Wk7X'JX ^XX>k7SX b^vr 

S*VnX N. N -v^JkT -feb7 5 b\ N, N-y^f ^A75 Hftf 
©75 ^+^WJ>»hU7S M^^I/ffiU >S? HJ 7£ b'fc 
£©»J>«75 FSS, ^©ft!l-il5{c^ffl$ns^}I^<H©-a : bt<«xSR 

±©?g£ w £ iifs c: t > -t © js^ Jt pes anft^. 
&3fc©Tt>=t<i#ii^/t$*rf\ jt^MKte^tfj^^Mj^A, M^K^i- 

MJ7A> k^^'J^A. zMSHfc^HJ'y-A, TMMWJ'J^A, t-7'h^XtiU7 
A, hf , Jv J >/v^5 L ;k75/ tf'JvX HJ;Wk7SX HJX3MU7 5X' 
n, N-v-f V7°d t*;kx?;krs>, N-^3^l^;kfcUX N-^^tTD'Jv 
X N-^^;i/e^'J -7X N, N-v*^;k7x'J X l, 8-v7+ft:X^D 
[5. 4, 0] 7>f*-7-I> (DBU) . f'Jyk 4-v^^;k757t" 

'j-7x tfzi g >, )vm>> +yjk -rv^/ux zkKfls:?- mj"7A. *ss 
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Stl-f, A#:Ml3{i^JA«'NaBH 4 . LiBH 4 > Zn(BH 4 ) 2 , Me 4 NBH (OAc) 3 , NaBH 3 CN> 
Selectride, Super Hydride (LiBHEtj), LiAlH 4 , DIBAL LiAlH (t-BuO) 3 , Red-aL binap 

WiMm'i&&Rl^Z>t> ? 1*2 dt h^77^ -^yifc&*)£^e>?ffcSiSIT Silt 

#Tst>©T$>3^\ *n%0j^-i'>7 > i J>^«#^(cpg6n-rs ppar (a, 

j8, r) ©agonists [^J^.«?PARa^J;l> 0 T ©X3.7^7^7« h^fflfcS^ 
V>WCt>«fc<. PPAR a , /3£J;tf>© MJ7>7 3'-7> M^fflilg^Tl^Tk 

PPARtt-f U >fitttt©«!lfc, jfii+JI&RtWHfc, 
©08$ [Current Opinion in Lipidol. 10 : 245-257. 1999 ; Jiang, C. . et al., 
PPAR-gamma agonists inhibit production of monocyte inflammatory cytokines, 
Nature 391:82-86 (1998); Jackson, S. M. . et all. Peroxisome prol i ferator- 
activated receptor activators target human endothelial cells to inhibit 
leukocyle-endothel ial eel 1 interaction.., Arterioscler. Thromb. Vase. Biol. 
19: 2094-2104 (1999) ; Su, C. G. , et al. . A novel therapy for colitis utilizing 
PPAR-gamma ligands to inhibit the epilhcl ial inflammatory response., J Clin 
Invest 1999 Aug: 1 04 (4) : 383-9 ; Ri cote, M. . el" al. . The peroxisome 
prol i f erator-act i vated receptor-gamma is a negative regulator of macrophage 
activation.. Nature 1998 Jan 1 : 39 1 (6662) : 79-82] ttZtftobtiT&K! . Z.fth 
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*»Wfcft*E*©ft4*tt£tt©aa, tt»J. &&>© 
aflWfCAOa****, iffiSfiKAl B^3tpi00/ig-10gT*Ol-SlHlt»^T 

c:n6H#Hkcna#ffl^»&n*R»ja, atftai. s&aj. wm&n 
t ifi-Q * , -* e as p°aM^j v>wm t l x ffl-v > e> n * * ib£ l t £ «t o si 

# «j t^'yaf U >8Hbl>£ Lfiii, . # 'J ->xx 1/ U ->7'a t: 1/ >7*o 

JUS. £ju**vt:x;i,#ij-?- *ijxxU->^'J3-;k #Ut'x;nfoUH 
>, ^ePJH:^ a , 7^3 -jw (x?y-;k y zrur\j-)Vtz£) . 

^^7JUSx^A-7^v^A." $M , »7Jl'5X»*Afc£) , tt«7Kfc 6 

(o^^-hu^A^a . w.mti-hvv&tiid) J turn m&m 
\\m, 2x>m> %w*£) s *«Ko7;w*"U^lMfi c^x^thj^a, ?i 

»THj»>Afc£)', ll^S (7;^x>, x*y-;i>7 5>fc£) fct'fcffl^ 
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mmzms\ytzM^^w/u/B •, mi>mwmz)]ktfMe) n-^-niimg/kg/B) 

9 B @ fc#§R«k <0 ft o tzo 10 B g ©^D 7* H ^JlffiMttitu B £ 9 -Hft*6£&, 
§§f^>p-7.£2g/kgft^U H5SL/c. hU^U-fe^ K (T 

g) > mmmm. (nefa) a-en-^n^zi-xc-iiT-^h^^- : %\%m 

, x'^S^-L TG II (^^ : tSfD^x-y^^^ , NEFA C-f^ 

in vivo db/db mice 9 Bi 
in vivo db/db mice &490@ 





. (%) 




m 




44.6 


71.6 


46.7 


mooted) 


27.5 


63.8 


47 




53.6 


58.8 


65.5 


H^j9b) 


46.1 


80.4 


62.9 




51.5 


55.2 


54.0 


HJ$#j37e)* 


48.1 


68.3 


70.2 



2 : g^ffiftOtJ^ 

GAL4-PPAR lW<D**7W%^0$>-\t, yeasKDli^S 1 ? T&3GAL4tf>l-1477 
Sy^m^ci-. t hPPAR© 1 67-468 (PPARa) , 138-440 (NUC-1) , 174-475 (PPARy) 
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75 SWim® (LBD; Ligand Binding Domain) £&&£iiT^ft^n$gLfc. U 
#-?-~J->\z\$nh? (Placental Alkaline Phosphatase) Srffl^ v copy 
CDGAL4 DNA binding e lenient £^tfTK vTomlei<DTtfii\zm££ #ffi$&Vtco Host 
cellKttCV-l (ATCCCCL-70) fcffl^ifc. CV-1 eel 1 £35 mm dish(;:5xlOE5 

t;ft&J:?lCi?#^ 10% FCS/DMEMT24Bf NJ8g& FuGENE 6 transfection reagent 
£MLT> GAL4-PPAR LBD expression vector tGAL4 DBD-TK-PLAP expression 
vector£co-transfecttfc. TransfectionSrtf ofc24l^|BI»K, lxluWwellfcfc 
S<k5H9'6-well plate(Ct££iIU S6fc24P*M»**tt»tfc. 24»Mftfc, 1*1 
ftttalkaline phosphatase^® £tr£fc£tc65 e CTMLfclO!i: FCS£^tfDMEM 
K*Jtt£*f*££t>K:. ffi8^»gTfc£«&i&!JDLfc. fc£ttffifflnffc24l$M0 
Wfc^»*nfcPLAPiSttlC^Dte3?ftttft«l3£L.' EC50£:J*fflLfc. PLAPtfH£te, 
«*±if lOMHCassay buffer 50Mi<h<t#^SK50PlS:SPA, MT1P#M<>* 

PPARa, PPAR/3 *5<fc7JPPARr (C^T-5>fe¥fe'fi€r^tl^n 



g2 K^bifc, 

j&gjgtt EC50 i|lftte/iM 





PPARar 


PPAR£ 


PPARr 


HJ60]2d) 


0.08 


2.513 


0.382 




0.087 


5.072 


0.217 




0.394 


0.789 


0.254 




0.701 


>30 


0.746 


M«4l8d) 


0.162 


8.054 


>10 


Hffi^36g) 


0.012 


0.037 


0.047 


H*6fli37e) 


0.028 


0.432 


0.016 
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;P (4: 1) i§£i5#!i<fc 0^>5W5- (3-X h^v-2-X h + v-3-^-+y-l-7*o^- 
;W-2-* b*v^>7x-h). 6g^E-Z?gi;0T1#fc= 

'H-NMR (Z- isomer. CDC 1 ,) 5:1.25 (t, J=6. 8Hz. 3H) 1.36 (t. J=7. 2Hz, 3H) 3. 96 (s. 
3H) 3. 98 (q. J=6. 8Hz. 2H) 4.27 (q. 3=7. 2Hz. 2H) 6.92 (s, 1H) 6.98 (d. J=8. OHz, 
1H) 7.30-7.43 (id. 5H) 7.90 (dd. J=2. 4. 8. 0Hz, 1H) 8.32 (d. J=2.4Hz, 1H) 

0 0 



t)7A<7,n-?h?77<<-lztt U ^tr^ggx?^ (2: 1) ®&ftm£ 05- (3- 



MiifJIa) 
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'H-NMR (CDCI3) 6 : 1. 16 (t. J=6. 8 Hz. 3H) I. 25 (t. J=7. 2Hz, 3H) 2. 98 (dd. J=8. 0, 
14.0Hz. 1H) 3.04 (dd, J=4. 8. 14. OHz, 1H) 3.34 (dq, J=6. 8, 9. 2Hz, 1H) 3.61 
(dq, J=6. 8. 9. 2Hz, 1H) 3. 98 (dd, J=4. 8. 8. OHz, 1H) 4. 05 (s, 3H) 4. 18 (q, J=7. 2Hz. 
2H) 6.97 (d, J=8. OHz, 1H) 7.47 (dd, J=2. 4, 8.0Hz, 1H) 8.06 (d, J=2. 4Hz, 1H) 



0 o 




5- (3-Xh^->-2-xh^v-3-^^y7°Dkf;H -2-^ h + v^S^&O. 58g£4- 
(MJ 7)l*u*3-M^>=/)l7^ >0. 34g£N.N-^3 1 ;i/*Jl/A7S h*7mHl?§ 
Ml,, *?^F->7 vX5P;i/0. 30ml, h U X^;i/7 5 >0. 27ml ZMiLtc. 

m^)V (3: 1) &tB#m<k K) X^M-X h^>-3- (4-* h*v-3- ( I [4- ( h U 7)\> 
■*u*3-M ^>vJH7Sy|*itoH7xZJH ^DAVX- h0. 64g£#fc 0 
'H-NMR (CDC I } ) 6:1. 16 (t, J=6. 8Hz, 3H) 1. 25 (t, J=7. 2Hz, 3H) 2. 98 (dd, J=8. 0, . 
14. OHz. 1H) 3. 04 (dd, J=4. 8, 14. OHz. 1H) 3. 34 (dq, J=6. 8. 9. 2Hz, IH) 3. 6.1 (dq, 
J=6. 8. 9.2Hz, 1H) 3.93 (s, 3H) 4.01 (dd, J=4. 8, 8.0Hz, IH) 4.18 (q, J=7. 2Hz. 
2H) 4. 73 (d, J=6. OHz, 2H) 6.91 (d, J-8. OHz, IH) 7.37 (dd, J=2. 4. 8.0Hz, IH) 
7.47 (d, J-8. OHz, 2H) 7.59 (d. J=8. OHz. 2H) 8.12 (d. J=2. 4Hz, IH) 8.29 (m, 
IH) 



H^Jld) 

0 0 




X3MI/ 2-X K * v-3- (4-^ h ^ v-3- ( ( [4- ( h 'J 7 □ * ?M ^ > *JM 7 
S JMiM-fc-M 7xx;H 7'nAVx- ho. 25g*/^y-Jl'7iiHw»#PL, 1N?K 
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SHt:J-MJ9A3n)l£flO;L, ^UTrUmmWLtz, frfc&SWZmL. \mm 
ij ^AT^ U *g$£$ffg£LT2-X>*v-3- (4-* v-3- (I (4- ( h U 7 

;m-d ^>-7;H 7 a j l *ju#-jw 7xx;w t*da>&o. i8g£*#fc 

•H-NMR (DMSO-dfi) 6:1. 02 (t. J=7. 2Hz, 3H) 2.82 (dd. J=8. 0. 14. 4Hz. 1H) 2.91 (dd. 
J=5.2, 14.4Hz, 1H) 3.30 (dq. J=7. 2. 9.6Hz, 1H) 3.50 (dq, J=7. 2, 9. 6Hz. 1H) 
3.86 (s. 3H) 3.94 (dd, J=5. 2, 8.0Hz, 1H) 4.55 (d, J=6. 0Hz. 2H) 7. 05 (d, J=8. 0Hz. 
1H) 7.32 (dd. J=2. 4. 8.0Hz, 1H) 7.52 (d. J=8. 0Hz, 2H) 7.61 (d. J=2: 4Hz. 1H) 
7. 68 (d. J=2. 4Hz. 2H) .8. 78 (t, J=6. 0Hz, 1H) 



f£!i£#J lb) t |W]&CD££T5- (3-X h * v-2-f 7 7*n v-3-**7 7*D tf 

'H-NMR (CDC 1 3) <5 : 0.94 (d. 1=6. 0Hz. 3H) 1.15 (d, J=6. 0Hz, 3H) 1.26 (t. J=7. 2Hz, 
3H) 2.93 (dd. J=8. 0. 14. 0Hz. 1H) 3.02 (dd. J=4. 8. 14. 0Hz. 1H) 3.52 (sept. 
J=6.0Hz, IH) 4.03 (dd, J=4. 8. 8.0Hz. 1H) 4.06 (s. 3H) 4.15-4.22 (in. 2H) 6.98 
(d. J=8.0Hz. 1H) 7.47 (dd. J=2.4, 8. 0Hz. IH) 8.08 (d. J=2. 4Hz. 1H) 



mm&l) c) t[5)«CD^^T"X5 1 ^2-'f7 7P^^v-3-(4-^ h + ( 1 14- ( h 
U 7)l*u *J-)V) ^>-7;H 7 5 J I 7 xx M 7nmV x- h 

'H-NMR (CDC I,) 6 :0. 96 (d. J=6. 0Hz. 3H) 1.15 (d, )=6. 0Hz, 3H) 1.25 (t. J=7. 2Hz, 
3H) 2.92 (dd. J=8. 0. 14. 0Hz. IH) 3.01 (dd. J =4. 8. 14. 0Hz, IH) 3. 51 (sept. 



§^#J2b) 





°r 
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J=6. 0Hz. 1H) 3. 93 "(s. 3H) 4.05 (dd, J =4. 8, 8.0Hz, 1H) 4.14-4.21 (m. 2H) 4.73 
(d, J=6. 0Hz, 2H) 6. 90 (d, 1=8. 0Hz, 1H) 7. 37 (dd, J =2. 4. 8.0Hz. 1H) 7. 47 (d, 
J=8. OHz. 2H) 7.59 (d. J=8. OHz, 2H) 8.13 (d. J=2. 4Hz. 1H) 8. 30 (m. 1H) 



0 O 




£ffiffl\ d) <hl^©^£T-2--f 7 7°D#*v-3-(4-^ b*->-3- ( I [4- ( h 'J 7 )V 

'H-NMR (DMS0-d 6 ) 6:0.89 (t, J=6. OHz, 3H) 1.03 (t, J=6. OHz. 3H) 2.76 (dd, J=8. 0. 
14.0Hz. 1H) 2.88 (dd, J =4. 8, 14. OHz. 1H) 3.48 (sept. J=6. OHz, 1H) 3.86 (s, 
3H) 3.99 (dd. J =4. 8, 8.0Hz. 1H) 4.55 (d. J=6. OHz, 2H) 7.04 (d. J=8. OHz. 1H) 
7. 32 (dd. J=2. 4. 8. OHz, 1H) 7. 52 (d. J=8. OHz. 2H) 7. 62 (d, J=2. 4Hz. 1H) 7. 68 
(d, J=8. OHz, 2H) 8.77 (t, J=6. OHz, 1H) 

W&m 1 b) t mmii&X^- (3-x h * v-2- ter t-7* h * v-3-** 7 7'a - 

'H-NMR (CDC 1 3 ) 6 : 1.02 (s. 9H) 1.25 (t, J=7.*2Hz. 3H) 2.85 (dd. J=8. 0. 14. OHz. 
1H) 2.95 (dd. J=4. 8, 14. OHz. 1H) 4.06 (s. 3H) 4.10 (dd, J =4-. 8. 8.0Hz, 1H) 4. 18 
(q, J=7. 2Hz, 2H) 6.98 (d. J=8. OHz, 1H) 7.47 (dd. J=2. 4. 8.0Hz. 1H) 8.07 (d, 
J=2.4Hz. 1H) 
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mmm\ c)£W*^^TX^;i'2Hert-:/h*v'-3-M-;i h * v-3-1 1 (4- (HJ 



1H) 2.95 (dd. J=4. 8, 14. OHz, 1H) 3.93 (s, 3H) 4. 10 (dd, J=4. 8, 8.0Hz. 1H) 4. 18 
(q, J=7. 2Hz, 2H) 4. 73 (d. J=6. OHz. 2H) 6. 90 (d. J=8. OHz. 1H) 7. 37 (dd. J=2. 4. 
8.0Hz, 1H) 7. 47 (d, J=8. OHz. 2H) 7.59 <d, J =8. OHz. 2H) 8.13 (d, J=2. 4Hz, 1H) 
8.29 (m. 1H) 



mmm\ d) i|ig®<^i£T2-tert-:/b*v-3-(4-* h*v-3-(ll4-(HJ7JM- 

'H-NMR (DMS0-d B ) <5 :0. 94 (s. 9H) 2. 70 (dd, J=8. 8. 13. 2Hz. 1H) 2.83 (dd. J=4.4. 
13.2Hz. 1H) 3.86 (s. 3H) 4.01 (dd. J =4. 4. 8. 8Hz, 1H) 4.56 (d, J =6. OHz. 2H) 
7^ 04 (d. J =8. OHz, 1H) 7.31 (dd, J=2. 0. 8.0Hz, 1H) 7.52 (d. J=8. OHz. 2H) 7.63 
(d. J=2. OHz. 1H) 7.68 (d. J=8. OHz, 2H) 8.77 (t, )=6. OHz, 1H) 



MWb) £R®W££T5-(3-xh*->-2-t Fd*v-3-**V 7°u MM-l- 
'H-NMR (CDC 1 3 ) 5 : 1.31 (t. J=7. 2Hz. 3H) 2.95 (dd. J=8. 0. 14. OHz. 1H) 3.12 (dd. 



'H-NMR (CDC lj) 5 : 1.02 (s, 9H) 1.25 (t. J=7. 2Hz. 311) 2.85 (dd, J=8. 0. 14. OHz. 




§£!i£#J4b) 
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J=4. 8, 14.0Hz, 1H) 4.06 (s. 3H) 4.23 (q. J=7. 2Hz, 2H) 4.40 (dd, J -4. 8. 8.0Hz. 
1H) 6.98 (d. J=8. 0Hz. 1H) 7.47 (dd. J=2. 4, 8.0Hz, )H) 8.01 (d. M. 4Hz, )H) 



0 0 




nmm 1 c) t mmo^-eji^M- t k d*->-3- m-* h * ->-3- ( i [4- 1 h u 7 

•H-NMR(CDC1 3 ) 5 : 1.31 (t. J=7. 2Hz, 3H) 2. 95 (dd. J=8. 0, 14. 0Hz, 1H) 3.15 (dd. 
J=4. 8, 14. OHz.' lH) 3.92 (s, 3H) 4.23 (a. J=7. 2Hz. 2H) 4.40-4.43 (m. 1H) 4.73 
(d, J=6. 0Hz. 2H) 6. 92 (d, J=8. 0Hz, 1H) 7. 37 (dd. J=2. 4. 8. 0Hz. 1H) 7. 47 (d. 
J=8. 0Hz, 2H) 7. 59 (d. J=8. 0Hz, 2H) 8. 08 (d. J=2. 4Hz, 1H) 8. 28 (m, 1H) 
HJSWd) 



CF 3 ' 





0 












J 

~0 


0 



nmm\ di tmmom&r-i-t fd*->-3-(4-* h4->-3-(U4-(HJ7;i^o 

'H-NMR (DMS0-d 6 ) <5 : 2.75 (dd. J=8. 0, 14. 0Hz, 1H) 2.90 (dd, J=4. 8. 14. 0Hz. 1H) 

3. 86 (s. 3H) 4. 08 (dd. J=4. 8. 8. 0Hz, 1H) 4. 55 (d, J=6. 0Hz. 2H) 7. 05 (d. J=8. 0Hz, 

1H) 7.32 (dd, J=2.4. 8.0Hz. 1H) 7.52 (d. J=8. 0Hz. 2H) 7.62 (d. J=2. 4Hz, 1H) 

7.68 (d. J=8. 0Hz. 2H) 8.77 (t, J=6. 0Hz. 1H) 



0 o 
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■H-NMRICDCIj) 6:0.92 (t, J=7. 6Hz. 3H) 1.17 (t, J=6. 8Hz, 3H) 1.51-1.70 (m, 2H) 
2.54-2.60 (id. IH) 2.75 (dd, J=6. 4. 13. 6Hz. 1H) 2.91 (dd. J =8. 4, 13. 6Hz. 1H) 
4.02-4.10 On. 2H) 4.05 (s. 3H) 6.96 (d, J=8. 0Hz, 1H) 7.37 (dd, J=2. 4, 8. 0Hz. 
1H) 8.00 (d. J=2. 4Hz. IH) 



0 o 




•H-NMR (CDC1 3 ) <5 :0. 91 (t. J=7. 6Hz, 3H) 1.18 (t. J=6. 8Hz, 3H) 1.51-1.70 (m, 2H) 
2.54-2.61 On, IH) 2.75 (dd, J=6. 4. 13. GHz. IH) 2.92 (dd. J=8. 4. 13. 6Hz. IH) 
3.92 (s. 3H) 4.04-4.15 (in. 2H) 4. 73 (d, J=6. 0Hz, 2H) 6.89 (d, J=8. 0Hz, IH) 
7.26 (dd. J=2.4. 8.0Hz, IH) 7.47 (d. J=8. 0Hz, 2H) 7.59 (d. 1=8. 0Hz, 2H) 8.05 
(d. J=2. 4Hz, IH) 8. 30 On. IH) 



0 o 




'H-NMR (DMS0-d 6 ) 8 :0. 84 (t. J=7. 2Hz. 3H) 1.43-1.49 On. 2H) 2.38-2.43 (in. IH) 
2.64 (dd, J=J5. 0. 13. 6Hz, IH) 2.75 (dd. J=8. 8, 13. 6Hz, IH) 3.85 (s, 3H) 4.54 
(d, J=6.4Hz, 2H) 7. 04 (d, J=8. 0Hz. IH) 7.27 (dd, J=2. 4, 8.0Hz. IH) 7.52 (d, 
J-8.0Hz. -2H) 7.55 (d. J=2. 4Hz, IH) 7.68 (d, J=8. 0Hz, 2H) 8.78 (t, J=6. 4Hz. 
IH) 

fd£ff'J6 
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o o 




'H-NMR (CDC 1 3 ) 8: 1.14 (t, J=6. 8Hz. 3H) 2.56 (t, J=7. 2Hz. 2H) 2.88 (t. J =7. 2Hz. 

2H) 3. 98 (s. 3H) 4. 06 (q. J=6. 8Hz. 2H) 6. 92 (d, J=8. 0Hz, 1H) 7. 37 (dd, J=2. 4, 

8.0Hz. 1H) 7.98 (d, J=2. 4Hz. 1H) 
M#!6c) 



0 O 




•H-NMR (CDC1 3 ) 5: 1.12 (t. J=6. 8Hz. 3H) 2.60 (t. J=7. 2Hz, 2H) 2.95 (t. J=7. 2Hz. 

2H) 3.92 (s. 3H) 4. 11 (q. J=6. 8Hz, 2H) 4.73 (d. J=6. 0Hz. 2H) 6. 90 (d, J=8. 0Hz. 

1H) 7.26 (dd, J=2.4. 8.0Hz, 1H) 7.47 (d, J=8. 0Hz, 2H) 7.59 (d, J=8. 0Hz. 2H) 
8.07 (d. J=2. 4Hz. 1H) 8.30 (m, 1H) 



O 9 




■ntfoW] d) t ®m<Dl5 I4-* h^y-3-(l(4-(H)7Mo/?;H^>y 

•H-NMR (DMS0-d 5 ) (5:2.48 (t. J=7. 2Hz, 2H) 2.76 (t. J=7. 2Hz. 2H) 3.85 (s, 3H) 4.54 
(d. J=6.4Hz. 2H) 7.04 (d, J =8. 0Hz. IH) 7. 31 (dd. J =2. 4. 8.0Hz. 1H) 7.51 (d. 
J=8.0Hz. 2H) 7.57 (d. J=2. 4Hz. 1H) 7. 68 (d, J=8. 0Hz, 2H) 8.78 (t. J=6. 4Hz. 
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IH) 




HM*J1 c) tm&n-X&vx^fr 2-ih^-/-3-(4-/ h*->-3-(l((l 1 *3\«'- 
1H-2 — f > H U M *3-M 75-/) #JMv^W 7i-Jl/]7'D/Vi-h^fc. 
'H-NMR(CDClj) 6 :1. 16 (t. J=6. 8Hz, 3H) 1.25 (t, J =7. 2Hz, 3H) 2.98 (dd. J=8. 0, 
14.0Hz. IH) 3.04 (dd! J=4. 8, 14.0Hz; 1H) 3. 34 (dq, J =6. 8, 9. 2Hz, IH) 3.61 (dq. 
J=6. 8. 9.2Hz, IH) 3.74 (s. 3H) 3. 84 (s, 3H) 4.01 (dd, J =4. 8, 8.0Hz. IH) 4. 18 
(q. J =7. 2Hz, 2H) 4.87 (d, J=6. 0Hz, 2H) 6. 87 (d. J=8: 0Hz, IH) 6.90 (s. IH) 7. 11 
(dd. J=0. 8. 8.0Hz, IH) 7.20 (dd, J=0. 8, 8.0Hz. IH) 7.30 (d, J=8. 0Hz, IH) 7.37 
(dd. J=2.4. 8.0Hz, IH) 7.59 (d. J-8. 0Hz, IH) 8.10 (m. IH) 8.12 (d, J=2. 4Hz. 
IH) 




%MW\ d) <h|sm<D;££T*2-Xb*->-3-[4-;* h*^-3-(ll(l-^^;W-lH-2-< 

'H-NMR (DMS0-d 6 ) 5:1. 03 (t. J =6. 8Hz, 3H) 2.83 (dd, J =7. 2, 14.0Hz. IH) 2.91 (dd. 
J=4. 8, 14.0Hz. IH) 3.30 (dq. J=6. 8. 9. 6Hz, IH) 3.50 (dq, J =6. 8. 9. 6Hz, IH) 
3.74 (s, 3H) 3.84 (s, 3H) 3.94 (dd, J =4. 8. 7. 2Hz. IH) 4.67 (d, J=5. 6Hz, 2H) 
.6.35 Is. IH) 6. 97 (dd, J=0. 8, 8.0Hz, IH) 7.04 (d, J=8. OHz, IH) 7.09 (dd, 1=0.8. 
8.0Hz, IH) 7.31 (dd. 1=2.0. 8.0Hz. IH) 7.39 (d. J =8. OHz, IH) 7.46 (d. J-8. OHz. 
IH) 7. 61 (d, J=2. OHz, IH) 8.57 (t. J=5. 6Hz, IH) 
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c) tw«©*ftT?iwi' 3-[3-(l[->^p^s/;M^;H7sy)*JU 

#-;U-4-;* h+->7x"JH- 2-x h4y^o;vx-h&#fc. 

■H-NMR (CDC 1 3 ) 6:0.95-1. 07 (m, 2H) 1.16 (t, 3=6. 8Hz. 3H) 1.16-1.25 (in. 3H) 1.25 

(t. J=7.2Hz, 3H) 1.50-1.80 On. 6H) 2.98 (dd. J=8. 0, 14.0Hz. 1H) 3.04 (dd, J=4. 8, 

14.0Hz, 1H) 3.30 (I. J=6.4Hz. 2H) 3.34 (dq. J =6. 8. 9. 2Hz. 1H) 3.61 (dq, J=6. 8. 

9.2Hz. 1H) 3.94 (s. 3H) 4.01 (dd, J=4. 8. 8.0Hz, 1H) 4.18 (q, J=7. 2Hz. 2H) 6.87 

(d, J=8. OHz, 1H) 7. 37 (dd. J=2. 4. 8.0Hz. 1H) 7.90 (m. 1H) 8.08 (d, J=2. 4Hz. 

1H) 

*»8d) 




d) tmm^mx^- (3- [ i d^^m^w t s j i *>)i>x- 

'H-NMR (DMSO-d 6 ) 6 :0. 89-0. 95 (m. 2H) 1.03 (t, J=7. 2Hz. 3H) 1.14-1.20 (m. 3H) 
1.45-1.70 (m, 6H) 2.81 (dd. 1=8.0. 14.0Hz. 1H) 2.90 (dd. J=5. 2, 14. OHz, 1H) 
3. 10 (dd. J=6. 4. 6. 4Hz. 2H) 3. 30 (dq, J=7. 2. 9. 6Hz, 1H) 3. 50 (dq. J=7. 2, 9. 6Hz. 
1H) 3. 83 (s, 3H) 3. 93 (dd. J=5. 2. 8. OHz, 1H) 7. 02 (d. J=8. OHz. 1H) 7. 28 (dd. 
J=2.4. 8.0Hz. 1H) 7.57 (d. J=2. 4Hz, 1H) 8.07 (t, J=6. 4Hz, 1H) 
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2-7 5 J -3-^ h * -> ( I (4- ( h U 7 □ / ?M * > v;H 7 5 7 1 * 
7x~;U] 7'OAVI- bO. 25g£ektfgfB£0. 12nil^^ □□^;UA8m](C 

->-3-(l(4- (Mj7MP^f;H ^>yJH75;i^M-JH 7i~ JH -2-7°P 
^^y7'D/WI-hO. l8g£f#fc D 

'H-NMR (CDC1 3 ) <5 :0. 84 (t, J=7. 2Hz, 3H) 1.55 (tq, J=6. 8. 7. 2 Hz, 2H) 2.98 (dd. 
J=8. 0. 14.0Hz. 1H) 3.04 (dd, J =4. 8. 14,0Hz. 1H) 3.21 (dt. J=6. 8. 8. 8Hz, 1H) 
3.53 (dt. J=6.8, 8. 8Hz. 1H) 3.73 (s. 3H) 3.93 (s, 3H) 4.02 (dd. J=4. 8, 8.0Hz, 
1H) 4.73 (d, J=6. 0Hz. 2H) 6.91 (d. J=8. 0Hz. 1H) 7.35 (dd. J=2.4. 8.0 Hz, 1H) 
7.47 (d, J=8.0Hz. 2H) 7.59 (d. J=8. 0Hz, 2H) 8.10 (d, J=2. 4Hz. 1H) 8.29 (m, 
1H) 




. 3- [4-* h'+y-J- 1 1 H- (h 'J.7^d^^H ^>^H7$ ;\t>)l# 

7i-;H-2-7"D^y7"D;Vl- hQ. I8g£/*/— MilfciSflFU IN 
?miti-h >J7A2nil£jQ;L MT4l*W«#Ufc. RJfc« < &tt**?frU 1N&8S 

•J 7 AT&JS U MflEgi LT3- 14-/ h * x-3- ( I (4- ( h 'J 7 JU* □ / ^ 

JH^>yJH7 5 7l^M-iH 7x-M -2-7"o#* v7°D/O^0. 15g£t#fc. 
'H-NMR (DMS0-d 6 ) 6 : 0.76 (t. 1=7. 2Hz. 3H) 1.41 (tq, J =6. 4. 7. 2Hz. 2H) 2.82 (dd, 
J=8.0. 14. 4Hz, 1H) 2.91 (dd. J=4: 8, 14.4Hz. 1H) 3.17 (dt, J=6. 4, 9. 2Hz, 1H) 
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3.43 (dt. J=6.4. 9.2Hz. 1H) 3.86 (s. 3H) 3.92 (dd, J =4. 8, 8.0Hz. IH) 4.55 (d. 

J=6. OHz, 2H) 7.05 (d. J =8. OHz. 1H) 7.32 (dd, 1=2. 4. 8.0 Hz, 1H) 7.52 (d. J =8. OHz, 

2H) 7.61 (d. J=2.4Hz. 1H) 7.68 (d. J=8. OHz. 2H) 8.78 (t, J=6. OHz. IH) 

mmvm 



0 o 




a) tWWkto-fiftrZ**))' 2-7*h*->-3-{4-* h*v-3-(|[4-(MJ7;U 

'H-NMR (CDC 1 3 ) 5:0.84 (t. J=7. 2Hz. 3H) 1.25-1.32 fan. 2H) 1.46-1. 55 fan. 2H) 2.98 

(dd. J=8. 0. 14.0Hz. IH) 3.04 (dd. J=4. 8. 14. OHz. IH) .3. 25 (dt, J=6. 8, 8. 8Hz, 

IH) 3.55 (dt. J=6. 8. 8. 8Hz. IH) 3.73 Is. 3H) 3. 93 (s. 3H) 4.01 (dd. 1=4.8. 

8.0Hz, IH) 4.73 (d, J=6. OHz. 2H) 6. 91 (d, J=8. OHz, IH) 7.35 (dd, J=2. 4, 8.0 

Hz, IH) 7.47 (d. J =8. OHz. 2H) 7.59 (d. J =8. OHz. 2H) 8. 10 (d. J=2. 4Hz. IH) 8.29 
fan, IH) 
flSSWOb) 



o o 




mmm) t mwfi&rei-? v * ->-3- 14-* h * ->-3- ( 1 [4- ( h u 7 )v* □ > 

=5-M *> : JM 7 5 J 1 KMzlM 7x-JH 7*D-rt>B££#fc. 
'H-NMR (DMS0-d 6 ) 5 :0. 77 (t. J=7. 2Hz. 3H) 1.15-1.25 fan. 2H) 1.32-1.41 fan. 2H) 
2.82 (dd. J=8.4. 14. OHz, IH) 2.91 (dd. J =4. 8, 14. OHz. IH) 3.20 (dt, J=6.4, 
9.2Hz, IH) 3.46 (dt. J=6. 4. 9. 2Hz, IH) 3.86 (s. 3H) 3.90 (dd, J=4. 8, 8. 4Hz. 
IH) 4. 55 (d. J=6. OHz, 2H) 7. 05 (d. 1=8. OHz. IH) 7. 32 (dd, J=2. 4. 8. 0 Hz. IH) 
7.52 (d. J =8. OHz. 2H) 7.61 (d. J =2. 4Hz. IH) 7.68. (d, J=8. OHz, 2H) 8.77 (t, 
J=6.0Hz. IH) 
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o 



o 




IPJ9 altmrnvfifc-CtfJl 2-v^O'\3f->Jl'^4 1 ->-3-l4-/* h + ->-3- 
( | [4- ( h U 7JM" P * 5=-;W ^ 7 5 J \ % 7i-JH 7*a/\' / X- 

'H-NMR(CDClj) (5:0. 80 (dd, J=6. 4. 16. 0Hz. 1H) 1.08-1.90 (m, 9H) 2.96 (dd. J=8. 0, 
14.0Hz, 1H) 3.02 (dd. J=4. 8, 14.0Hz, 1H) 3.14-3.21 (m, 1H) 3.73 (s. 3H) 3.93 
(s, 3H) 4.10 (dd. J=4. 8. 8.0Hz. 1H) 4.-73 (d. J=6. 0Hz, 2H) 6.91 (d. J=8. 0Hz, 
1H) 1. 36 (dd. J=2. 4. 8. 0 Hz. 1H) 7. 47 (d, J=8. 0Hz. 2H) 7. 59 (d. J=8. 0Hz. 2H) 
8. 10 (d. J=2. 4Hz. 1H) 8.29 (n, 1H) 

mmmm) • , 



tTO0*ftTZ->^D / N+v';^+v-3- 14-* h + v-3-(([4-(h 
U7MO 1>i?M 75 /I tifrtf-M 7i-M 7'DA>g$#fc. 

'H-NMR (DMS0-d 6 ) 6 :0. 75 (dd, J=6. 4, 16. 0Hz, 1H) 1.00-1.71 (m. 9H) 2. 78 (dd, 
J=8. 0. 14.0Hz, 1H) 2.89 (dd. J =4. 8. 14. 0Hz. 1H) 3.18-3.23 (n. 1H) 3.86 (s, 



7. 33 (dd, J=2.4. 8.0 Hz, 1H) 7.52 (d, J=8. 0Hz. 2H) 7.63 (d, J=2. 4Hz. 1H) 7.67 
(d. J=8.0Hz. 2H) 8.77 (t, J=6. 0Hz. 1H) 

HJ6^J12a) 



0 



o 




3H) 4.03 (dd, J =4. 8. 8.0Hz. 1H) 4.55 (d, J=6. 0Hz, 2H) 7. 05 (d. J=8. 0Hz, 1H) 
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O^CFa 



s<>i?M 75. A $)],#-)),) yx.-M-2- (2, 2, 2- h 'J ?;M-dx 7° da' 

'H-NMR (CDCI 3 ) 6: 3. 04 (dd. J=8. 0, 14.0Hz, 1H) 3. 15 (dd, J =4. 8, 14.0Hz. IH) 3.67 
(dd, J=8. 8. 12.0Hz. IH) 3.73 (s, 3H) 3.93 (s. 3H) 4.03 (d, J=8. 8, 12. 0Hz, 1H) 
4.20 (dd. J=4. 8, 8.0Hz. IH) 4. 73 (d, J=6. 0Hz, 2H) 6.91 (d. J=8. 0Hz. IH) 7.36 
(dd, J=2.4, 8.0Hz. IH) 7.47 (d, J=8. 0Hz, 2H) 7.59 (d. J =8. OHz, IH) 8.10 (d, 
J=8.0Hz. 2H) 8.29 On, IH) 



tnmv^fc-ez- 14-* *>-3- ( i (4- ( h u d^u^m ^> v 

M 7 5 A il)V#-M 7X-JH-2- (2, 2. 2- h U 7>toi h*«» 7*nA>&£ 
Wfc. . 

■H-NMR (DMSO-d 6 ) 6 :2. 92 (dd. J=8. 0, 14. OHz, IH) 3.01 (dd, J=4. 8, 14. OHz, IH) 
3.87 (s, 3H) 4.03 (dd. 1=8. 8, 12. OHz. IH) 4.11 (d. J=8. 8. 12. OHz. IH) 4.26 
(dd, 1=4.8, 8.0Hz. IH) 4.55 (d, J=6. 4Hz, 2H) 7.06 (d. J=8. OHz. IH) 7.31 (dd. 
J=2. 4, 8. OHz. IH) 7. 52 (d. J=8. OHz, 2H) 7. 61 (d. J=2. 4Hz. IH) 7. 68 (d. J=8. OHz. 
2H) 8.78 (t, J=6.4Hz. IH) 

HftI0iJ13a) 



«J12b) 
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mm titmmofi&Ttm 2M-77*h*->-3-[4-* h*v-3-d[4-(Hj 

■H-NMR (CDC 1,) fi : 0.82 (d. J=6. 4Hz. 6H) 1. 80 (tq, J =6. 4. 6. 4Hz. 1H) 2.98 (dd, 

J=8.0. 14.0Hz. 1H) 2. 99 (dd, Hi. 4, 8.8Hz. .1H) 3. 04 (dd, J =4. 8, 14. 0Hz, 1H) 

3. 36 (dd, J=6. 4, 8. 8Hz. 1H) 3. 72 (s, 3H) 3: 93 (s, 3H) 4. 00 (dd. 1=4. 8. 8. 0Hz, 

1H) 4.73 (d, J=6.0Hz. 2H) 6.91 (d, J=8. 0Hz. 1H) 7. 36 (dd, J=2.4. 8. 0 Hz, 1H) 
7. 47 (d. J=8.0Hz, 2H) 7. 59 (d, J=8. 0Hz, 2H) 8.10 (d. J=2. 4Hz. 1H) 8.29 (m. 
1H) 

«#!ll3b) 



•m&Wm tmffi?>J3ifcT2-i 7 7>* v-3- [4-* h*->-3- ( I (4- ( h 'J 



1=8. 0. 14. 4Hz, 1H) 2. 92 (dd. )=4. 8, 14. 4Hz, 1H) 2. 96 (dd. J=6. 4, 8. 8Hz, 1H) 
3. 26 (dd. J=6. 4, 8. 8Hz. 1H) 3. 86 (s. 3H) 3. 90 (dd. J=4. 8, 8. 0Hz, 1H) 4. 55 (d. 
J=6. 0Hz, 2H) 7. 04 (d. J=8. 0Hz. IH) 7. 32 (dd. J =2. 4, 8. 0 Hz. 1H) 7. 51 (d, J=8. 0Hz. 
2H) 7.62 (d, J=2.4Hz. 1H) 7. 67 (d. J=8. OHz, 2H) 8.76 (t, J=6. OHz, 1H) 
«#J14 



x^;U2-(vX^Jl/*7*U -2 — f 7 7°o t^J-fer— hi. 5g£xh7t h'D 
7 7>10mHC^fi?L> 7k&TT60M<^{fct HJ 7 Z>0. 22g£»Q;i7Co Kfo\&ZK& 
y-QWWmWlstz'&s 4-/ h + ->-3-xhD^>X7JUT-'t HO. 88g£?JQ;t, 




'H-NMR (DMSO-dj) <5 : 0. 74 (d, J=6. 4Hz. 6H) 1,67 (tq, J=6. 4, 6. 4Hz. 1H) 2.82 (dd, 
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)\> (9: 1) feitiftWk 0X^;i/-2— f V 7"d#*v-3- (4-/ h □ 7 H 

;H-2-7"d/Vi- HO. 85g*E-Zffl£0Tf*fc. 

•H-NMR (CDC1 3 ) 5 :1. 17+1. 37 (t. J=6. OHz, 3H) K 27+1. 31 (d, J=6. OHz. 6H) 

3. 94+3. 98 (s. 3H) 4. 17+4. 28 (q, 1=6. OHz, 2H) 6. 10+6. 88 (s. 1H) 7. 00+7. 06 (d, 

J=8.0Hz. 1H) 7. 40+7.91 (dd, J=8. 0, 2.0Hz. 1H) 7. 75+8. 37 (d, J=2. OHz. 1H) 

Si£0yi4b) 



X5f ;u-2--r 7 7° □ ->-3- (4-/ h- * *>-3-- h07 x " )V) -2-y'u A' 71- 
H. 85g£x? 7 -JH5ml(;: i£ft?U IO^^^^Aj^^O. 3g£iP;L, ?K^#ffimT 

9 o~? h 7 7 4 — IC^L. ^\^1+->-^X^JK6:l)i§ttl^i®ckOX^JU-3-(3- 
75 7 -4-7 h^->7xZJH -2--T V 7'o^+v7°a/V X- hO. 72g£#£. 
'H-NMR (CDC 1 3 ) <5 : 1. 00 (d, J=6. OHz. 3H) 1. 15 (d. J-6. OHz, 3H) 1. 24 (t. J=6. OHz. 
3H) 2. 83 (m. 2H) 3. 50 (dq. J-6.4, 6. 4Hz. 1H) 3. 81 (s. 3H) 4. 00 (dd, J=8. 4, 
4. 8Hz. 1H) 4. 17 (q. J=6. OHz, 2H) 6. 60 (dd, J=8. 0. 2.0Hz. 1H) 6. 67 (d. J=2. OHz. 
IH) 6. 70 (d. J=8. OHz. 1H) 
M#J!4c) 



X?;|/-3- (3-7 5 7 -4-7 h + ->7x"JH -2--f 7 7'Dt^-/7'o/Vx-h . 
0. 3g<h (a, a, a- h U 7;l^D-p- h 'J M W&O. 218g£7 h y t h*0 7 7>7niH; 
mmis> tMVtf-friH S.yV-M. 22gt HJx^;P75>0. 23il£i»A. 50*0 
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x 'J * ffrti 7 A 7 □ T h 7* 7 7 4 - \z¥i b , 'v*-* >-BfKi^-;1' (6 : 1) i§ 
0 V7°0^^->-3- [4-^ (4- h 'J 7^:*a*3MU7 

xX^7-fe:f;U7S / ) 7x^H 7°DAVX- hO. 34g^#fcc 
'H-NMR(CDClj) 6 : 0. 95 (d, J=6. OHz, 3H) 1. 10 (d. J=6. OHz. 3H) 1.22(1. J=7. 2Hz. 
3H) 2. 83 (dd. J=14.0. 6.0Hz, IH) 2. 93 (dd. J=14. 0. 4. 4Hz, 1H) 3. 48 (dq, J=6. 0. 
6.0Hz, IH) 3. 73 (s, 3H) 3. 78 (s. 2H) 4. 02 (dd. 1=7.6, 4. 4Hz, IH) 4. 15 (q, 
J =8. OHz. 2H) 6.72 (d. J =8. OHz, IH) 6. 91 (dd. J=8. 0. 2.0Hz. IH) 7.46(d. 
J =8. OHz. 2H) 7. 64 (d. J=8. OHz, 2H) 7. 73 (s, IH) 8. 24 (d, J=2. OHz. IH) 



y 7"d #^->-3- (4-^ h^v-3- (4- h U 7)V*a * 3-)V7jx.—)V7 
tfJI/7S/l 7x-;W7'P/VX-hO. 34g£x£/-Mmlfc*#U 5N**<k 
28ml£iO;L MT4P#H«#Lfc. £JfcS£4fc£*#U lNlfiBST 
tftLfc&Mx^l'TtttBLfc. **«*«SlP*tt*T?«5»L/. i*KSth'J 
-)Ata)il, ig^^MEEKtT2-fV7 , P^^->-3-(4-^ h * ->-3- 1 [2- (4- h 
U7;^o^5 1 ;W 7i-M 7.tfiH75yl 7xx;U7*D^>K0. 28g£*#fc. 
'H-NMR (CDC1 3 ) 6 : 1.06 (d. J =6. OHz. 3H) 1. 15 (d. 3=6. OHz, 3H) 2. 89 (dd. 1=14.0, 6.0Hz. 
IH) 3. 06 (dd. J=14.0. 4. 4Hz, IH) 3. 58 (dq. J=6. 0. 6.0Hz, IH) 3: 75 (s, 3H) 3. 80 (s, 
2H) 4. 13 (dd. J-7.6. 4. 4Hz, IH) 6. 74 (d, J=8. OHz. IH) 6. 90 (dd. J=8. 0. 2.0Hz. 
IH) 7. 48 (d. J=8. OHz. 2H) 7. 65 (d. J=8.0Hz. 2H) 7. 73 (s, IH) 8. 26 (d. J=2. OHz. IH) 

«^J15c) 



H 



0 




H 



O 
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1(2- (5-^f;H-7i-Jhl, Z-t^VJVfr-A-iM 7-t?M7S.y\ 7i- 
iH7'D/Vi-^f!fc, 

'H-NMR(CDClj) 6 :0. 96 (d. J=6. OHz. 3H) 1. 13 (d. J =6. OHz. 3H) 1. 24 (t. J=7. 2Hz. 
3H) 2. 40 (s. 3H) 2. 87 (dd. J=14. 0, 8. 8Hz, 1H) 2. 95 (dd, J=14.0. 8. 8Hz. 1H) 
3. 50 (dq. J=6.4. 6. 4HZ. 1H) 3. 63 (s. 2H) 3. 75 (s. 3H) 4. 04 (dd, J=8. 4, 4. 8Hz. 
l.H) 4. 17 (q, J=7. 2Hz. 2H) 6. 73 (d, J =8. OHz. 1H) 6. 90 (dd, J=8. 0. 2.0Hz, 1H) 
7. 47 (in. 3H) 8. 08 (m, 2H) 8. 33 (d, J=2. OHz, 1H) 9. 42 (s, 1H) 
HM15d) 



mmm 6) tmrn^mz^D, 2-^v7D#*->-3-(4-*h*S'-3-i!2-(5- 

• * ?iH-7xzjhl, 3-^^1t7-;W4-^ M 7±?M 7 ^ J I 7 x~;U) 7d n 

'H-NMR (CDCI3) 5 : 1. 07 (d. J=6. OHz. 3H) 1. 15 (d. J=6. OHz, 3H) 2. 40 (s. 3H) 
2. 89 (dd. J= 14. 0. 8. 8Hz. 1H) 3. 09 (dd. J=14.0, 8. 8Hz. 1H) 3. 58 (dq, J=5. 4, 
6.4HZ. 1H) 3. 63 (s. 2H) 3. 75 (s. 3H) 4. 14 (dd. J=8.4. 4. 8Hz. 1H) 6. 75 (d. 
J=8. OHz. 1H) 6. 88 (dd. J=8. 0, 2.0Hz. 1H) 7. 46 On, 3H) 8. 08 (m. 2H) 8. 33 <d. 
]-2. OHz, 1H) 9. 46 (s, 1H) 
H^116 

I 0 0 



(yifW7*U M -2-< V 7*d t>7tr- h 1. 6g£x h 7 t F □ 
77>30mlKiMrU 7K^TT60!l!7K^^7"hU7A0. 24g^^)D^/c. 
TT30#p B 11i#bfc&, lert-73^5-*;i^,iU-2-;* h*->^>\/x- H. 2g£jjQ 




0 
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mx?)U (3:1) jgtt#ii£ <0 tert-7*3MU5- (3-1 h*->-2--f V 7"p#*->-3-:* 
*y-l-7'P^XJU)-2-* h^v^> 4 /x-hl. 5g*E-ZSi;»JT?l»fc. 
'H-NMR (Z- isomer, CDC1 3 ) 5:1.28 (d, J=6.4Hz, 6H) 1.36 (t. J=7. 2Hz. 3H) 1. 59 (s, 
9H) 3.91 (s, 3H) 4.29 (q. J=7. 2Hz. 2H) 4.41 (sept. J=6. 4Hz. IH) 6. 92 (d. J=8. 0Hz, 
1H) 6. 96 (s, 1H) 7.85 (dd. 1=2.4, 8.0Hz, 1H) 8.26 (d. 1=2. 4Hz, 1H) 

o o 



ter t-7*^M- (3-xh*y-H y^D#+y-3-t^V-l-7'o^-JH -2-* K 

1.2ml*JPA, *0***»T2S*Wl»*|sUfc. hJt/X>30ml£Jn;U§ 
ttt * «JE«*T S tRff € 2 EI* 0 S Ufcft, * -> 'J * y 5 A □ "7 h 5 



7' P # * v-3-tf * 7- 1 -7" P ^XJH -2- * h ->ScJfcSlfc65Bg* ft fc. 
'H-NMR (CDClj). <5 : 1. 30 (d, J=6. 4Hz, 6H) 1.36 (t, J =7. 2Hz. 3H) 4.09 (s. 3H) 4. 29 
(q, J=7.2Hz. 2H) 4.47 (sept, J=6.4Hz, 1H) 6.96 (s. 1H) 7.05 (d. J=8. 0Hz. 1H) 
8.18 (dd, J=2. 4. 8.0Hz, 1H) 8.57 (d, J=2.4Hz. IH) 
fd&#ll6c) 



5-[(E)-3-Xh4v-2-f V7'p#*v-3-**7-1-:?p^xjH-2-^ 
MMmbmtA- ( h "J 7fr*o*?M ^>y;i/75 >37mg£N, N-v^WM^PA 
7 5 KimllC&ffiU *^T->77*^*>Kv?x^;i/33ML h 'J 5 >30m1 




7 >f - fctt U ^+1r>-B8ifA (2:1) »ffl#iB«fc 0 5- [ (Z) -3-x ->-2-< 7 
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+it>-^Sx5 1 ;K5:l)mtt}^®cfc0xa 1 ^ (Z)-2-< 7 7'ptf*->-3 r (4-,7 
->'-3- ( I (4- ( h V7)l*u*^M *JM 7 a 7 ] #;t^x;i/) 7 x ~M -2-7° a 
^7X-h77mg£#fc. 

'H-NMR(CDClj) 5:1.30 (d, J=6. 4Hz, 6H) 1.36 (t. J=7. 2Hz. 3H) 3.97 (s, 3H) 4.29 
(q, J=7. 2Hz. 2H) 4.47 (sept. J=6. 4Hz. 1H) 4.75 (d, J=6. OHz. 2H) 6.99 (d, J=8. OHz. 
1H) 7.01 (s. 1H) 7.47 (d, J=8. OHz, 2H) 7.60 (d, J=8. OHz, 2H) 8.12 (dd. J=2.4, 
8. OHz. 1H) 8. 18 (id, 1H) 8. 57 (d. J=2. 4Hz. 1H) 



X^;U (Z) -2-1- 7 7d ->-3- [4-7 h * i/-3- (|[4-(hU7MD/ ?M ^ 
>-7JH 7 a J I * Jl/#x;W 7 xx;H -2-7*o^7 X- M7rag£7 7 7 -;i/2ml 'fc 

ftU lN*i&^+ftLfc&#&X^;UTtofflLfc. W*JiS:fiSlAtt7KTijfe»L, 
&7k«tK:j- h U 7AT&&U 8M&£«flES*LT (Z)-2-^ 7 7 □#+v-3- (4-7 
h ^ 7-3- ( I (4- ( h 'J 7 □ 7 3-M ^ > v;H 7 5 7 1 * ;u#x;u) 7 xX JH 7 2- 

'H-NMR (DMS0-d 6 ) 6: 1.17 (d. J=6. 4Hz. 6H) 3.90 (s, 3H) 4.46 (sept. J=6.4Hz, 1H) 

4.56 (d, J=6.4Hz. 2H) 6.90 (s, 1H) 7.15 (d, J=8. 8Hz. 1H) 7.53 (d, J =8. 0Hz. 

2H) 7. 68 (d. 1=8. OHz, 2H) 7. 87 (dd. J=2. 4, 8. 8Hz, 1H) 8. 30 (d, J=2. 4Hz. 1H) 
8.82 On, 1H) 
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2-7 o ^ y x- h ZE-m C K> TUfc. 

'H-NMR(CDClj) 5:1. 15+1. 35 (m. 6H) 2.45+2. 53 (q. J=6. OHz. 2H) 3. 95+3. 98 (s. 3H) 
4. 18+4. 27 (d. J=6. 0Hz, 2H) 6. 52+7. 53 (d, 1H) 7.01+7. 11 (d, J=8. OHz. 1H) 
7. 44+7. 55 (dd, J=8. 0. 2. 0Hz, 1H) 7. 79+7: 89 (d. J=2. OHz, 1H) 



SS!^J14b) tm&(Dl5&-?Z-3-)l 2-(3-75y-4-^ h^y^/yJH7^;x 

'H-NMR (CDC1 3 ) <5 :0. 88(t. J=6. OHz. 3H) 1. 17 (L. J=6. OHz. 3H) 1. 56 (m, 2H) 
2. 52 (m, 1H) 2. 59 (dd, J = 13. 5. 7. OHz, 1H) 2. 80 (dd, J=13. 5, 8. OHz, 1H) 3. 81 (s, 
3H) 4. 08 (q. J=6. OHz, 2H) 6. 50 (dd. J=8. 0, 2.0Hz. 1H) 6. 54 (d. J=2. OHz, 1H) 
6. 68 (d, J=8. OHz, 1H) 
H5S#J17c) 



nmm\4 c) tmm<Dj5&T:-x?)i> 2- (4-* h^->-3-i(2-(5-^^;i'-2-7x-;u 

-1, 3-**1t y-JU-4-f )l) 7±?M 7 = J 1 ^ > vJl/) 7** 
'H-NMR (CDC 1 3 ) a :0. 89 (t. J=6. OHz. 3H) 1.18(1. J=6. OHz. 3H) 1. 58 (m. 2H) 
2. 56 On. IH) 2. 68 (dd. J=13. 5. 7. OHz. Ill) 2. 88 (dd, J=13. 5. 8. 0Hz. 1H) 3. 63 (s. 
2H) 3. 74 (s, 3H) 4. 08 (q, J=6. OHz, 2H) 6. 71 (d, J=8. OHz. 2H) 6. 79 (dd, J=8. 0, 
2.0Hz, 2H) 7. 46 (m. 3H) 8. 07 (a 2H) 8. 25 (d. J=2. OHz. 1H) 9. 40 (bs. IH) 





112 



WO 01/25181 



PCT/JPOO/06788 



mmm\m 




i 



nmmu d) tmmox&T'i-tt-* h*->-3- 1 [2- (5-^^-2-7 x-ju-i. 3-* 
+itV-;M-'f ;w 7±9-M 75 / ) ^>-7;M 7**>K£»fc. 

■H-NMR (CDCI 3 ) 5:0. 94 (t, J=6. OHz. 3H) 1.60 On. 2H) 2. 61 (m. 1H) 2. 72 (dd. 

J=13. 5. 7.0Hz, 1H) 2. 90 (dd. J=13. 5. 8.0Hz, 1H) 3. 62 (s, 2H) 3. 74 (s, 3H) 

6. 73 (d. 1=8. 0Hz, 2H) 6. 83 (dd, 3=8.0, 2.0Hz, 2H) 7. 46 (m, 3H) 8. 06 (m. 2H) 
8. 26 (d, J=2. 0Hz, 1H) 9. 40 (bs, 1H) 

mmm\z 




i 



mmmn c) tmm<D^mr^M-^-^ b*v-3-i[2-(3-7JM-D-4-Hj7 

'H-NMR (CDC 1 3 ) a: 0.88 U, J=6. 0Hz, 3H) 1. 17 (t. J=6. 0Hz, 3H) 1.58 On. 2H) 
2. 54 On. 1H) 2. 67 (dd. J=13. 5. 7.0Hz, 111) 2. 86 (dd. J=13. 5. 8.0Hz, 1H) 3. 77 (s. 
2H) 3. 79 (s, 3H) 4. 08 (q, J=6. OHz, 2H) 6. 73 (d, J=8. OHz, 1H) 6. 83 (dd, J=8. 0. 
2.0Hz. 1H) 7. 24 On, 2H) 7. 61 (t, J=7. 5Hz. 1H) 7. 77 (bs, 1H) 8. 17 (d. J=2. OHz. 
1H) 



mmmm) 




■^mm\l d) t^©*ffiT2-(4-^ h + y-3-([2-(3-7MD-4-h'J7Mo 
^f^7x-JH 7 WJH 7 5;K/yiH 7* >&£#/c„ 
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•H-NMR (CDCI3) <5 :0. 93 (t. J=6. OHz. 3H) 1.59(m. 2H) 2. 59 (m. 1H) 2. 70 (dd. J = 1 3. 5, 
7.0Hz. 1H) 2. 89 (dd. J=13. 5. 8.0Hz. 1H) 3. 70+3. 77 (s. 2H) 3. 79+3. 81 (s. 3H) 
6. 74 (d. J=8. OHz. 1H) 6. 86 (dd. J=8. 0. 2.0Hz, 1H) 7. 17 (d, J=8. OHz. 1H) 7. 22 (d, 
M0,5Hz. IH) 7.60(t. J=7. 5Hz. 1H) 7. 78 (bs, 1H) 8. 17 (d. J =2. OHz. 1H) 



m m 

$ai£#M9a) 




5- (2- (xb*-># )IX~M * h*y>%MMm. 50g£7h?t Hp 

7 y >8ral \Z®MV. *$TT£ □ □ #*S£x7-;U0. 20a 1*5 £tf h U X^;i/7 = > 

o.29mi^»pA/i. RmmzmTT:mr*m&vtc'&, *g4*js»iaLfc. 

□ 7h^7^-C#U ^*V>-m&^)\<tt-.\)®&ft 1 ®& } OX.3-)l 2- ti- 
lt Ho^v>^JU)-4-^ h^v^>vJU)7*^yx-h0. 47g^#/io 
'H-NMR (CDCI3) 6:0. 90 (t. J=7. 2Hz. 3H) 1.17 (t. J=6. 8Hz, 3H) 1.50-1.64 (ra, 2H) 
2. 51-2. 57 (in, 1H) 2.68 (dd. J=6. 8, 14. OHz, 1H) 2.87 (dd. J-8. 0, 14. OHz. 1H) 
3. 84 (s, 3H) 4. 04-4. 10 (in. 2H) 4. 65 (s. 2H) 6. 78 (d. J=9. 2Hz. 1H) 7. 05 (d, 
J=9. 2Hz. IH) 7. 07 (s, IH) 
^f!l!9b) 




x^;u 2-(3-(t kd*->*3MW-4-* b^v^>v;W7*^yx-ho.47g$: h 

)VJLyM\zmffiV. 7vibv7xX^*X*'J^0. 54rali5cfc^^7-tft*->^P 
(5. 4. 0) 7>x-t>0. 37ral^iPA> ^iUTl6TO»Lfco SJ&WCI^JQ;^ §f 
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*y>-m%L^)\s (5: i) mm^mx o i- 15- [2- dh^^M-in y'^M -2- 

y h*v^>v.;H-]. 2- h U 7-tf^X>-2-< 9 AO. 47g£#£, 
•H-NMR (CDCl,) 6: 0.90 (t. J=7. 2Hz. 3H) 1.17 (t, J=6. 8Hz. 3H) 1.50-1.64 On, 2H) 
2.51-2.57 On. 1H) 2.68 (dd, J=6. 8, 14.0Hz, 1H) 2.87 (dd. J=8. 0. 14. 0Hz. 1H) 
3.82 (s, 3H) 4.02-4.12 (m, 2H) 4.30 (s. 2H) 6.81 (d, J=8. 0Hz. 1H) 7.03 (s, 
1H) 7. 1 1 (d. J=8. 0Hz, 1H) 



1- 15- (2- (X YZ-i'jDl-ti-M y'^M-t-t h*->^> S JM -1. 2- h 'J 7 if v 
X>-2--f 7 AO. 47g£x h 7 t K □ 7 ^ >6nil lljgfl? U ?K0. 4ml*5<i:U: h'J7x' 
j^77^ >0. 55g£ia;L, MT20i$Pe1iI#Uc o &$£MflE@£L£&, M 

£ v u * yji/ij 7Ai?D7h^77-{-i;#u §mx3^-y * y h >j x? 1 

JU75>(10:1:0. 1) i§tU#Ii J; D X3MU 2-(3-(75 y y^MH -4-* h*5"05> 

;H77yx-ho.40g£#fc, 

•H-NMR (CDCl 3) 5:0.90 (t. J=7. 2Hz. 3H) 1.17 (t, J=6. 8Hz, 3H) 1.50-1.64 On, 2H) 
2.49-2.56 (01., 1H) 2.67 (dd. J=6. 8, 14. 0Hz, 1H} 2.86 (dd, J=8. 0, 14. 0Hz. 1H) 
3. 77 (s, 2H) 3.81 (s, 3H) 4,04-4.10 (id. 2H) 6.76 (d, J=8. 8Hz. 1H) 7.00 (d, 
J=8.8Hz, 1H) 7.0 Its. 1H) 
H*S0iJ19d) 



2- 13- (7 5 J y 3-)V) -f^h^> VM 7*^ 7 X- h 0. 40g 1 4- ( h 
T->7y^7.*>^-7x5 1 ;U0. 24mL HJx7;U7^>0. 2lm]*JPAt, sj&a-& 

^£^T)6P3P^#Lfc&*7K4ui&t\ KKx^;i/T«aiLfc. -gmmzim 
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(3:1) iSffl^fflct 0 X^;U 2- [4-* v-3- ( I [4- ( h U 7fr*u*?M ^>7-f 
;H7$/M^;H ^>y;H.^>l->fl. 59 gfcfcfc. 
'H-NMR (CDC 1 3 ) «5 :0. 91 (t. J =7. 2Hz, 3H) 1.16 (t, J=6. 8Hz. 3H) 1.50-1.67 (m, 2H) 
2.49-2.56 (D1.1H) 2.68 (dd, J=6. 4, 14.0Hz, 1H) 2. 86 (dd. J-8. 6, 14. 0Hz. 1H) 
3. 86 (s. 3H) 4. 01-4.10 On. 2H) 4.61 (d. J=6. 0Hz, 2H) 6. 67-6. 72 On, 1H) 6.81 
(d. J=8.0Hz. 1H) 7.08 (dd, J=2. 4, 8.0Hz, 1H) 7.13 (d, J=2. 4Hz, 1H) 7.68 (d. 
J=8. 0Hz, 2H) 7.86 (d, J=8. 0Hz, 2H) 



2- (4-^ h^->-3-(l[4-(h i J7;u^-D^^;ux>y-r;H7 = j\ /5 1 

JW'OyJU^yi- M). 59g&X*/— MilfcigtfU INzKBNfc^- h U^A 
2ml£*n^ 70"CT4WfMflt»Lfc. E*S£tt*"*fcU lN«Bn?*fDUfcSfcWB 

»ME*«BE«a6LT2- [4-/ h*->-3- ( I [4- ( h U 7fr*n*?M ^s'MM 7 
5 y I j*^) ^>> ? ;H 7*^ >S£0. 50g£*§fc. 

'H-NMR (DMSO-dj) 5:0.80 (t, J=7. 2Hz. 3H) 1.39-1.46 On, 2H) 2.33-2.40 On, 1H) 

2.55 (dd. J=6.4, 14. 0Hz. 1H) 2. 72 (dd, J=8. 0, 14. 0Hz. 1H) 3. 77 (s. 3H) 4.42 
(d, J=5. 6Hz. 2H) 6. 88 (d. J=8. 0Hz, 1H) 7. 01 (s. 1H) 7. 03 (d. J=8. 0Hz, 1H) 7. 85 
(d, J =8. 0Hz. 2H) 8.07 (d, J=8. 0Hz, 2H) 9.03 (t, J=5. 6Hz, 1H) 

mMffJ20 

Si!i£0iJ2Oa) - 
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'H-NMR (CDCI3) <5 :0. 97 (d, J=6..0Hz. 3H) l. 15 (d, J =6. OHz, 3H) i. 24 (t. J=7. 2Hz. 
3H) 2.88 (dd, J=8. 4, 14. OHz, 1H) 2. 95 (dd, J=5. 2. 14. OHz. 1H) 3.50 (sept, 
J=6. OHz. 1H) 3.85 (s. 3H) 4.00 (dd, J=5. 2. 8. 4Hz, 1H) 4.11-4.21. (m. 2H) 4.65 
(d. 1=6. 4Hz, 2H) 6.79 (d, J=8. 8Hz, 1H) 7.14 (d, J=8. 8H2. 1H) 7.15 (s, 1H) 
M#J20b) 

^XJ o^ 

9b) t mm<Dj5&T'\- [5- (3-X h * W V 7°a 7 7°u ¥M - 

2-* h^->^>^;H-l,2-h'J71fvX>-2-'f -7A£?#£. 
'H-NMR (CDC 1 3 ) 6:0.96 (d, J=6. OHz, 3H) 1,-15 (d, J=6. OHz, 3H) 1. 25 (t, J=7. 2Hz. 
3H) 2.88 (dd, J=8. 8, 13. 6Hz, 1H) 2. 95 (dd. J =4. 8, 13: 6Hz. 1H) 3.50 (sept, 
J=6. OHz, 1H) 3.84 (s. 3H) 4.00 (dd, J =4. 8. 8. 8Hz. 1H) 4.15-4.21 On. 2H) 4.32 
(s. 2H) 6. 83 (d. J=8. OHz, 1H) 7. 14 (d. J=2. OHz. 1H) 7. 20 (dd, J=2. 0. 8. OHz, 
1H) 




m&m 1 9c) t mm<DJi& tif;w- [3- (7 $ / ^ j-m -4-^ h * v 71-iH - 

2~f7 7°D#*v7°DAVl-h£t#£:. 

■H-NMR (CDCI3) 6 : 0.96 (d, J=6. OHz, 3H) 1.15 (d, 1=6. OHz. 3H) 1.25 (t, J=7. 2Hz. 
3H) 2.88 (dd, J=8. 8, 13. 6Hz, 1H) 2.95 (dd, J =4. 8. 13. 6Hz, 1H) 3.50 (sept, 
J=6. OHz. 1H) 3.84 (s. 3H) 4.00 (dd, J=4. 8. 8. 8Hz, 1H) 4.15-4.21 Cm. 2H) 4.32 
(s. 2H) 6.83 (d. J=8. OHz. 1H) 7.14 (d. J=2. OHz, 1H) 7. 20 (dd, J=2. 0. 8.0Hz. 
1H) 
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V 



C0,Et 



mmmm) trnMo^mx-x^ 2-^v7*d^^v-3-[4-^ h*->-3-(K4- 

'H-NMR(CDClj) <5:0. 96 (d, J=6. 0Hz, 3H) 1.14 (d. J=6. 0Hz, 3H) 1.24 (t, J=7. 2Hz. 
3H) 2.88 (dd. J -8. 4. 14. 0Hz. 1H) 2.95 (dd, J =4. 8, 14. 0Hz, 1H) 3.51 (sept, 
J=6. 0Hz, 1H) 3.87 (s, 3H) 4. 01 (dd, J =4. 8, 8. 4Hz. 1H) 4.12-4.20 (m. 2H) 4.62 
(d, J-6. 0Hz. 2H) 6. 65-6. 70 (m. 1H) 6. 82 (d. J=8. 0Hz, 1H) 7. 17 (dd. J=2. 0, 8. 0Hz. 
1H) 7.22 (d, J= 2.0Hz. 1H) 7. 68 (d, J=8. 4Hz. 2H) 7.86 (d, J=8. 4Hz. 2H) 



mmm 1 9e) t. m^mx-i-^ v 7*0 ->-3- u-*h* ->-3- ( 1 [4- ( h u 7 ;u 



14.0Hz, 1H) 2! -81 (dd, J=4. 0. 14. 0Hz, 1H) 3.41 (sept, J=6. 0Hz. 1H) 3.78 (s. 

3H) 3.92 (dd, J =4. 8, 8. 4Hz. 1H) 4.43 (d. J=6. 0Hz, 2H) 6. 88 (d. J =8. 0Hz, HI) 

7.07 (s. 1H) 7.08 (d. J=8. 0Hz, 1H) 7.85 (d, J=8. 0Hz, 2H) 8.09 (d, J=8. 0Hz. 
2H) 9. 06 (t, J=6. 0Hz, 1H) 

£1^2 1 a) 




'H-NMR (DMSO-d 6 ) 6 :0. 78 (d, J=6. 0Hz, 3H) 0. 93 (d. J=6. 0Hz. 3H) 2. 68 (dd, J=8. 0, 
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^0 o 




1-U h^^JV) -3-(hU7JU*o^5 1 ;U)^>-tf>7. Og^^7j<^X5 1 ;UX 
-TSMOOmllCig^U -TffCTy^^y^UU^^A (2. 5NK^>^) 19ml «r 
MTLfz, £fcjR£4&*MT3ttWilM*U ?ftf-78 , Cl::?frSlUT, N,N-v*^;i> 

@i# <fc 0 1 - U h * v * -3- ( h 'J 7 a * 1 >y 7;Ux t K 5. 0 g £ 

'H-NMR (CDCI3) 6 : 3. 54 (s. 3H) 5. 35 (s. 2H) 7. 34 (d. J=8Hz, 1H) 7. 49 (s, 1H) 
7. 94 (d, J=8Hz, 1H) 10. 52 (s, 1H) 



OH O 




1-U h + S/^^W -3-(hU 7JU^o^^JU)^>^7;Uxt H5. 0g£7-fe h 

&£®£U 2-fc HD^->-4-(hU7;P^D^^;U)^> , 77;bxt H4. 5g£« 
'H-NMR (CDC 1 3) 5 : 7. 2-7. 3 (m, 2H) 7. 70 (d, J=8Hz. 1H) 10. 0 (s, 1H) 1 1. 1 (s. 1H) 
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2-k KD + i>-4-(h'J7;^D/5 1 >'H^>77;i'xt K4.5g*N.N-y*3\>M« 
;PA75 F20n]K»#U 7^iti~ MJ 7A (60Xtttt) l.OgfcflD*.,- liST3 0# 

^y-WBLZ&fr (9:0 i§ffiil#c*: D 2-* h*5>-4- ( h U 7 JM- l>»/7 
;Pft F3.0g£&fc«MK*BJfcU-Otfc. 

'H-NMR{CDCI 3 j a :4. 00 (s, 3H) 7. 22 (s, 1H) 7. 29 (d, J=8Hz. 1H) 7. 93 (d. J=8Hz. 1H) 
10. 50 (S. 1H) 

«ifi«l21d) ' 



2-* h+->-4-(h u 7;p^-p^^;p)^>^7;uxt K3. Og^v^^UTji^ 

=*-.-> F50nl t U >^-*m^- h U 7 A 1. 6g7Kigj£ (20ml) (Cfg^U M*Stf- F >J 
C7A8.0g7K»«(30Bl)*«TLfc. 7K^SnA, flf&ttfr 

(3 : 7) »aiH^ J: 0 > 2-* F * ->-4- (h'j7Mo/ &M&0. 8 g £M 

'H-NMR(CDClj) 6 :4. 14 (s. 3H) 7. 29 (s, 1H) 7. 41 (d. J=8Hz. 1H) 8. 30 (d. I=8Hz, 1H) 
»#J21e) 
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2-* b*is-4-{b<J7)l>*u*?)\,)£M.mm. UgtX^fr 2-[3-(75/^ 
?;HH-> h+->^>^;W^yx-h0.3g*^«S«fiJ19d)t«*, 3fcK50yi9e)£ 
ISI&fc&SU 2-14-* h*v-3-(l[2-* h+^>-4-(h'J7;U^D^5 1 ;i')^>7'f 

;H7S/I ^^;H^>^]7*^>^0. 3g£&2S£te#«i&tUTf#fc. 

•H-NMR (CDCI3) 6 :0. 93 (t. J=7Hz. 3H) 1. 5-1. 7 (m, 2H) 2. 5-2. 6 (m, 1H) 

2. 69 (dd. J=7, 14Hz, 1H) 2. 89 (dd. J=8. MHz. 1H) 3. 87 (s, 3H) 3. 98 (s. 3H) 

4. 62 (d, J=6Hz, 2H) 6. 80 (d. J=8Hz, 1H) 7. 08 (dd, 1=2, 8Hz. 1H) 7. 16 (s, 2H) 7. 28- 

7. 34 On, 1H) 8. 26-8. 40 (m. 1H) 8. 36 (t, J=6Hz, 1H) 

^^J22 



H 




2-* h+->7x-J^IE5. Og^v^DD^^OmlCilg&U ~mt**W 
M. 6g£i)0A, MT?3l©ra«i*Lfc. MUtlglC^W+^'JMg 
£U □□**>20«lfc:»*fU 7k^T4- hU7;i/*P^5 L ;J'7^U 

gjlfe. «rfflUfcB<*:€:51R«yx?-JUx— rJl/T«E»L, N- [4- ( h 'J 7 )V* □ 
*7JM 7x~;H-2-(2-/ h*->7xx;U 7-b h75 H8. 0g£l*6H#£LT 

'H-NMR (CDC 1 3 ) <5 : 3. 73 (s, 2H) 4. 95 (s. 3H) 6. 98 (d, J=8Hz. IH) 7. 00 (d. J=8Hz, 1H) 
7. 28-7. 35 (■. 2H) 7. 50-7. 60 (n. 4H) 7. 91 (s, 1H) 
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o 




K-\A-(hV7)V*u*3-)V) 7xX;H-2-(2-* h^y7xz;W7tH5 b* 
I. 0g£ b 'J 7;P^-aKK10mllc^t, M^^l^x b^S >0. 46 g £iOA> 
85t:T3l$ra£fSS-frfc. RJ5«SSfiliilU; zKtftSx^^SilDA, Mlc&flt 
b'J7A£PH=8 fca5*1?la^.fc. .»»X^;|/T»tB«, fiS?P«Jfi7jcT 

;i/^7A7a^h7*77^-{c#b, M^>-#Bp:^;Ml:l)$aJiS#«fc9N- 
[4- ( b U 7)1* o *3MM 7 x ~;H -2- (5«*J^5 ;i/-2-^ b *->7 xXJU) 7-b b 

■H-HMR (CDC 1 j) <5 : 3.78 (s, 2H) 4. 00 (s, 3H) 7. 07 (d, J=8Hz, 1H) 7. 54 (d, J=9Hz. 2H) 
7. 57 (d. J=9Hz. 2H) 7. 85 (d. J=2Hz, 1H) 7. 83-7. 90 (in. 1H) 9. 91 (s, 1H) . 
*JS«22c) 



o 




N- [4- ( b U 7)V* □ / 7i-JH -2- (5-*;i/5 ;U-2-* b 7 xXJb) 7 
■fe b75 HO. 7gt2-***y ^>*lfJH. 6g*©ifi^la) tiSMlU 
x5 1 JU2-X5 1 ^-3- (4-* b*v-3- \2-**V-l- (4- ( b U 7)V*U 7X'J 
S)3L?M 7xx;U-2-7o^/x-bO. 8g**S6Jft#4ft£LTl»*:. 
'H-NMR (CDClj) <5 : 1 18 (t. MHz, 3H) 1. 34 (t. J=7Hz. 3H) 2. 55 (q, J=7Hz. 2H) 
3. 74 (s, 2H) .3. 97 (s. 3H) 4. 26 (q. J=7Hz, 2H) 6. 99 (d, J=9Hz, 1H) 7. 34 (d. J=9Hz. IH) 
7. 38 (dd. J=2, 811z. IH) 7. 48-7. 62 (n. 5H) 7. 82 (s, 1H) 
«#J22d) 
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O 




x^;i/2-X^H- h+;>-3-l2-^^V-2-[4-(hU7Jl/^"D^5 1 ;W 7- 
U ;]xfJH7i-;H-2-yciVx- hO. 3g*J8li60Jlb) fcTOfcfflSU xfP 
;U2- (4-/ l2-**7-2- (4- ( h 'J 7)\,*u*?-M 7-U /] X^;H ^> 

'H-NMR(CDClj) 6:0. 91(1. J=7Hz, 3H) 1.14 (t, J=7Hz. 3H) 1. 5-1. 8 (in, 2H) 2.48- 

2. 60 (m, IH) 2. 71 (dd, J=6, 14Hz, IH) 2. 87 (dd, 1-4. 14Hz. 1H) 3. 68 (s. 2H) 3. 91 (s, 3H) 

3. 95-4. 10 (id, 2H) 6. 86 (d, )=9Hz, 1H) 7. 09 (s„ 1H) 7. 06-7. 12 (m. IH) 
7. 51 (d, J=9Hz. 2H) 7. 56 (d, J=9Hz, 2H) 7. 94 (s, IH) 



o 




jl^M- (4-* h*->-3- 12-** V -2- (4- (h U 7fr*u*3-)D 7X UV) X^. 
;UI^>vJU)7*yx-hO. 3g£1IMl9e) fcElfcfcfflSU 2- (4-^ h*v-3- 

12-** y -2- [4- ( mj 7 ;m- d/^w 7 xu y)x^;n^>v;w 7*>&o. iig 

'H-NMR (DMSO-dj) 

6 :0. 84 (t, J=8Hz. 3H) 1. 46 (sept. J=8Hz. 2H) 2. 35-2. 60 (m. IH) 

2. 57 (dd. J=6. MHz. IH) 2. 74 (dd. J=8. MHz, IH) 3. 61 (s. 2H) 3. 71 (s. 3H) 

6. 86 (d. J=8Hz. IH) 7. 02 (s. IH) 7. 03 (d. J=8Hz. IH) 7. 64 (d, J=9Hz, 2H) 

7. 79 (d. J=9Hz, 2H) 10. 4 (s, IH) 12. 1 (s. Ill) 
»ff'J23 

H^23a) 



123 



WO 01/25181 



PCT/JP00/06788 




T 



JL?)V 3- (3- (75 J -4-* h+S>7x~;H -2-< V 7d#*->7d A* 

VX-hO. 15g£2-* h + v-4-(h'j7;^P^9 1 ;i/)$M^0. 24g£|OS0iJ 
1 9d) Ktt*, »0J 1 d) <h (SJ^fc^a L > 2--T V 7*o *>-3- (4-* h * *>-3- ( I (2- 

»0. 15g**i»fe?l!ltt4fctLT^fc. 

'H-NMR(CDClj) <5 : 1. 00 (d, J=6Hz. 3H) 1. 14 (d, J=6Hz. 3H) 2. 90 (dd. J=8. 14Hz. 1H) 

3. 03 (dd, J=4, MHz. 1H) 3. 56 (sept, J=6Hz, IH) 3. 88 (s. 3H) 4. 00 (s. 3H) 

4. 08 (dd, J=4, 8Hz, 1H) 4. 63 (d, J=6Hz, 2H) 6. 81 (d, J-8Hz, 1H) 7. 14 (dd, J=2, 8Hz, 1H) 

7. 17 (s, 1H) 7. 22 (d. J=2Hz, 1H) 7. 32 (d, J=8Hz, IH) 8. 30 (d. J=8Hz. 1H) 

8. 35 (t, J=8Hz, IH) 



3- 13- (7 5 J *T)V)-A-* h^->7x-;H-2-f77D^+v7oA- 
yx-b0..15g£N.N-v;*3 1 JU*;i/A7 5 K5bHc8#U f'J v>0. 2ml £2-7)1, 
;f d-4- ( HJ 7 Jk* ^n'J K0.24g£iDA, M-C12P$MKft> 

S-frfc. Rj&fKlw^&Jp^v SHKx^l'TttffiU fiSloftifi*Ttt»a,- ffi7j<^§g 
7^-/-)AT«»Lfc. 8«J£ttJBET«*Lfc«, 7 A? □ 

•?ht/y_7<<-\ZttL. Mx7;U-^\4lt>(l:2)/gtBil^J;0x7JU 2-<7 7 
□ #*v-3- [4-* h + ->-3- ( I (2-7Jl/^D-4- ( HJ 7)\,*U*3-M JH 
75/I*3MI/)7xXJH7dAVX- hO. 2g£«ftfei*tt*tUTftfc. £ft£ 




Y 



OH 
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jz\zmmmm tmmz&mb* 2-^ v ^+ ->-3- 11-/ h ^ ->-3- ( 1 12-7 ;w 

o-4-( h U 7)\,*n*Z-M ^>^/< M 7 5 /UfJH 7i-JH 7"D/Oi 

■H-NMR (CDCI3) <5 : 1. 00 (d. J=6Hz, 3H) 1. 15 (d. >6Hz. 3H) 2. 91 (dd. J=8. MHz. 1H) 

3. 04 (dd, 1=4. 14Hz, 1H) 3. 56 (sept. J=6Hz. 1H) 3. 87 (s, 3H) 4. 09 (dd. J=4. 8Hz, 1H) 

4. 64 (d, J=6Hz. 2H) 6. 82 (d, J=8Hz. 1H) 7. 16 (dd, J=2. 8Hz. 1H) 7. 22 (d. J=2Hz, 1H) 
7. 37 (d, J=12Hz, 1H) 7. 51 (d, J=8Hz. 1H) . 7. 34-7. 5 (m, 1H) 8. 22 (t. J=8Hz, 1H) 



4-k Ka*->^>7>'J7JM-'J HI, lg£<fcl£2-.* h*->7jW7^3- 
;H..0g$:xH^t HP77>200»HCig*¥Lx h'J7i^M7,7^ >2. 6g&cfcl>' 

-BWSx^JU (10: 1) itai#!U D h**>-2- 12- (4- ( h U 7;M"D*3 L ;W 7 x 

'H-NMR (CDC 1 3 ) a : 3.14 (t, J=7. 2Hz. 2H) 3. 85 (s. 3H) 4.20 (t, J=7. 2Hz. 2H) 
6.85-6.92 (in. 2H) 6.96 (d, 1=8. 0Hz. 2H) 7.20-7.27 (in. 2H) 7.51 (d, J=8. 0Hz. 
2H) 



I- * h * v-2- 12- (4- ( h 'J 7 )\>* □ * 3^U) 7 x V * ->] X^JH ^ >-tf > 1. 6g £ 
3U60H22b) fcHflfcfcfflSU. 4-X b*v-3-l2-|4-(h U 7^P^^W7i74 : 
-»x^;H ^>X7^Tk HO. 20g€»fc. 

'H-NMR (CDC 1 3 ) <5 : 3.18 (t. J=7. 2Hz, 2H) 3.93 (s. 3H) 4.20 (t, J=7. 2Hz. 2H) 6.95 
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(d, J=8. 0Hz, 2H) 6.99 (d. J=8. OHz. 1H) 7. 52 (d, J-8. OHz, ,2H) 7.78 (s. IH) 7.80 

(d. J=8. OHz, 1H) 9.89 (s, 1H) 

«0J25c) 



h*v-3-|2-[4-(HJ 7MD^JW7i^->]x^K>X7il'fk 

12- [4- (HJ 7 -M-d*^) 7x/ + y]x?Jl'K>yil') ^/x- hO. 22g£ • 

•H-NMR (CDC1 3 ) 5 : 0.91 (t, J=6. 8Hz. 3H) 1.16 (t. J=7. 2Hz, 3H) 1.52-1.67 On, 2H) 
2.48-2.56 On.. 1H) 2.67 (dd, J=6. 8. 13.6Hz. IH) 2.86 (dd, J=8. 4, 13. 6Hz. 1H) 
3.07 (t. J=7. 2Hz. 2H) 3.81 (s. 3H) 4. 04-4: 10 On. 2H) 4.16 (t. J=7. 2Hz, 2H) 
6.77 (d, J=8.0Hz. IH) 6.96 (d. J=8. OHz, 2H) 7.00 (s. IH) 7.01 (d. J=8. OHz. 
IH) 7.52 (d, J=8. OHz. 2H) 



v'jw^^yx-ho. 22g^^^iji9e) tmmizmmv. 2- (4-* h*->-3-i2-(4- 

(hU7MD/^H 7xy+y]xf;n ^>v;u) y'?>mo. 20g£#fc. 
'H-NMR (CDC 1 3 ) 5 : 0.95 (t, J=7. 2Hz. 3H) 1.53-1.67 (m. 2H) 2.52-2.60 On, IH) 2.69 
(dd. J=6. 8, 14.0Hz, IH) 2.90 (dd. 1=8.0. 14. OHz. IH) 3.07 (t, J=7. 2Hz, 2H) 
3.81 (s. 3H) 4.16 (t, J=7. 2Hz, 2H) 6. 78 (d. 1=8. OHz. IH) 6.96 (d. J=8. OHz. 
2H) 7.02 (s. .IH) 7.03 (d. J =8. OHz. IH) 7.52 (d, J=8. OHz, 2H) 





jl^M- (4-/ h * ->-3- 12- [4- ( h- U y)V^u^ ?M 7i^v] ^ > 



Br 



126 



WO 01/25181 



PCT/JPOO/06788 



S-Jot-Z-* h*i/SAS83. 0g*«i6«"l9a) iP?ttl:«IL, S-T'ot-Z-* 

'H-NMR(CDC),) (5 : 2. 20 (m. 1H) 3. 82 (s. 3H) 4. 64 (d. J=6. OHz, 2H) 6. 77 (d. J=8. OHz. 
1H) 7.37 (dd. J=2. 0, 8.0Hz, 1H) 7.52 (d. J=2. OHz, 1H) 



U A-(hV7)\'*a*?-)D'<>-J)i'7u5. H2. 6g£«):l>'7k?JHfc:h h 'J £ A (60SM 
#)0. 22g£iDA, MT16»IHMt#Lfc. £«ti7K£J0;L> yXfJU-fil/T' 

fiftx^ (9:1) 8tfJ#H± 94-70^-1-* h^v-2- ( I [4- ( MJ 7 

'H-NMR (CDC 1 3 ) 5: 3.80 (s, 3H) 4.57 (s. 2H) 4.64 (s, 2H) 6.77 (d, J=8. OHz, 1H) 

7.37 (dd, J=2. 0. 8.0Hz. 1H) 7.50 (d. J=8. OHz. 2H) 7.52 (d, J=2. OHz. 1H) 7.61 
(d. J=8. OHz. 2H) 
»iS0U26c) 



h4 ->-2- ( I [4- ( h u 7 ;m- □ / ^ > v;H * * v u ? m 

^>iz>l.4g Srxf^t HD75>15nlC»#L, -78t:»;:?fr*PUfcl&, n-7'5 1 ^ 
U^7A (I. 5M^>*>Stfc)3. Oml£»QAfc„ £ffii££-78T:T30#M*#Lfc&, 
N-^;i/5JU^rJl/*'J >0.45ml^jJ0^> ^grTl^WUfc. K^IC1N^€:JQ 

l^, ^\+it>-iV^X5 1 ^ (3:1) ^lil^ilcfc 04-/ h + v-3- ( I [4- ( h 'J 7;M"D * 
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'H-NMR (CDC1 3 ) 5 : 3.92 (s, 3H) 4.63 (s, 2H) 4.70 (s. 2H) 6.99 (d. J=8. 0Hz. IH) 
7.51 (d, J=8. 0Hz. 2H) 7.62 (d. J=8. 0Hz. 2H) 7.84 (dd. J=2. 0. 8.0Hz. 1H) 7.98 
(d, J=2.0Hz. 1H) 9.90 (s. 1H) 



. 4 _p< h*>>-3-(|[4-(HJ y)V^u^^M^>i/)V)^r^^]^J-M^>X7)V 
xtKO.42g£S!!i60Jla)l;:8c#, ttifiMlb) £R«fcffl8U X^;U2- (4-* v 
-3- ( I (4- ( h U 7 )V* n * ^yVM -» * ^ > v;H 
0. 33g£ft&. 

'H-NMR (CDC I,) 6 : 0.91 (t, J=7. 6Hz, 3H) I, 16 (t, 1=7. 2Hz. 3H) 1.52-1.68 On. 2H) 
2.50-2.57 (m. 1H) 2.70 (dd, J=6. 8. 14. 0Hz. 1H) 2. 88 (dd. J=8.4, 14. 0Hz, 1H) 
3.80 (s, 3H) 4.01-4.10 (id, 2H) 4.57 (s, 2H) 4; 64 (s. 2H) 6.78 (d. J=8. 0Hz, 
1H) 7.06 (dd. 1=2.0. .8.0Hz. 1H) 7.19 (d, J=2. 0Hz. IH) 7.50 (d. J=8. 0Hz, 2H) 
7.61 (d, J^8.0Hz, 2H) 
HM#J26e) 



X^JU2- [4-X h^->-3- ( I [4- ( I- U 7)V*u*?M 1>i?M 
1 > *J)l>)-7f J x- h 0. 33g£«#J 1 9e) £Wk\z.Vm U , 2- (4-* h * v-3- 
( I (4- (h U 7fr*u*?M ^>v;H 3-*5>l /?;W ^>v;H >8£0. 30g^r 



'H-NMR (CDC 1 3 ) (5 : 0.95 (t, J=7. 2Hz, 3H) l! 54-1. 68 (m. 2H) 2.55-2.62 fan. IH) 2.71 





(dd, J=6. 8. 13.6Hz, IH) 2.92 (dd. J=8. 0. 13.6Hz. IH) 3.79 (s. 3H) 4.57 (s, 
2H) 4.63 (s. 2H) 6.78 (d. J=8. 0Hz, IH) 7.08 (dd. J=2. 0, 8.0Hz, IH) 7.21 (d. 
J=2.0Hz. IH) 7.49 (d. J=8. OHz, 2H) 7.61 (d. J=8, 0Hz. 2H) 
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4-(h V7)l>*u*?)i>)$&&m. Utl-t h + ^>yjl'7SX Og^rN. N- 

^^1^ >-Mx^P JU (2 : 1 ) m itiftWX K> N 1 - (2- * h * > ~7 
;W -4- ( h'j 7JM- d * f ;W ^ >X7 5 K8. 7g£$fc. 
'H-NMR(CDClj) (5 :3. 89 (s, 3H) 4. 65 (d, J =5. 6Hz. 2H) 6. 70 (br, 1H) . 
6. 92 (d. J=8. 4Hz, 1H) 6. 95 (t, J=7. 6Hz, 1H) 7. 28-7. 36 (ra, 2H) 7. 68 (d. J=8. 4Hz, 2H) 
7. 86 (d, J=8. 4Hz, 2H) 




Nl-(2-^ h*v^>v;W-4-(MJ7;i/#D*^W^>X7S K8. 7g£ h U 7 
;^d»K20bIII**»L, ^If^f L/>rh7S>3. 9g£SQx., 85*CT3W 
Kf&S-frfc. Rffifc&MfcRU 7j<<h§*B£x3\>U£Jn;l, M{'^S?7K^7-h'J7 
£*PH=8fcft3*Tft];tfc. »a6x^;WT«lttSft, ffifPft*fi*Tft»L. &7K 

v H 77'^ 7-4 -KttU ^^-tt-V-rax^^ (2: )) ^tbil^ct ONI- (5-^;i/5;W- 
2-* h * >7;H -4- ( h 'J 7 □ * ^ >X7 5 K4. 2g£t#fc. 
■H-HMR (CDCla) 5 : 3.99 (s. 3H) 4.72 (d. J=5,6Hz, 2H) 6. 70 (br. 1H) 7.02 (d. 
]=8..4Hz. IH) 7. 68 (d, J=8. 4Hz. 2H) 7.83-7.90 (m, 4H) 9.89 (s. 1H) 
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o 



Nl - (5-*;U5;W-2-^ Y^vOVM -4- ( h U 7Wo^iH ^>X7 5 HI. 5g 
£ HI/X>l5nl(CJ8fl¥U 2. W7Uy>xt>0. 52g, tTn U >?>36rag*s«J:tX 

#rffiL£iS B t i£i!!>3xU KKx^Tifls^Lfca, NI- I5-K2, 4- 

v 5 7 - 1 .3-^ 7 7 7 >-5--f U x » * 3S>W -2- ;* h * •> ^ > 5?; W -4- ( h 'J 7 
)l*u*?)V)*>X7S. K1.4g£$fc. 

'H-NMR (DMSO-d t ) 6 : 3.90 (s. 3H) 4.47 (d. J=5. 6Hz. 2H) 6. 70 (br. 1H) 7.17 (d, 
J=8. 8Hz. 1H) 7.40 (s. 1H) 7.54 (d, J=8. 8 Hz. 1H) 7.70 (s, 1H) 7. 87 (d. 1=8. 0Hz. 
2H) 8. 13 to. J=8. 0Hz, 2H) 9.23 (t. 1=5. 6Hz, 1H) 




F Q 



l~7)V*a-4-[bV7)V*n*?-M$MMWLL 5g£2-* h*i"<>iVl7 =i> 
0. 9Og*Slie0H27a) t H*fc$!&S U Nl- (2-* h * >W -l-7)V*n-4- ( S 




'H-NMR (CDC lj) <5 : 3. 90 (s, 3H) 4.67 (d. 1=4. 8Hz, 2H) 6.90-6.96 On. 2H) 7.25- 
7.39 (m. 4H) 7.52 (d. J=8. 0Hz. 1H) 8.24 (t, 1=8. 0Hz. 1H) 




F 0 
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'H-NMR(CDCIj) <5: 4.00 (s. 3H) - 4. 72 (d. J=5. 6Hz, 2H) 7.03 (d. J=8. 0Hz. 1H) 
7. 32 (br. 1H) 7.40 (d. J=12. 0Hz. 1H) 7.53 (d, J=8. 0Hz. 1H) 7.84-7.88 (id, 2H) 
8.25 (t. J=8.0Hz. IH) 9.89 (s. 1HL 



N 1- (5-*^ 5 H + i"< > S JM -2-7 a-4- ( h U □ * ^ > 

X7 5 HI. lgS;*JSiRJ27c)tRI»K:ftiaU Nl- 15- [ (2. 4-5WPV-1. 3-^7V5 
>-5--f 'Jr»^?JW-2-/h+y^> 5*;W -2- 7 P-4- ( H U 7JP* □ * 
;W^>X7 5 H0.70g£t#fc= . 

'H-NMR (DMS0-d 6 ) 6 : 3.89 (s, 3H) 4. 45 (d. J=5. 6Hz, 2H) 7.18 (d. J=8. 8Hz, IH) 
7.44 (d. J=2. 0Hz. IH) 7.55 (dd. J =2. 0. 8. 8 Hz. IH) 7.68 (d, J=8. 0Hz, IH) 7.71 
(s, IH) 7. 83-7. 90' (ra, 2H) 9.02 U. J=5. 6Hz, IH) 



. Nl- 15-1(2. 4-v**y-l. 3-5 L 7 77>-5-'f Uf» *?\>U-2-* H*v^>-7 
;W-4-(h'J 7)l*n*?)V) ^>X7S KO. 55g«rN. N-v;>WU*JUA7S K20ral 
£S»U 10V^v7AmIsO. 60g£iQA> 50g> 15kg/citoJ<3&flniIT16l^ra$j| 

JUT'ttliiJ Lfc, WflSISSrfiSfD-^JgTKT^b. **zKfi£& V £'*v7 ATti Lfc. 
*«E£«flET®5&U 88fc->L>#y;U*5A0D^H^'77*-i::ttU ^^it 
>»SxfJI' (1 : 1) ^ttS^Hi ONI- 15- ( (2. 4-v;**V-l. 3-^77*7 >-5--f M 
*?-M-l-* h + y^yyJU-flh'J 7;U* □ ^>X7 5 HI. 2g*$fc. 



-4-(H'J7;i/^a^9 1 ;i/)^.>X7^ Hi. izZ'&tz 
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'H-NMR (DMSO-dj) 6 : 2.99 (dd, J=9. 2, 17.5Hz. 1H) 3.28 (dd, J=4. 0. 17. 5Hz. 1H) 
3. 79 (s. 3H) 4. 42 (d. J=5. 6Hz. 2H) 4. 79 (dd. J=4. 0. 9. 2Hz, 1H) 6. 93 (d. J=8. 4 
Hz. 1H) 7.08 (d. J=2. 0 Hz, 1H) 7.10 (dd. J=2. 0. 8. 4Hz. 1H) 7.84 (d. J=8. OHz. 
2H) 8. 08 (d. . J=8. OHz. 2H) 9. 05 (t, J=5. 6Hz. 1H) 



Nl-|5-[(2, 4-v^V-l, 3-^77^ >-5-f Uf» ^?M-2-^ h + ~>^>v 
)l)-2-7)l*n-4- (h »J 7)V*U*TM ^>X7 5 HO. 70g££B£#l29) tmm\Z 



i/)V)-l-7 )M-a-4-(h'J7 )V*U *3-)l)y<>>X7 5 FO. 47g£#fc., 
'H-NMR (DMS0-d 6 ) 6 : 3. 01 (dd. J =9. 6. 18. OHz. 1H) 3. 31 (dd. J =4. 0, 18. OHz. 1H) 3. 79 (s. 
3H) 4.40 (d. J=5. 6Hz. 2H) 4.81 (dd. J=4. 0. 9. 6Hz. 1H) 6.94 (d. J=9. 2Hz. 1H) 
7.12 (m. 2H) 7. 66 (d. J=7. 2Hz, 1H) 7. 80-7. 84 (m, 2H) 8. 88 (t. J=5. 6Hz. 1H) 

M#J31a) 



MeO ^ 

h^->^>yjl.7$ >13. Og£7 h7k }tU7 7>m)\Z®ffiL, 

h 16gtf)7 h7tHD77> (20ml) femZhUXtz. MTH^m # 

u %=^^ n-(2-/ h+->^>v;U7j;uA^-M9. og£*#fc„ 

'H-NMR (CDClj) 5:1. 45 (s. 9H) 3 V 84 (s. 3H) 4.27-4.33 (m, 2H) 5.01 (br. 1H) 6.84 
(d. J=8. 8Hz. IH) 6.94 (t. J=8. 8Hz, 1H) 7.23-7.29 (m. 2H) 
MS m/e (ESI) 440 (MH*) 




F Q 



®Ib. Nl-l5-K2.4-v^y-l. 3-5 1 777>-5--f;U)^?;W-2-^ h*v"<> 
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BocHN 




fgHT'^l' N- (2-* h*5"OS?;M t>)Vrt*- h6. 04g£7-tz h~ h UMOul 



^ h + v^>v;W *JUA^— h6. 97g£#fc. 

'H-NMR (CDC1 3 ) 6: 1.45 (s, 9H) 3. 62 (s. 3H) 4.26 (d. J=6. 4Hz. 2H) 4.97 (br, IH) 

6.72 (d, J=8. 8Hz, IH) 7.34 (dd, J=2. 8, 11. 2Hz) 7. 35 (s. 1H) 

§!!i£#J31c) 



N-(5-7 r nt-2-.* h^^^>v;H*;UA*^-hl. 015g, -7-^PPt* 
^(h'J7x-;l/*7.7^»A7v^A(II)45nig, h 'J -7A330mg, 

hU7x^;U*7.7^>17nig^M7j<N.N-v^5 1 ;^UA75 KfcjgflPU -Kft^- 



<\*-*)->-ffl&x?)V (3:0 i§tB#i®ck o hh:t>;u n- (5-*;U5 h^F~>^< 
> v;W # JU A'/ - h 640mg£*§/c, 

'H-NMR (CDC1 3 ) 6 : 1.45 (s. 9H) 3. 94 (s. 3H) 4.36 (d. J=6. OHz, 2H) 5.00 (br, 1H) 



= Zf^)l^^)VX-T^t^^><Dmi&"Cm^L, 31=7*^ N-(5-7'p^-2- 




6.98 (d, J=8. 4Hz, IH) 7.80-7.83 (in, 2H) 9.88 (s, 1H) 
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fg)80nil£xb7t Kb7 7>40mlT#fRU ^"CKiftiPL^ x5 1 ;U2--fV7' 
□ #*->if&]|. 68g©xK5t KD77>(10oil)&f££JO;lfc. 30#M#L*:&. 
tert-7*^ N-(5-*^S;U-2-/ h^v^>v;H h 10. 73g©T-K7t 

Fu7 5>>{\M)®mzto?i, w\zm®M&istz'ik, mumtyy^-o a?k& 
t 7'* v7a -OH* l feo £MJ£T®£ l , as * -> u * 7 A 7 □ t h 

7*7 7^-l:T*it§5IL(t§tM$ : ^>-B«i^H, X^;U 3- (3- [ (tert-7" 
h * >#=JW 7 5 /] / ^-4-* h^>7i -;M -3- 1: F □ * *>-2-< 7 7° 

D^^D/vi-Kiu^Dftfci^ \s*&<Dm&m i2. 8gs^6»tt«i 

'H-NMR (CDC1 3 ) 6: 

0. 99 (d. J=6. 1Hz. 3H) 1. 15 (d. J=6. 1Hz, 3H) 1. 19 (t, J=7. 6Hz, 3H) 1. 44 (s. 9H) 

2. 91 (d, J=5. 2Hz, 1H) 3. 43 (sept, J=6. 1Hz, 1H) 3. 83 (s, 3H) 4. 03 (d. J=6. 3Hz. 1H) 
4. 12 (q, 1=7. 6Hz. 2H) 4. 29 (d. J=6. 6Hz, 2H) 4. 86 (dd, J=5. 2. 6. 3Hz. 1H) 

4. 99 (t. J=6. 6Hz. 1H) 6. 81 (d, J=8. 7Hz, 1H) 7. 23-7. 29 (id, 2H) 

6 :1. 11 U, J=6.9Hz,3H) 1. 17 (d, J=6. 1. Hz, 3H) 1. 19 (d, J=6. 1Hz. 3H) 1.44(s. 9H) 

3. 00 (d. J=4. 4Hz. 1H) 3. 63 (sept. J=6. 1Hz, 1H) 3. 83 (s, 3H) 3. 95 (d, J=5. 9Hz. 1H) 

4. 08 (q. J=6. 9Hz, 2H) 4. 29 (d, J=6. 6Hz, 2H) 4. 80 (dd, J=4. 4. 5. 9Hz. 1H) 
4. 99 (t. 1=6. 6Hz, 1H) 6. 81 (d, J=8. 7Hz. 1H) 7. 23-7. 29 (m, 2H) 
Siii^J31e) 




JL?)l 3-(3-[(terl-7 h*v#JU*x;H 75/] ^^;U-4-pt h^->7x- 
M -3-t F D*->-2--f 7 7°o^4->7'daV x- h (x'J xnft&Xtfz 
05iS£&)24. 7g£ h 'J 7)ljrnffim0MlzmML. h 'Jl^k>7 >96ml£j!)Q;L> 
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38WIBHJt#Ufc. 8«E£«BETg£U «tt£3Mfi»300ilfc^*1*>200ilfc»# 
ifttB-©X5F;P3-[3- (75 7 >WM -4-* v7x-;U]-2-T V7'n^y 

nmmzu) 




2L?M- [3- (7 5 J * -4-* h * is? ±-M -2-< V 7*D y^DA y 
x- h 18. 67g45J:tf HJ X^;P75 >7. TgCO^X^^X-x^ (300ml) JgffcfcTKfc 
T2, 4-v7 d □^> , /-r;P^ o >J Kl5,9g©-7 h7kh'D77> (15ml) i£?££r&T 
Lfc. *&TT30#, Mfc£fiT30#S8#U£&, 500m IK £^ mm 

X^MOOmlTtttBl/fc. *«1 h U ">AtK**200bK tS?Dj^^ 

7K^^-h'J , yA200mK i5«t^tgfP^7K200mlTHIS«^Lfcm, «bK«*v^* 

7 7-f-fcT«»L(*tii»«E : ^-y-V-g^X^H, tlcM^lC'H-nmrtl^ViT 
HMWlg) T»fc<k^«StH-OX^;P 3- (3- I [(2, 4-$?* o JM 7 5 

y)y^;H -4-* h+v7i-)H-MVy'D^->/'D/Vl- h28. 2g£M 

«#J31g) 




X^JU 3- [3- (7S J -4-/ h*->7xXjH-2-< V7*D^^v7*o^ 



135 



WO 01/25181 



PCT/JPOO/06788 



j3L-vtiA-i?ouu%m&z%m\m)twimz9mL, 3- (3- 

I [ (2, 4-y^DO^> , /i , JH75/)^^H-^h + y7i -M -2--T V 7* □ # 

•H-NMR (CDCl,) 6 :0. 95 (d. J=6. 0Hz. 3H) 1. 14 (d, J=6. OH2. 3H) 1.23 (I, J=6,8Hz. 
3H) 2. 87 (dd, J=8. 4. 13. 6H2. 1H) 2.94 (dd, J =4. 8, 13.6Hz. 1H) 3.50 (sept. J =6. OHz. 
1H) 3.84 (s. 3H) 4. 01 (dd, J=4. 8, 8. 4Hz, 1H) 4.05-4.20 (in. 2H) 4.61 (d, J=5. 6Hz. 
2H) 6. 74-6. 84 On. 1H) 6. 79 (d. J=8. 4Hz. 1H) 7. 16 (dd. J=2. 0. 8. 4Hz, 1H) 
7. 22 (d. J=2. OHz, 1H) 7. 29 (dd, J=2. 0, 8. 4Hz. 1H) 7. 39 (d. J=2. OHz, 1H) 
7. 64 (d, J=8. OHz, 1H) 



CI 0 




uss^jid) tmm\zmmv, a-fj-iKu-^oD^y^jujs;]^? 

M -f^h^->7i-JH -2-f V 7 □ v 7 □ 

'H-NMR (CDCl 3) 5:1.02 (d, 3=6. OHz. 3H) 1.16 (d. J =6. OHz, 3H) 2.91 (dd. 
J=7. 2. 14Hz. 1H) 3. 04 (dd. J=4. 0. MHz, 1H) 3. 56 (sept, J=6. OHz, 1H) 3. 84 (s. 
3H) 4.09 (dd. J=4.4. 7. 6Hz. 1H) 4.60 (d, J=6. OHz. 2H) 6.81 (d. J=8. 4Hz. 1H) 
6. 83 (a 1H) 7.16 (dd. J=2. 4. 8. 4Hz, 1H) 7.23 (d. J=2. OHz. 1H) 7.29 (dd. J=2. 0. 
8. 4Hz, 1H) 7.39 (d, J =2. OHz. 1H) 7.64 (d, J=8. 4Hz. 1H) 




3- (3- I [ (2, 4- x 7 □ □ ^ > V< M 7 S J ) * ?M ; -4-/ h * v 7 x X JU) -2-< 
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ffl. 3ml £to**BET*ttfc«*U 3- (3- I [ (2. 4-v7 o □ 'O VW M 7 5 7) * 

'H-NMR (DMSO-dj) 5 :. 0. 79 (d. J=6. 0Hz. 3H) 0.97 (d, J=6. 0Hz. 3H)' 2. 51 (dd, J=9. 2. . 
13.6Hz, 1H) 2.79 (dd, J=4. 0, 13. 6Hz, IH) 3.48 (sept, J=6. 0Hz, 1H) 3.63 (dd. 
J=3. 6, 8. 8Hz, IH) 3.75 (s. 3H) 4. 35 (d, J=6. OHz. 2H) 6.82 (d, J=8. 4Hz, 1H) 7.07 
(d. J=7. 6Hz. 1H) 7.15 (s, 1H) 7. 48 (s. 2H) 7. 67 (s, 1H) 8.87 (t, J=6. OHz, 1H) 




yx-ht4-^PP-2-7;P^D$B§^^«^J19d) tnmm^L, 

3- (3- 1 [ (4- 7 P 0-2- 7 ;M" □ ^ > 7 -T M 7 5 J ) * ?M -4- ;* h * 7 x -M - 

2-< v 7*p >y" tin yi-h 

'H-NMR (CDC 1 3 ) 6 : 0.95 (d. J=6. OHz, 3H) 1.13 -(d. J=6. OHz, 3H) 1.22 (t, J=7. 2Hz. 
3H) 2. 86 (dd, J=8. 0. 14Hz, 1H) 2. 93 (dd. J=4. 8. 14Hz. 1H) 3. 49 (sept,. J=6. OHz. 
1H) 3. 86 (s. 3H) 4. 00 (dd, J=5. 2. 8. OHz. 1H) 4. 05-4. 25 (m, 2H) 4. 62 (d. J=5. 6Hz.. 
2H) 6. 80 (d. J=8.4Hz, 1H) 7. 10-7. 20 (m. 2H) 7. 20 (d. J=2. OHz. 1H) 7. 23 (dd. J=2. 0. 
8.4Hz. 1H) 7.2-7.35 (id, 1H) 8.06 (t. J=8. 4Hz. 1H) 
M#J32b) 




%mm id) t mmttUfcT'i- (3- 1 [ (4-7 p p-2-7 )\<* □ ^ >tw My* a* 

?-M-<\-* h + ->7x-^)-2-r77°P^+v7'PA°>gt$:#fco 
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'H-NMR (CDCI 3 ) 6: 1.01 (d. J=6. 0Hz. 3H) 1.15 (d, M. OHz, 3H) 2.90 (dd. J=7. 6, 
HHz, IH) 3.04 (dd. J=4. 0, MHz. 1H) 3.55 (sept. J=6. OHz. 1H) 3.87 (s. 3H) 
4. 09 (dd, J=4. 0. 7. 6Hz. 1H) 4. 62 (d. J=5. 6Hz, 2H) 6. 82 (d, J=8. OHz. 1H) 
7.08-7.18 (ra, 2H) 7.16-7.28 (m. 2H) 7.24-7.38 (m, IH) 8.05 (t. J=8. 4Hz. 1H) 
«#132b) 




HiiSWlc) tftmtefi&T'Z- (3- I [ (4-£ □ D-2-7Mo^>7-f;K7S;] ^ 

'H-NMR {DMSO-d 6 ) 5 : 0. 77 (d, J=6. 4Hz. 3H) 0. 95 (d. M. OHz. 3H) 2. 53 (dd. J«9. 2. 
14Hz. IH) 2. 79 (dd. J=3. 2. 14Hz. "lH) 3. 46 (sept, J =6. OHz. IH) 3. 64 (dd. J =3. 6, 
9.2Hz. IH) 3.76(s. 3H) 4.38(1. J=5. 2Hz. 2H) 6.82(d. J=8. 4Hz. IH) 7. 07 (d. 
J=8.8Hz. IH) 7. 10 (s. IH) 7. 36 (d. J=8. 4Hz. IH) 7. 53 (d. J=10Hz, IH) 7.67(1. MHz. 
IH) 8.76(0. IH) 

^B^J33a) 



0 




JL?)V 3-(3-(7$y^^^)-4^ h+y7xn;H-2-f77 , o*^'>7*D^ 

JL?)l 2-<V7'D^+->-3-[4-^ h*->-3-(ll(2-* h*->-6-*3MU-3-k?U ~J 

'H-NMR (CDC 1 3 ) 6 : 0.95 (d, J=6. OHz. 3H) 1.12 (d. J =6. OHz. 3H) 1.21 (t, J =7. 2Hz. 
3H) 2. 47 (s, 3H) 2. 86 (dd. J=8. 4. 14Hz. IH) 2. 93 (dd, J=5. 2, 14Hz, IH) 3. 49 
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(sept. J=6. OHz, 1H) 3.89 (s. 3H) 4.00 (dd, J =4. 8. 8.0Hz. 1H) 4.04 (s, 3H) 
4. 1-4. 2. (m, 2H) 4. 62 (d. J=6. OHz, 2H) 6. 80 (d; J=8. 4Hz. 1H) 6. 86 (d. J=7. 6Hz. 
1H) 7. 14 (dd, J=2. 0. 8. OHz. 1H) 7. 20 (d, J=2. OHz. 1H) 8. 39 (d, J=7. 6Hz. 1H) 
8.42 (m. 1H) 
H»33b) 




nmm&) tmm^mz&v'i-iv-juif^^-z-tt-* b*v-3-d[(2-* h- 

+ ->-6-^^-3-f'J VM tDVts'M 7 5 J 1 7i-M 7°un>^% 

•H-NMR (CDC1 3 ) 8: 1.03 (d, J=6. OHz, 3H) 1. 14 (d. J=6. 4Hz. 3H) 2.47 (s, 3H) 2.90 
(dd, J=7. 2, MHz. 1H) 3. 04 (dd. J=4. 4. 14Hz. 1H) 3. 56 (sept, J=6. 4Hz, 1H) 3. 89 
(s, 3H) 4.06 (s. 3H) 4. 0-4. 15 (m, 1H) 4.61 (d, J=4. OHz. 2H) 6.81 (d, J=8. 4Hz. 
1H) 6.86 (d, J=7. 6Hz, 1H) 7.12 (dd. J=2. 0, 8. 4Hz. 1H) 7.20 (d, J=2. 4Hz, 1H) 
8. 37 (d, J=7. 6Hz, 1H) 8. 48 (m. 1H) 
31M34 




jl^)V 3- [3- (7 5 J * -4-/ h * is? x - M -2-< V 7*d isy'un 

3-(3-H(4-^od-2-^ h^->^>vw;u)75y]^^;n-4-^ 

'H-NMR (CDC l 3 ) 6 : l. 02 (d. J=6. OHz, 3H) I. 14 (d, J=6. OHz, 3H) 2.90 (dd, J =7. 6. 
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14Hz. 1H) 3.03 (dd, J =4. 4, 14Hz. 1H) 3.56 (sept. J=6. OHz. 1H) 3.88 (s. 3H) 
3.94 (s. 3H) 4.05-4.15 <m, IK) 4.61 (dd, J=2. 0. 6.0Hz. 2H) 6. 81 (d. J=8. 4Hz, 
1H) 6.95 (d, J=2.0Hz. 1H) 7.05 (dd, 3=2.0. 8. 4Hz, 1H) 7.13 (dd. J=2. 0. 8. 4Hz, 
1H) 7.20 (d, J=2.0Hz, 1H) 8.14 (d, J=8. 4Hz. 1H) 8.28 (t, J=5. 6Hz. 1H) 
«ffJ35 



x^;u 3-(3-(7ay *9M-a-* h+^>7x-)H-Hv^o^y7'D;t 
;x-^2, 6-s>* h+'>-n^>^^«^j20d) \zmt, mmmw tmm\z& 

gU 3- [3- (11(2.6-^^ h + y-3- 1 U v^M ^ J^'iH 7 $ ; I / -4-^ h 

'H-NMR (CDC 1 3 ) <5 : 1.00 (d. J=6.4Hz, 3H) 1.13 (d. J=6. 4Hz, 3H) 2.89 (dd. J=7. 6, 
14Hz. 1H) 3.03 (dd. J=4. 4. MHz. 1H) 3. 55 (sept. J =6. OHz. 1H) 3.88 (s, 3H) 
3.95 (s, 3H) 4.07 (s. 3H) 3.8-4.2 (m, 1H) 4.60 (dd, J=l. 6, 6.0Hz. 2H) 6.41 
(d, J=8.4Hz, 1H) 6. 80 (d. J=8. 4Hz.. 1H) 7.13 (dd. J=2. 0. 8. 4Hz. 1H) 7.21 (d. 
J=2. OHz, 1H) 8.32 On. 1H) 8.41 (d. J=8. 4Hz, 1H) 

S!B£#J36a) 



2--f V7" aif^'>mmMU h >J = > 360ml Ox H y t H 07 y > 

(41)^^$-25 , CtC^3fiPL. 2, l-i>* : 3-)V7'urt;'i )\, H92ml^riTLfem, 
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^it % /D>-2-^->i20g^ii»A, &UT-m\z-mmwLtc&, u 

MS) -4-^>^;U-3- (2-f V7'D#+y7tfJH-l, 3-**1f Vd >-2-^> 
106. 6g*<Rfiffl^tti: LTfL 

'H-NMR (CDC 1 3) <5 : 1. 17 (d. J =6. 0Hz. 6H) 2. 81 (dd. J =9. 5. 13. 4Hz. 1H) 

3. 35 (dd, J=3. 2. 13. 4Hz, 1H) 3. 74 (sept. 1=6. OHz, 1H) ) 4. 24 (dd. J=3. 5. 9. 3Hz) 

4. 29 (t, J=9. 3Hz, 1H) 4. 65 (d. J=19. 5Hz. 1H) 4. 69 (m. 1H) 4. 70 (d. J=19. 5Hz, 1H) 
7. 22 (d. J=7. 2Hz, 2H) 7. 30-7. 45 (m. 3H) 




(4S) -4-^>v;W3- (2-< yya^vTt^H-l, 3-**+? V*o >-2-*> 

127. 4gco hji/x>(4i) mm^mftizfrrtT-imz^w^'ik. *Mn<D&mz 

h 'J X^75 >28. Og^JPAfco l^ja^-70 < C$:^A^^)iSt ! > f ^;^a > h 
•J7l/-h UMS^oo**>8i8) 232ml SilSTLfc. i«TI£50#*#Lfc&, 1*1 

$-70*0 Lit tert-T^U N- (5-*^5^-2-^ h^F->^>> f ;U) fcJUA'*- 
h 0>*J9 u u * ? XI. 41) Jg«c£;fc *-;H£f ijffl LTiP*.. -75T:T-30#}!# Lfc 
1 WW £ * ttTrt 1 0#« 1 O'er OOt: £ T±# £ Or T75$H*# 
Lfd£> **y-;H.21l, pH7/N'u/7 7-(U>^m=i7K^^-hUC7A-^X> 
$0 0. 6051, *J;i;iiKft7K*(30XzK*tt)0.2621©jB^*fttOiLfc. -O.CSJSig 
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(5-(lR. 2S) -3-[(4S)-4-^>v';U-2-:**7-l. 3-^^77 >-3--f ;P]-l-t Ho 

*->-2--r tOk-2-* h+ v^>v;w www- h 

•H-NMR(CDC| 3 ) «5 : i. 17 (d, J=6. 2Hz. 3H) 1. 21 (d. J=6. 2Hz. 3H) 1. 43 (s, 9H) 

2. 75 (dd, J=9. 6. 13. 2Hz. 1H) 3. 02-3. 15 (br. s, 1H) 3. 24 (dd, J-3. 6, 13. 2Hz, 1H) 

3. 64-3. 73 On, 2H) 3. 83 (s, 3H) 4. 02 (d, J=8. 2Hz. 1H) 4. 23 (dd, J=6. 2. 15. 6Hz. 1H) 

4. 31 (dd, J=6. 4, 15. 6Hz. 1H) 4.46(m,lH) 4. 78 (d, J=5. 6Hz, 1H) 4. 99 (m, 1H) 

5. 42 (d, J=5. 6Hz, 1H) 6. 83 (d. J=8. 3Hz. 1H) 7. 19 (d. J=7. 2Hz. 2H) 7. 26-7. 39 (m, 5H) 



M^le) tnm\Zi^{-y'^-)V N- (5- (1R. 2S)-3-[(4S)-4-^>>>JU-2-**7- 
1. 3-=a-*1iV5>-3-f JU-l-fc 7'p k'Jh 

2-* Y^s^yVM h8. 96g£ig7tL7c^ ffi£/£#i(;:4N£l£§t8tX3 1 

'vHJ->T?!B»U ±!B^^HTr5t^L, (4S) -3- (2S) -3- [3- (7 5 

1. 3-;t*W5>-2-*>i&i?&7. 89g£ffi£Eft<!:L-a#7c. 

'H-NMR (CDC1 3 ) <5 : 1. 00 (d. J=6. 3Hz, 3H) 1. 14 (d. J=6. 3Hz, 311) 2. 77-2. 85 (id, 2H) 

2. 94 (dd, J=3. 5. 1 1. 9Hz. 1H) 3. 28 (dd, J = l. 7, 12. 8Hz, 1H) 3. 50 (sept. J=6. 3Hz, 1H) 

3. 82 (s, 3H) 4. 10-4. 19 (m, 4H) 4. 64 (in, 1H) 5. 28 (dd, J=3. 5. 7. 9Hz, 1H) 

6. 81 (d, J=8. 4Hz, IH) 7. 20 (d, J=7. 0Hz. 2H) 7/25-7. 34 On, 5H) 8. 25 (br. s, 3H) 
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• M W 1 f) t mmz (4S) -3- (2S) -3- [3- (7 5 J * ?M h * 5/ 7 x-JH - 

2-<y7D#Dv7o/v^;i/-4-^>y;M. 3-**ify*7>-2-#>:!fiKi& 

£flbfc, v<y7°otf;Wx-x^60mlf\+1i->120inl&«i»^, ^ttS^^M 
b , N 1 - (5- (2S) -3- [ (4S) -4-^ > V- 1. 3-^1t* */5 >-3-< ;H -2-T V 

7° □ # * ->-3-* * V 7° □ tf ;U-2- ;* h * "y VM -2-7 ;M" O -4- ( h 'J 7 JM" 

'H-NMR (CDC 1 3 ) 6 : 1. 04 (d, J=6. 2Hz, 3H) 1.16 (d. J=6. 2Hz, 3H) 
2. 75 (dd, J=10. 1, 12. 6Hz. 1H) 2. 88 (dd. J=7. 9, 13. 9Hz, 1H) 

2. 93 (dd, J=4. 7, 13. 9Hz, 1H) 3. 32 (dd, J=3. 5, 12. 6Hz, 1H) 3. 52 (sept, J=6. 2Hz, 1H) 

3. 86 (s, 3H) 3. 98¥. J=8. 5Hz, 1H) 4. 1 1 (dd. J=2. 6, 8. 5Hz. 1H) 4. 56 (m, 1H) 

4. 65 (d, J=5. 9Hz, 2H) 5. 34 (dd, J=4. 7, 7. 9Hz, 1H) 6. 8 (d, J=8. 7Hz. 1H) 1. 20- 
7. 38 (n. 8H) 7. 56 (d. J=8. 7Hz, 1H) . 8. 34 (t. J=8. 7Hz. 1H) 

«0ll36e) 




§^#j36b) tWim\Z (4S) -4-^>vJU-3- (2->f 7 7d#*v7-fe5MU)-l, 3-** 
If V □ >-2-* > 1. 39g<hN 1- (5-*;W5 * h * > -2-7 ^ □ -4- ( b 
•J 7;^D^^)^>tf= HO. 89g^e>Nl-(5-(2S)-3-[(4S)-4-^>v?;P-2-^+ 
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7-1, 3-tf*+>V7 >-3--f ;H-l-t Kp + x-2--f V 7 □ ->-3-?r* '^of 
)l-2-t > -2-7;i/tf p-4- ( h y 7;i/* □ * ^ >X7 ^ K 1. 36g 

'H-NMR (CDClj) 6 : 1. 15 (d. J=6. 0Hz. 3H) 1. 20 (d. J=3Hz, 3H) 

2. 67 (dd. J=9. 6, 13. 4Hz, 1H) 3. 05-3. 14 (br. s, 1H) 3. 25 (dd. J=3. 8, 13. 4Hz. 1H) 

3. 61 (t, J=8. 6Hz, 1H) 3. 67 (sept. J=6. 0Hz. 1H) 3. 86 (s, 3H) 3. 93 (dd,- 1=1. 7, 8. 6Hz, 1H) 

4. 44 (in, 1H) 4. 60 (dd, J =5. 2. 14. 1Hz, 1H) 4. 66 (dd, J=5. 2, 14. 1Hz) 

4. 79 (d, J=5. 8Hz, 1H) 5. 42 (d. J=5. 8Hz, 1H) 6. 88 (d, J=8. 7Hz. 1H) 7. 19 (d, 1=7. 1Hz. 2H) 
7. 27-7. 33 (in, 4H) 7. 36 (dd, J=0. 8, 1 1. 1Hz. 1H) 7. 39 (dd, J=2. 0, 8. 0Hz. 1H) 
7. 44 (d, J=7. 7Hz, 1H) 8. 03 (t. J=7. 7Hz. 1H) 




m&mZ\e) <h[W)^t'Nl-(5-(2S)-3-[(4S) -4-^>vJU-2-;t*V-l. Z-**+fV? 

>-3--r M -i- 1 h p* ->-2— r v 7*p ->-3-** v 7°p tr;i^-2-^ h * > 

-2-7;i/^" d-4- ( h U yfrjrnt^M ^>X7 5 H 1. 36gfr 6 1 lcMZlXtd'H- 
rnnrll*5^TlS^J36d) Tt#fc<fc&$J<h|5]-£>Nl- (5- (2S) -3- [ (4S) -4-^>v;i/-2- 
3J-+V-1. S-t+fy^ >-3--f JH -Z-'f V y P^+->-3-^+ V ^ o tf;u-2-^ h 
* is* >V)\>) -l-7)V*u-A- ( h »J 7;M"P ^>X7 5 K 1. 30g£M&@ 

«0J36g) 
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WMM^lc) tmm\zm-(5- (2S) -3M(4S)-4-^>v^-2-**7-l, 3-tf*+lV7 

>-3--r ;W -2--f v^d^ ~s-%-*kv 7* □ \Z)V-i-* h * >^ > >?ju) -2-7 jm- 

□-4- ( h U 7 ;M- □ ;* * >X7 5 h* 6. 46gfr •=> 1 1 cMtf K 'H-nmr 
mU) T»fc^«tW-0 (2S) -3- [3- ([2-7;M-n-4- ( V^Vfr^ulf)),) * 
75 /^^;i/)-4-/ h^->7izjH-M v7p#*->7°p/\*>^ 

4. %\&*&&mmtLT®tz.<, mzftmz&zwm ■. 97. 1%. yt^mm ■. %. ne. e. 

mtiyA-.mmO. 5mI/niin;2-7 , PAV-;i':'\*-y->: h U 7;i/OBtB6= 
700:300:1). 

§^J37a) 



2-^ h^->^>^;P75>50inLfe«tr;trU-7>123mL©N 1 N-y/?M^A7 = 
H (400iL)J8«t5-10 o CtTZ. 4-77 □ □^>VWJl'7 □ 'J R5mL£l. 5P#ffeWtT 

A*®«£J:tf INzklSft:)- h 'J 7AzK»fiKtT#SRbfc. *«Ji*lN*»'fb± h U 
7Azkig$u lNtt«(x2), fiSIU^b7> : E-7A7j<^(x2), *5«kCJtffl^lAlfi*(3 

-x;K300bL)*J;^x^x— r;K500nL) KTHiiU BJB4fe£tt%< '7X^ 
JH-t^WcTWU Nl-(2-^h^v^>v;W-2.4-v^PP^>X75 H 
81. lg£»*ftiH*i:bTfcfc. 

'H-NMR (CDC) 3 ) <5 : 3.87 (s, 3H) 4.64 (d. J=6. 0Hz. 2H) 6.82 (br. 1H) 6.89 (d, 
J=8. 4H?„ IH) 6.92-6.98 (m. 1H) 7.26-7.32 (n. 2H) 7.35 (dd, J=2. 4, 7. 6Hz, 1H) 
7.40 (d. J=2.4Hz, IH) 7.65 '(d. ,J=8. 4 Hz, 1H) 
»ifi'«37b). 



CI 0 




145 



WO 01/25181 



PCT/JP00/06788 




CHO 



Nl- (2-* h*i"Oi?M -2. 4-v*£ □ nOXTS. F 10. OgCD h U 7)V*umM 
(200mL) mmz^*^*?- V >fh7S >9. 04g£ftlA, 50°C(CT23P#^ Wb/c. 

£]N7K&fl^h , J7A7ki£j#(x3). INtttt(x2), *J;l^«WlAtt*fcT«fc»L/fca» 

as&WKx^jutTsaufc. H^*£ttfi)u ^x^h:t^i. ni-(5-# 

•H-NMR(CDClj) <5 : 3.97 (s. 3H) 4. 68 (d, J=6. 0Hz, 2H) 6.81 (br, 1H) 7.01 (d, 
J=8. 4Hz, 1H) 7.31 (dd. J=2. 0, 8. 4Hz, 1H) 7.41 (d, J=2. 0Hz, 1H) 7. 68 (d, 1=8. 4Hz, 
1H) 7.85 (dd, J=2.0, 8. 4Hz. 1H) 7.90 (d, J=2. 0Hz, 1H) 9.88 (s. IH) 

«#J37c) 

CI O OH O O 



Sgi&$l36b) t mmz (4S) -4-^>xJU-3- (2-< 77d#* xT-fe^l/) -1. 3-tf* 
If 7a >-2-*>125. OgtNl- {5-*;i/S JU-2-* v» -2, 4-v£ do^ 

>X75 H 101. 9g#6>Nl- (5- (2S) -3- [ (4S) -4-^>-»-2-:**V-l. 3-:**1f 7? 
>-3-^ JH-l-tFo^ v-2-f 7 7 □ # * x-3-** 7 7 □ f J U-2- * h * > 
*JM -2, 4-y^OD^>X7 5 H 167. OgS&fiHttt LTftfc, 
'H-NMR (CDCI 3 ) (5 : 1. 15 (d, J=6. 2Hz, 3H) 1. 20 (d, J=6. 2Hz. 3H) 
2. 71 (dd, J=9. 5, 14. 1Hz, 1H) 3. 06-3. 15 (br. s, IH) 3. 25 (dd, J=3. 2. 14. 1Hz. IH) 
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3. 68 (sept. J=6. 2Hz. 1H) 3. 69 (dd. J=7. 8, 8. 5Hz. 1H) 3. 84 (s, 3H) 

3. 97 (dd. J=2. 1, 8. 5Hz. IH) 4. 44 On, 1H) 4. 58 (dd, J=5. 3, 13. 9Hz, H) 

4. 63 (dd. J=5. 3, 13. 9Hz. 1H) 4. 79 (d, J=5. 6Hz, 1H) 5. 40 (d, J=5. 6Hz. 1H) 

6. 73 (t, J=5. 3Hz. 1H) 6. 85 (d. J=8. 2Hz. 1H) 7. 16 (d. J=7. OHz, 2H) 7. 25-7. 34 On, 5H) 

7. 37 (dd, J=l. 9, 8,2Hz. 1H) 7.40(d. J=l. 9Hz, 1H) 7. 58 (d. J=8. 2Hz. 1H) 




g!ig#l31e) <hPI^HNl-(5-(2S)-3-[(4S)-4-^>v;i/-2-^+y-l, 3-t+f l /7 

>-3-^;i/]-i-t Ha^v-2-ryyp^^->-3-^vypf;i/-2-^ h*->^> 

)UHM\zmML. m^z'^m^ittcm. S M 7 7Pt>x-T-,'l'550nil ( h'\*1}-> 
800ml £)ifcJQ;L tfrfc^fciltEU Nl- (5- (2S) -3- [(4S) -4-^>v;i/-2-^*7 
-1. 3-^-^7*7 >-3--f ;H-2--f V7°a^+->-3-^^vyoti;i'-2-^ h*>^ 
>-7;H-2, 4-77pp^7X'7S H 1 19. IgZm&mW t LTifc. 
'H-NMR (CDC1 3 ) 5:1. 04 (d, J=6. 2Hz, 3H) 1. 17 (d. J-6. 2Hz. 1H) 

2. 96 (dd. J=9. 1, 13.3Hz. 1H) 2. 89 (dd. J =7. 8, 13. 2Hz. 1H) 2. 94 (dd, J=5. 3, 13. 2Hz, 1H) 

3. 30 (dd. J=3. 1, 13. 3Hz. 1H) 3. 53 (sept, J=6. 2Hz, 1H) 3. 84 (s, 3H) 

4. 02 (t. J=8. 4Hz. 1H) 4. 11 (dd, J=l. 6, 8. 4Hz, 1H) 4. 57 On, 1H) 

4. 59 (dd. J=6. 2, 14. 3Hz. 1H) 4. 63 (dd, J=6. 2, 14. 3Hz. IH) 5. 34 (dd, J=5. 3, 7. 8Hz, IH) 
6. 75 (t, J=6. 2Hz, 111) 6. 80 (d. J=8. 2Hz, IH) 7. 19 (d, J=8. 3Hz. 2H) 7. 22-7. 33 On, 6H) 
7.40(d. J=2. 8Hz, IH) 7. 63 (d. J=10. 3Hz. IH) 
^i£#J37e) 
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Nl- (5- (2S)-3-H4S)-4-^>5?^2-**V-1.3-**1f , /7>-3--r;W-2H , V 
:/D#*v-3-^*V7°nfcf;i/-2-p< h*S"0*?;M-2. 4-^^dd^>X75 K 
124. 9g©x h7tFD77>(1.6l) i^KzMOOml Sin*., -lOm^bfc^, 303! 
i§^t7jc^7Ki84ml<h7K^bU5 1 C7A20. 3g©7k (150ml) Jgtt&JK&ftl*., 4 £ CT24fl# 
WBWUfc. Htf-l(TCK:?&aiUfcft, 2MStttt*HJ£AzK8»M. 51&tq*., 5N 
JfiKTpH£2-3fcW8fSU BFttX^-JH. 51TttUJLfc. WM£fS7K«&K^**> 

$^X^;Px-7 1 ;i'-v^nD^^>04:l?g^^llT4lH]«]tBLfc. ^M«d 

*»*»ffiT«*Lfc. Si$iix^ji/-A^'it>^6ii^rBb, (4S)-4- 

^>^;P-3- (2-^V7"a#+->7tfJl/)-l, 3-^^1fl/a>-2-^>33. 7g£laliK 
Lfc. 7K/1 £5N&$?TpH£2-3i;:tBSoU y^DD/^>l. 51 £0. 51TjfitB i//t„ 

^Si^n^^^TttJIlfc^ i§«E£MJBETS£U tic 
MlXt'H-nirC*^TSig««l31b)T#fc^«It^-©(2S)-3-[3-([2 1 4-v^O 
□ ^> l /-fJH7$;^f;H-4-^h*y7i^H -2--f V7'D^^y7'oA , >S!t 
87. 7g£*#fc. HPLC»*ft«fcS*EfiE : 98. (0D# y U ; ffimo. 5nl/nin:2-7ci/V 
_;U;^^+>->: h ij 7;UD»*=700:300: 1) . E©ttte«fc*>-'J 5 A£ □ 

t^^>410Bl^5Heft<b-r-B21tfcJ:oTHPLC»«rKJ:4li« : 99. 8%. tt¥ 

i&jg : 99. 7Xe. e. ©SH&@#61. 6g£#fc. 

£«5fl]38 

M^J38a) 
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t e (5-#» 5 )V-l- * h * > ^ > y;H # * - h 2. 75g*5 «fc 1$ ( h 
U 7x-;U*X*7i: | J5 :; » 7-fe V7)V9\i h'4. 73g£>h;i/X> (50nLl 9tiftft£ 
80°C£T16l5mig#Lfc. EJ6*SM*Ttt»L&«, «$->'J^Mi 

<hPI#©^TX5 1 ;U5-(3-l[(tert-^h + >'*;i'#-;i')75y) /9MH-4-* h 

'H-NMR (CDC 1 3 ) 5: 1. 13 (d, J=6. OHz. 3H) 1. 19 (d. J=6. OHz. 3H) 1.27 (t, J=7. 2Hz. 
3H) 1.44 (s, 9H) 1.50-1.80 fan. 4H) 2.55 (t, J=7. 2Hz. 2H) 3.57 (sept. J =6. OHz. 
1H) 3.81 (s. 3H) 3.88 (dd, J =4. 8. 7. 6Hz. 1H) 4. 19 (q, J=7. 2Hz. 2H) 4.27 (d. 
J=5. 6Hz. 2H) 5.01 (br. 1H) 6.76 (d. J=8. OHz. 1H) 7.00-7.08 fan. 2H) 
$K0938b) 



X^;U5- (3- I [ (tert-7 h*v#JU*x;i>) 75 7] *^;H -4-* h*x7xX 
;M -2-f V 7'p#* 7 x- h50mgt4NHCl/v 5 ^4 1 -t)->2inL$:iPA, Mlc 
TUPIWlfc. £fS«£»»!Lfc& l 8£O.N-^*9SM^W*7S K2mLfc 
iS«¥U -tflD^lmLK^. 4-77 □ o£,S§gn2mg, v7 / *7s*>&vX3MU9jiL 
£<fctf hUx3^75 717^L£fln;L> MtT17IESM»*Pbfc. SJfcfttfcTMlT^ 
fcU ftttX^JUfcTttffltfc. W<$Jf Lfcm, msZ**S-MAmUz 

fflJS«lt LT7K-7-fe huh U;i/-h U 7JM-n|fl»#&ffl (^fcHPLCKTffiSSIU 
5- (3 I [ (2. 4- i> 7 □ □ * > M 7 5 7 ] * -4- 7 h * v 7 x X J W -2H" 7 7° 
□ #*->^>^>ft5.0Zig*»&. 
MS ra/e (ESI) 468 (MH + ) 
HMftJ39 
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■> t ^ ^ COOH 




2--f V 7 a o ->-5- [4-* h * ->-3- ( I ( (5-* 3^-2- 7 x 1 , 3-fP 7 1/-^ 
-4--OM *;PxH-;W] 75 J ) /^;W 7i=JH "*>*>B6ttl3\H'5-(3- l((tert- 

MS ra/e (ESI) 497 (MH*) 



^/\.C00Et 



r 



<D%&X\ 7 7 p P^^->-3- (4-f'J S JM yo/Vl- M. 88g£il£te 

•H-NMR (CDC1 3 ) 5: 0.93 (d, J=6. 0Hz, 3H) i. 15 (d, 1=6. 0Hz, 3H) 1.26 (t, 1=7. 2Hz. 
3H) 2. 92 (dd. J=8. 8, 13.6Hz, 1H) 3.00 (dd, 1=4.4. 13. 6Hz, IH) 3.52 (sept, 
J=6. 0Hz. 1H) 4.06 (dd, J =4. 4, 8. 8Hz, 1H) 4.15-4.24 On, 2H) 7. 19 (dd. J=l. 6. 
4.4Hz. 2H) 8.51 (dd, J=l. 6. 4. 4Hz. 2H) 
8£#!40b) 

+ rrv C00Et 

V7'n#+v-3- (4-fcf'J S JM 7*DAVX- M. 88g£>v? DD^ 
>(50BL)»SKfcB-^Pni8SJ6**6.0g*lJP^., MfcTl. 5l5RiJtt#Lfc. J5i£ 

HlfcftLfco Sb#fcW«JB£&*GitB£-*- h 'J ^ACT^lfci. gffiU 4- (3- 
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tarn, m&n&mmt Lrntc 

'H-NMR(CDClj) <5: 0.96 (d, J=6. 0Hz, 3H) 1.16 (d, J=6. 0Hz, 3H) 1.27 (t. J=7. 2Hz. 
3H) 2.93 (dd. J =8. 8. 14. 0Hz. 1H) 3.00 (dd, J=4. 0, 14. 0Hz, 1H) 3.55 (sept, 
J=6. 0Hz, 1H) 4. 03 (dd, J=4. 0. 8. 8Hz. 1H) 4.16-4.25 On, 2H) 7.20-7.25 (m, 2H) 
8. 16-8.21 (m. 2H) 



4- (3^Ih + y-H 7 7*D#*v-3-:**7 7'D M)V)-\-M U yZ9Atl/-h 
(DU&f&m. 40g££tf> U ^^UvU^vTi: H3. 3nL©^* □ > (60mL) 
*«lcy/^;U*^A5J^O'J F2. 3nL£405J-ra*^tTjRTbfc^> 11. 5^ra«5 

Ji * ^ h U ^ A T«* U«* L & . » S * •> U * y 5 y *> a. * 5 A ^ 

D7h^7^ -\zxmm t , x^JU3- (2- ->7 y -4- 1° u -2-r 7 7"d •> 

'H-NMR (CDCI3) d : 0.94 (d. J=6. 0Hz. 3H) 1.17 (d, J=6. 0Hz, 3H) 1.28 (t, J=7. 2Hz, 
3H) 2.99 (dd, J=8. 8. 14. 0Hz, 1H) 3.06 (dd. J=4. 0. 14. 0Hz. 1H) 3.56 (sept, 
J=6. 0Hz, 1H) 4. 06 (dd. 1=4.0. 8. 8Hz, 1H) 4.17-4.26 (m. 2H) 7.43 (dd, 1=1.6. 
5.0Hz, 1H) 7.63 (dd. J=0. 8. 1. 6Hz. 1H) 8.61 (dd, J=0. 8, 5.0Hz. 2H) 
KififMOd) 



X5PJU3- (2->7 J -4- 1° 'J *JM -2-f 7 7n #4 *>?*□/ V X- h 1. OgSX* 
y-jl/70mUCi&MU »lfi«E1.9inL*5J:^IOX^7^^A^*0.9g€:JPA, 7jc^# 



N. 





151 



WO 01/25181 



PCT/JP00/06788 



;W3«fctf HUX>£T#»U 3L?M- [2- (75 J *?)\A -4-tf'J -2-4 7 7 

D^y^D/Vl-h &®^1.2lg£ffi£j£t)<bLTf#fc 

'H-NMR (DMS0-d 6 ) a : 0. 90 (d, J=6. 0Hz, 3H) 1. 07 (d„ J=6. 0Hz, 3H) I. 19 (t, J=7. 2Hz, 

3H) 2.96 (dd, J =8. 8, 14.0Hz. 1H) 3.08 (dd. J=4. 4, 8. 8Hz. 1H) 3.55 (sept, J=6. 0Hz. 

1H) 4.13 (q, J=7. 2Hz, 2H) 4. 25 (br, 2H) 4.31 (dd. J=4. 4, 8.8Hz, 1H) 7.52 (d, 

J=5. 2Hz, 1H) 7.97 (s, 1H) 8.63 (d, J=5. 2Hz. 1H) 8.66-8.83 (m, 3H) 

«#J40e) 
CI 0 




H Ms 



r 



CF3C00H 

3- (2- I [ (2, □ o^>>/4M 7 5 J ] -4-tf 'J -2-4 V 7a* 

**/-?un >m h u 7;u*n»»*jai?;w- [2- (75 / ^^;w -4-tr u *jm - 

'H-NMR (CDC 1 3 ) 6 : 1. 07 (d. J=6..0Hz. 3H) 1.17 (d, J=6. 0Hz, 3H) 3.27 (d, J=5. 6Hz, 
2H) 3.69 (sept. J=6. 0Hz, 1H) 4.30 (t. J=5. 6Hz. 1H) 4.80-4.91 (m. 2H) 7.27 (dd, 
J=2. 0. 7.8Hz, 1H) 7. 39 (d. J=2. 0Hz, 1H) 7.48(d, J=7. 8Hz, 1H) 7. 68 (dd. J=l. 6, 
6.0Hz. 1H) 7.93 (d, J=l. 6Hz. 1H) 8. 56 (d. J=6. 0Hz, 1H) 8.60 (t. J=6. 0Hz, 1H) 
MS m/e (ESI) 440 (MH + ) 




r 



2-4 V 7°V7fs* v-3- (2- ( I [ (5-/fJW-7iZ)hl, 3-^7 7*-;P-4--f M % 
JVifs-M 7 5 J \ *3 ;M-4-e'J xJH 7 0 DA*>g£ h 'J 7^^nP^^(lx5 1 ;U 
3- (2- (7 5 J *?-M -4-tT 'J -2--f 7 7*a^ v7*P /V X- h J&^&£ffl 
K *«0!ll9d)43^^SI««ll9e)i:m*©^ftT»fc. 

'H-NMR (CDC I,) 5: 1.07 (d. J=6. 0Hz. 3H) 1. 19 (d. J=6. 0Hz, 3H) 2.72 (s, 3H) 3.28 
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(d, J=6. OHz. 2H) 3.71 (sept. 1=6. OHz, 1H) 4.31 (t. J=5. 6Hz. 1H) 4.84 (dd. 
>2. 8, 5. 6Hz. 2H) 7.41-7.49 On. 3H) 7.68 (dd, J=2. 0. 6.0Hz. 1H) 7. 88-7. 93 On. 
2H) 7. 94 (d, J= 1.2Hz. 1H) 8. 57 (d, J=6. OHz, 1H) 8.74 (t, J=6. OHz. 1H) 
MS m/e (ESI)" 41 1 (MH + ) 



3- (2- 1 ( (2- 7 a u -4--f V 7° □ S"< > VW ;H75/)/fJH -4- tf 'J - 
2--fvya^^v7°DA">^ HJ7;M-Pi1^&teX^I/3-[2-(7Sy 
4-tf'J^;H-2-<y7°P*^->7°oAVx-h UlSS#ll9d)£cfc?>' 
»^J19e) <h[W)#©#?rmfc 0 
MS m/e (ESI) 435 W) 
Hl%ftJ43 



3-(2-||(2-7 0D-4-7 , D^^v^> 4 /'f^) ^^;n-4-t°u-7;p)-2-r 
v 7c]^->7°d a>se h 'J 7-)u^-o^J£^x^;u3- [2- (7^y 7^;u) -4- 1: 
u-7ju]-2--f7 7°P*^v7°P/Nvx-h mmmm)^^TSW 

MS m/e (ESI) 435 (MH*) 



3- [2- ( I (2-7 □ P-4- (-77 P ^ >^;M-+ •» ^ >7*< M 7 5 7 U -4- tf 
U v;H-2--r7 7"P^^v7"P/^>|g h 'J7^^P61^«X9 1 ;U3-[2-(75 7 





MffJ44 
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19d)*J;tKI8l(S«ll9e) tTOO^Sc-CUfc. 
MS m/e (ESI) 461 (MH*) 



f 0 

V 





c r ^ H N 

*> CF3C00H 

X3MU3- (2- ( I [2-7;M-o-4- ( h 'J 7Md^JW.^>^ W75;Uf 
MS m/e (ESI) 429 (MH*) 

YV<^N-YTr C00H 

CF3C00H I 
2-f V 7*D#* S/-3- 12- [ ( I [5-*^-2- (4-* 3\>U7 iZJH - 1. 3-f"7 

12- (7 5 y -4-tf.U vJH -2--f y^D^yyo/Vl- h % 

»ifi*ffl^, *J6«H9d)*0:at^M[<fyi9e) tTO©^tfe-r#fc. 
MS m/e (ESI) 454 (MH*) 
1MM47 




3- 12-1 ( I [2- (3-? □ o-A-yJV-tuy iz;H -5-*3MU-l, 3-^7V-JM-f . 
7 □ B^JfittX^M- [2- (7 5 / * ^JW -4- f 'J -2-<f V7'D^y^ 
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MS m/e (ESI) 492 OUT) 
Ha£frl48 



CF3C00H I 
3- 12- [ ( I [2- (4-7 □ P 7i-M -5->5F;i/-l, 3-^7^-;U-4-f jh ft^tfx 

i|«x^;U3- [2- (7 S J * 3-M -4- tf U -7JH -2-< yyn#+->^D/VX-h. 

MS m/e (ESI) 474 (MH + ) 
lll6SfiJ49 



u ' CF3C00H 1 
3- 12- [ ( 1 12- (2-7 □ □ 7HM -5-* 3^-1. 3-^7 l/-JU-4--f JH^i^- 

jgttx^w- [2- (7 s y * -4- tr U p;u] -2--f vyp^vyo/vx-h 

MS m/e (ESI) 474 (MH + ) 



bl CF3C00H 1 
3- 12- [ ( I (2- (2, 4-77 □ P 7 x ~ M -5-jjWU-I, 3-^7 ;U-4--f JH * 
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MS m/e (ESI) 508 (MH>) 




r 



COOH 



CF3C00H 



2--f V7'd#^->-3-I2-((I(2-(4-^ h + y7iz;K-S-^^-l, 3-^77- 

^^«X^;P3- [2- (7 5 7 pWW -4- tT U *JM -2-1 V7"D^^>^o/Vi- 

MS m/e (ESI) 470 (MH + ) 
^M0iJ52 

rW N /«'YY / V C0()H 



CF3C00H 

2--f v 7* □ ->-3- 12-1(1 [5-^ 7;i/-2- (2- /fJl^7i x;H - 1. 3-5P 7 7-;U- 

\tJL^JlZ- (2- (7 $; /fJH -4-tf 'J v?;H -2-f V 7'P^^->7*0/W X- h & 

«^J19d)*«i:^^J19e) <tl^tf)7j&T»#/io 
MS m/e (ESI) 454 (MH + ) 
«ffJ53 



2--i'V7*D^^->-3-|2-[(|[5-/^-2-(2-5 1 Xx;i/)-l,3-5 1 7^-;i/-4-r 
';H*;P#-jH 7-5 /) y^;H-4-£ 'J v;H 7'da'>^ h U 7;M-nWKJfittx 
.^;U3- (2- (7 5 7 -4- ti 'J yJW -2--T V 7"a#* ->7"d; V X- h Jfi&£ 

MS m/e (ESI) 446 (MH*) 
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g£K£AK *K«19d)&«ifi«ll19e)tPI«©^tt-C, 2--f y7*D#*->- 
3- (4-* h*>-3- ( [ (E) -3-7 xn;i/-2-7*P^y 7 5 ^ *T)V) 7x"JH 7 

MS ra/e (ESI) 398 (MH*) 
31^55 



|ISS0iJ54 t[^<i»^riT\ 2--fV^D#*y-3-(4-/ v-3- ( [ (E) -2-/^ 

-3-7 x -;w-2-7D^y -f ;w 7 s y *3\>w 7 x ~M 7d tr^->m*t#fco 

'H-NMR (CDC1 3 ) (5 : 1.07 (d, J=6. OHz, 3H) 1. 17 (d, J=6. OHz. 3H) 2.09 (d, J=l.2Hz. 
3H) 2.92 (dd. J=7. 2, 13. 6IIz. 1H) 3.07 (dd. J=4. 4, 14. 0 Hz, 1H) 3.60 (sept. 
J=6. OHz. 1H) 3. 87 (s. 3H) 4. 12 (dd. J=4. 4. 7. 2Hz, 1H) 4. 54 (d. J=5. 6Hz. 2H) 
6.46 (br. 1H) 6.82 (d, 1=8. 4Hz. 1H) 7. 15 (dd. J=2. 0, 8. 4 Hz. 1H) 7. 22 (d. J=2.4Hz. 
,1H) 7.26-7.39 (in. 6H) 
MS m/e (ESI) 412 (MH 4 ) 



%mmutmmM^x\ 2-rv7°D#*>'-3-[4-;< b*->-3-([(E)-3-(2-^D 

'H-NMR (CDC 1 3 ) <5 : 1.07 (d. J=6. OHz. 3H) 1.17 (d, J=6. OHz, 3H) 2.92 (dd. J=7. 2. 
13. 6Hz. 1H) 3. 05 (dd. 1=4. 4. 14. 0 Hz. 1H) 3. 57 (sept. J=6. OHz. 1H) 3. 86 (s. 
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3H) 4. 11 (t, J=4.4Hz, IH) 4.54 (d. J-5. 6Hz. 2H) 6.22 (br. 1H) 6.40 (d, J = 1 6. 0Hz, 
1H) 6.81 (d. J=8.4Hz, IH) 7.14 (d, J=8. OHz. 1H) 7.21-7.27 (i. 2H) 7.40 (d, 
J=2. 0. 7.6 Hz, IH) 7.56 (d, J=7. 6Hz, IH) 7.97 (d. J=16. OHz, IH) 
MS m/e (ESI) 432 (MM 

mm x 




mmm^tmm(D^mr\ 2-fv7 , n#*>'-3-[4-* b*>--3-(i(E)-3-(3-7D 

MS m/e (ESI) 432 OUT) 




mMm54t®m<Dli&X\ 2~f V7°d**v-3-[4-;< b*->-3-([(E)-3-(4-?o 

MS m/e. (ESI) 432 (MH*) 
^^J59 




mi&MMt®m<Dl3&T\ 2-<7 7a^+v-3-[4-^ f*v-3- ( ( (E) -3- (3. 4-v 

^□□7x-;u-2-7°p^y'f;H7S y 7i-iH 7d t°^->^^f#fe 0 

MS m/e (ESI) 466 (MH*) 
^ii^JGOa) 
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^fl : ^N'~Y> / V C0 ' Et 



J ^K600iBg t 3- [3- (7 S y * -4-* h * 7 x -;H -2--f 
V^o#^v7 r tf^>BtX5 1 < /U-X^7 L ;l/969ig*N.N-^^5 1 ;l'*;UA75 KlOilfc 

3- [3-(l2-^lh*y7*X7*UJH 7tfM7S;yfM-4-^ h**>7i 
x;W-2-< V7 , o#+->7 p Dtf^>®x5 1 ;i/X^x^ 1. 387g£#fc. 
'H-NMR (CDC1 3 ) 

6:0. 97 (d, J=6. 0Hz. 3H) 1.15 (d, J=6. 0Hz, 3H) 1.23-1.30 (m, 9H) 2.84 (d. 
J=20. 4Hz. 2H) 2. 85-2. 94 (m, 2H) 3. 48 (sept, J=6. 0Hz. 1H) 3. 84 (s. 3H) 4. 00 
(dd, J =4. 8, 8.4Hz. 1H) 4.03-4.21 (m. 6H) 4.43 (d. J=6. 0Hz. 2H) 6.77 (d. J=8. 0Hz, 
1H) 7. 12-7. 15 (a 2H) 
«0*J6O b) 



3- [3- ( [2- ( vx h * > 7 * 7 7 * 'J ;W 7 ttM 7 5/* 7^) -4-* h * 7 
xx;H -2--f 7 7°D#*->7*n e^>^X^Jl/X77;i>15ing$r7 h 7 t h* □ 7 5 
>0.4nlt;:Jgfl?U zkiil<fc , J5 1 '7A$3mg£JjnA., MiCTO. S^Wft^Ufc. 4-(h 
•J ~7)^U^)\A^yX7)W\L KlOmg<Z)N. N-S^^UftJUATS H (0. lml) i§ 
iSfcJnAfc. ^STlB#fa1TO^, *#/-7M). 5ml, 5N-*»<b^- HJ7A0. lml£ 
JPtL, MT**ft»Ufc©*. llH&Bfc£iQ*.. Kfifex^JUCTttffiL. 
«JE»t«Lfc. »j6*HPLCfcT»tiU 2-< V7d#* v-3-4-* h*->-3- 
[ ( (E) -3- (4- ( h 'J 7 )V* U * ?)V) 7 x -M -2-7°P ^ 7 -f ;i/7 $ 7 ) * ^JW 7 x 
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MS m/e (ESI) 466 (MH + ) 



»J61 



CI 




r Mm&mtmm<D-ftmr\ i-< v7D#*->-3-[4-y k^v-3-([(e)-3-(2, 3-v 
/7 □ □ 7ix;i/-2-^a^y ;u] 7 s y ^ ?-;u 7 x - ;H 7°a 

MS m/e (ESI) 466 W) 



%mmwtn%koii&x, 2--f v7*o#*->-3-4-* b*->-3-[((E)-3-[2-7;i/ 
^-□-3-(hU7;^ay?;i/) 7x-;u] ^-yD^y-f^ysy) 7x-;i/ 

MS m/e (ESI) 484 (MH*) 
H$ffJ63 



3kM9mtm%k(Dl5&-<:\ 2--fy7D#*v'-3-[4-* h*>--3-([(E)-3-(2,4-v? 
^□□7x-^-2-7 , 0^y<JH 75 y 7i-)H 7°D£:*>&£t#fco 

MS m/e (ESI) 466 (MHO 





1M64 
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%m®mtmmi5&T:\ 2-<V^d^^->-3-N-/ K*v-3-(l(E)-3-(4-7*D 
MS m/e (ESI) 494 (MH + ) 

1MM65 
cio g 



|£$#J60<hm^&T, 2-f7 7n#*~>-3-[4-* h*->-3- ( [ (E) -3- (2. 5-v 
7 □ o 7 x^;i/-2-7'o ^ ;^iH7i;^ 7 x - ;w 7d tr* >K£»fc. 

MS m/c (ESI) 466 (MH*) 
^3SffJ66 



*JMJ6OfcR«0;frJ*T, 2^V7'o*+y-3-[4-^ h + v-3- ( [ (E) -3- (1-^7 
-l-T'U^J^ M 7 5 J *?)V) 7x~;H 7°a 
MS m/e (ESI) 448 (MH*) 

§Sti£0iJ67a) 



2- yif JU* 7, * 7 7°n t! :* >^64 3rag 1 3- [3- (7 5.7 * ^; W -4- 3* h * *> 7 x 
-JW-2-< V7*n#^v7*e*>Kx^x^x;l'973Dig$N. N-v/f^jVAJ 
^ H10Blfc*#FL, ->7y*7.^>^v?X^;i/470ML H 'J If>75 >1. 07m) £ 
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g£Ufc. 3-(3-([2-(yXh+i/7*77*UJH7 f oyV'f;H 75. St? 
;W-4-* h + ->7x-JH-H V7°D^+i>7°Df^->^X^;PX7.T-^ 1.310g 

'H-NMR (CDCI3) <5 :0. 97 (d, J=6. OHz, 3H) 1.15 (d, J=6. OHz, 3H) 1.24-1.29 (m, 9H) 
1.40 (dd. J=7. 2, 17.6Hz, 3H) 2.79-2.94 (m, 3H) 3.50 (sept, J=6. OHz, 1H) 3.84 
(s, 3H) 3.98-4.2 (m, 7H) 4.43 (d, 1=4. 8Hz, 2H) 6.77 (d, J=8.4Hz. 1H) 7.12 (d, 
J =8. 4Hz, 1H) 7. 16 (s. 1H) 

mmmm) 




«#I60 1 nU(D^&T, 3- (3- ( [ (E) -3- (2^dd7i -2-* ?)l>-7' □ ^ 
J M 7 * J * 3-M -4 ;< b * -> 7 x~M -2H" V 7° □ -> 7' □ 

MS m/e(ESl) 446 (MH*) 
^^J68 

1 0 0 







r t „ o j 


0 



^OH 

r 



^J6«l60t Htt©*J*T, 3- 13- ( ( (E) -3- (2-^^JU7 x=-M -2-*?)l-7a* 

fee 

MS m/e (ESI) 426 (MH*) 




mmvmtmm<Di5&T\ 3- (3- uie)-3- (4-7 □ □7x^n-2-/^-7"o^ 
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fc. 

MS m/e (ESI) 446 (MH + ) 

mm 



mmmtmm<Djj&T:\ 2-i , 7 7d#*->-3-4-* h*v-3-[((E)-2-^;u- 

MS m/e (ESI) 480 (MHT .... 

mmmn 




mmm^tmm^mr. 3- [3- ( [ (E) -3- (2. 3-77 any x - ;w -2-y ^;u-7 

□ ^y-OH75/^ ^U) -4^ K 4=- v 7 x - ;H -2--T 7 7d v7*n If* >S£ 
MS m/e (ESI) 480 (MH f ) 

mmmn 

r f f o p 



^m&m t mmvJi&T. 3-3- [ ( (E) -3- (2- 7 jv*n-z- ( b «j 7 □ * 7 

I'M -2- ^ ^;W2-7 □ * J -f )V 7 * J ) * -4- * > * > 7 x ~ f 7 7 
MS m/e (ESI) 498 OUT) 
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&mmOtmi&<D%tik?* .3- [3-([(E) -3-l3-7Mn-2-^^7x-;H -2-* 
7° □ 1 J < M 7 5 J * T M -4 * h * > 7 x - ; H -2--Y V 7° D -> 7u t° 

MS m/e(ESI) 444 (MH*) 




mm®mtmm(Di3&T:\ 3- [3- ( [ (E) -3- (2, 4-^7 □ 07 x- ju) -2-^^-7 
D^;<M7sy^ -4 * > * > 7 x - M -2-i v 7*0 tf* ->7' □ tf* >M 

MS m/e (ESI) 480 W) 

F 0 Q 



Br 




«#J60 £|h]$<2 75i£-T\ 3- [3- ( ( (E) -3- (2-7Jl/xj-P-4-7D ; t 7x-JW-2-> 
7 □ ^ y -f ;W 7 5 V / 3\>M -4 ^ h * > 7 x - ;H -2~f 7 7° □ # * -> 7* o tf 

MS m/e (ESI) 510 (MM 
HMI6 
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nmmwtmm<DJ5mT\ 3- [3- ( [(E) -3- (3, 4-^7 □ □ 7 xx;w -2-*^;i/-7* 

MS m/e (ESI) 480 (MH*) 



mm^mtmm^mr, 2-fv^^y-3-[4-/ h^->-3-([(E)-2-y^;p 

MS m/e (ESI) 462 (MH*) 

«#J78 

ii&W8a) 



7 o d^&X3MH40mI MW&lNx.Q^ZX 1B#^W Lfc. 3- [3-17 

j W _4_^ )> 7 x - ;H -2--f 7 7°P > 7' ^X^X* x;M89ing©x 

h^k KD7 7>2mllC^fS^iP^fe^, 1^x^75 >210M I £2)0;^ ^U\Z 

7A7jc, CTi^L, &t7KBit^7*^v7AT'^L^ ^^MEEMUfc,, M 
^vU^yjU^A^D-? A.^>-^^x^;K2:1^3:2)}g|±5^ 
ild;02-f 7 7°o#^-->-3-4-y h*~>-3-l(7"Dti;*D'f ^75/) 7x 
x;i/7*o >^X^;i'X7-7M30ing<&#fco 

'H-NMR(CDC1 3 ) 6:0. 98 (d, J=6. 0Hz. 3H) 1.-16 Cd: J=6. 0Hz. 3H) 1. 25 (t. J=7.2Hz, 3H) 
2. 76 (s, 1H) 2. 87 (dd, J=8. 4. 14. 0Hz, 1H) 2. 94 (dd, J=4. 8, 14. 0 Hz. 1H). 3. 51 (sept. 
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J=6.0Hz, 1H) 3.85 (s. 3H) 4.01 (dd. J=5. 2. 8. 4 Hz, IH) 4.12 (q, J=8. OHz, 2H) 
4.45 (d. J=6.0Hz, 2H) 6. 35 (br, IH) 6.80 (d, J=8. OHz, 1H) 7.13-7.18 On, 2H) 



2--fvyo^-/-3-4-^ b*->-3-[(7*Dt::*D-i'^75y) *5S>H 
7'Dtf^->^X^;i,X7,T;H6nig^N, N-v^^^Jl/ATa KO. SmUZfeMV, <i 
* h'^>-tf>15mg, ^^□□t*7, -h >)7x.-)l7*X7j >A'7^^A3mg> £5 
{b^2mg, ^kU^7A3mg, h Ulf^7$ >0. lml^JOA, ^^H^T, HiS 
I'-mMftUfco KJ£rI£4£>K7k£Jn*_v gf&x^niTttttiU }§&£MJ£ig 
HSU7t. ^StC^^y-;i/0. 5mL SfH^t^HJ^AO. lnil^jDDX., ^r£T$H£ 
m#titc K^£^£5N-&^T*gH±(wU gmx^MlTllIlliJU 
^Lfe. g|*I£HPLC[CTfif§!JU 2-T V7 0 D#+~>-3-(4-;< h + y-3-|(3-7x 
~)V-2--fu t'M;H75;]^^7x-JI/) 7'd e*>$H. 91mg£t#fco 
MS m/e (ESI) 397 (MH + ) 



||]^J78<>:TO2>75£T, 2-fV7'D^+->-3-[4-/ h + v-3- ([3- (4-* 
7i^JH -2-7' o fcV 7 5 > 7 x-;H 7*o 

MS m/e (ESI) 426 (MH f ) 

^MM8Q 




«J79 
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*ttW8tRl«©*ISfeT, 2-"f7 7°P**v-3-[4-p< b*v-3- ( [3- (4-/^7 
x - JW -2-7p fcV -T ;H75y/ 7 x ~ M 7°n hf* >**»fc. 
MS m/e (ESI) 410 (MH*) 
Sfl5flJ81 




mmmntfflU<Dttk~^ 2-^770^^^-3-14-^ h*v-3-(i3-(4-7Ju;tp 

7i^H-2-7'PtV'fJW75y/5 1 ;H 7xZJH 7p t°:t>^£^fCo 
MS m/e (ESI) 414 (MH + ) 




*JfiW78tra«0*i*T, 2--f 7 7p#*->-3-[4-* h*->-3-([3-(3-* 

7x^;w-2-7PkV^;H 75 y 7hjh 7p t°;t>m£#;t. 

MS m/c (ESI) 426 (MH*) 




*««78fcni*®3&Sn?, 2--f 7 7p#*v-3- [4-* h*v-3- ( (3- (3-7*pqE7 
x-;W-2-7DtV'f ;H TSy^fiK 7xn;H 7*ot?;fr>B&&ftfc. 
MS m/e (ESI) 475 (MH*) 
Hfts0jJ84 
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nnmnttowfim-c* 2-*t , v7 , p#*->-3-4-* i^>-3-[(3-[3-(hj7;u 

MS m/e (ESI) 464 (MM 



mmmntmmij^\ 2-<V7"dsi**«>-3-m-.* h*'>-3-([3-(3-*^;i/7 
x-;w -2-7*0 try -on 75 y^^;w 7xzjh ^oet^iL 

MS m/e (ESI) 410 (MH 4 ) 



*16«l78tra«©^ftT.'2-f V7 r D#*->-3- [4-* h + v-3- ( [3- U-^75 1 

jH-2-7'o^y^JH7sy^f;n 7x~;n 7*0 

MS m/e (ESI) 446 (MM 
K)fi«iJ87a) 

OMe 

BocHN'^rS / V C02Et 



(3- ( (gl= 7* h^y*M^)75/]^ ^ JW2. 4-S>* h> *>7 x 5 ;M -2--f V 
'H-NMR (CDClj) 6: 0.96 (d, J=6. 0Hz, 3H) 1. 15 (d. J=6. 0Hz. 3H) 1.23 (t. J=7. 2Hz, 
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3H) 1.44 (s, 9H) 2.87 (eld. J=8.4, 14. OHz, 1H) 2.98 (dd, J =5. 6. 14.0 Hz. 1H) 
3.51 (sept, 1=6. 4Hz, 1H) 3.80 (s, 3H) 3.83 (s. 3H) 4.12-4.17 (in. 3H) 4.40 (d. 
J=5.2Hz. 2H) 5.11 (br. 1H) 6. 60 (d. J=8. 8Hz. 1H) 7. 15 (d, J=8. 8Hz. 1H) 



3- (3- [ m = 7 h 7 5 J } * ^)l-2, 4- v.* h * Is 7 x 5 M -2- 

<y^D^->7'Dl:t>i!XWXfMffllV H^38t|sl^ca^ST'^Jl 
U 3- (3- [ (2. 4- W U a ^ > V -f 7 5 y 1 ^ ^-2, 4-y/h^-/7i-M -2- 

MS m/e(ESl) 470 (MH + ) 
H;SSfll88 

IS3i^J88a) ... 



Hlii^J89e) <b(nliicD7jffiT5- 7*0^-2, h*^>X7;UT r t K£fflV>3- 
(3- [ (fgH y'h^r : yft M^JH7$yi^ 3^-4, 6-y^h+-/7xSJH -2--f 7 

! H-NMR (CDC 1 3 ) 

5 : 0. 98 (d. J=6. OHz, 3H) I. 14 (d. 1=6. OHz, 3H) 1. 26 (t, J=6. 8Hz. 3H) 1. 43 
(s, 9H) 2.86 (dd, J=8. 8, 18. 4Hz. 1H) 2.98 (dd, J=6. 4, 13. 6 Hz, 1H) 3.51 (sept. 
J=6. 4Hz, 1H) 3.83 (s, 3H) 3. 84 (s, 3H) 4.08-4.17 (m, 3H) 4.20 (brs, 2H) 4.94 
(br, 1H) 6.40 (s. 1H) 7. 02 (s. 1H) 
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3- (3- [ (^H^ )\>#-M 75/]^ 3^-4. 6-^h + v7i$ Jl/) -2- 
L , 3- (5- [ (2, 4-^7 P □ 1 > 7-f ;W 7 S J ] * 7)1-2, 4- V * v 7 x x JU) -2- 
MS m/e (ESI) 470 (MH + ) 



I^/-;H00ilfc*lSU HJ£ A'lgSrjto*.* ifil:T»W 

Lit. lN-*86SDQAfc», imx^McTttfcHU #™^7K, ^Q^t^h'J 
7A7jc, |;t»l, &7jc«S^T^*v-7ATB*8U Jg£&a£EEg£U 5-7p 
t-2, 3- v / h 4 > "y)V7)Vu -)\> 1 0. 27g£t#fc. Z. <7)fi/&±$i5. 326 g&N. N- 
^^^;W*;UA7S K50ml^J8»L, -f $**V-JH. 8g. I5H^WDQ^7i 

*r«B£*, filnttrttf- h'J "7AzK. KTifcfrU JStKKK^^v^ATK^L, 
»JKSr«EE«*L^ [(5-7p : &-2. 3-7* h=iry^>yiH) ( ^H7'^JU) 

v7xx;i/->^>10. 72g£t#fc 0 
'H-NMR (CDC1 3 ) 

<5 : 1. 10 (s, 9H) 3. 63 (s, 3H) 3. 84 (s, 3H) 4. 76 (s. 2H) 6. 96 (d. J=2. 0Hz. 1H) 
7.33 (d. J=l. 6Hz, 1H) 7. 63-7. 45 (n. 6H) 7.68-7.71 On. 4H) 




OMe 



170 



WO 01/25181 



PCT/JPOO/06788 



TBDPSO 




10. 72g$xh7t HD77>100mllI^L> IIIKT, -78 < Ct^^£|JLfe 0 7 
^l/iJ^^All. 5M^+-tJ->M) 16ml£jbn*.> 30^ l #L^^. 4-*;^;i/^* 
'J>2. 5ml^JDx.7to -78t:TlP#r B 1»L^miN-^^jPA, SUfJHcttttl] 

>-^x^;K2:l-»3:2)^t±l^iiiJ:03-([l-(mH7*5 1 ;W-l, l-^7i^k>'J 
;H**v^;H-4, 5-7* l>^v^>X7;Uxt K9. 4g£#fce 
'H-NMR (CDC1 3 ) 

6: 1.12 (s, 9H) 3.77 (s, 3H) 3.91 (s, 3H) 4.84 (s, 2H) 7.39-7.44 (m, 7H) 

7.69-7.72 (m, 5H) 9.91 (s, 1H) 

§^0J89c) 



2--T V 7°o v*7 *y Iftg? ylf^5 10mg£7 h7tHP77 >20ml t»» 
Lx ?J< P^fcrHJ 7 A370mg£JnA;fc o ^&tT30#$#U 3-((l-(^E7'f 

3. 485g©N,N-> ! ^^*;i/A7 5 \ t $iamm*1Xlz.tz. £iSfcT*S£lft#U 

JSrtgEBST^S'tfATftJftU &$£te@-£L7c. IE, Z)-3- [\\- 
M-\, |-y7x-Jk>U;H^->^^H-1. 5-$>* h + ->7x-;H-2-f V7*o 
v-2-7*P t^>iIfiH7fJl/5. 01g£f#fc. H0&irit<8j5. OlgSr-r h 5 
k FP75>30ml{c«U ftttlaK x h57'5 L Jl/7> ; &n7A7;l/^'J h* (1M® 




171 



WO 01/25181 



PCT/JPOO/06788 



*7^P7h KT¥!f 12 L , >-&&JL?)\> (2:1-3: 2) i&{ii#IDJ: 0 (E, Z) - 

3-(th'D + ->/fJH -4. 5- v Xh4->7i^H -2--f V 7 □ v-2-7* P t?^~ 
>B6if;H^f;W. 209g*»fc. 

'H-NMR (CDC 1 3 ) d :1. 24-1. 39 On. 9H) 3.84, 3.87 (each s, 3H) 3.89, 3.92 (each s, 
3H) 4. 16, 4. 29 (each q, J=7. 2 Hz. 2H) 4. 27, 4. 47 (each sept. J =6. OHz, IH) 4. 65. 
4.67 (each s, 2H) 6.16, 6.94 (each s, IH) 6.79 (s, 1H) 7.23, 7.67 (each d, 
J =2. OHz and 1. 6Hz, 1H) 
M#J89d) 




(E. Z)-3-|kHo+->^^H -4, H^->7x-;H-2-f 
y'tittymxT-Jlx^M. 209g£ WWx>15ilfc»«PU 7^k^7nM 
a*'JjU. 6nl£J;tf^71ffc?y£'a [5. 4. 0) 7>x-fc>l. lml^SPA, 

A^D7h (C Tflf« t . ^-y- >-»»X^;l/ (2 : 1-3 : 2) MiiiftW& V (E, Z) -3- 
[3- I7v F^^;W -4, h + ->7i-;H : 2- f 7 7°o^->-2-7*o hf^">K 

'H-NMR (CDC 1 3 ) <5 :1. 14 (t, =6. 8Hz, 3H) 1.30 (d, J=7. 2Hz, 3H) 1.35 (d. J=7. 2Hz. 
3H) 3. 84, 3. 87 (each s. 3H) 3. 90. .3. 92 (each s, 3H) 4. 16, 4. 30 (each q. J=6. 8 
Hz. *2H) 4.35 (d. J=l 1. 2 Hz. 2H) 4.50 (sept. J=6. 4Hz. 1H) 6.14. 6.93 (each s, 
IH) 6. 75, 6. 72 (each d. J=2. OHz, 1H) 7. 26. 7. 64 (each d. J=2. OHz, 1H) 
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(E, Z)-3- [M7^H^f;Mr4, 5-77 h*->7xx;H-2--f 7 7°a#*~>-2-7 > 

ptr*>»x5 i ;ux7x;P2. i24g£»*x3\>wqinifci&*?u ^h^;pv^-# 

*-H. 5g, 10V\'7v7A)^m800iDg^iDA> jjcjfc^ffl&T, MfcT20P#M*# 
7M;TII8U ^*-y->-»BEi^;U (5: 1-4: 1) &tH#iIU 93- (3- 1 (fg=7 

'H-NMR {CDC 1 3 ) 6 : 0. 97 (d, J=6. OHz, 3H) 1.16 (d. J=6. OHz, 3H) 1.26 (t. J =6. 8Hz. 
3H) 1.44 (s, 9H) 2.87 (dd. J=8. 4. 14. 0Hz. 1H) 2.94 (dd, J=4. 8. 14. 0 Hz. 1H) 
3.51 (sept. J=6.4Hz. 1H) 3. 82 (s, 3H) 3.84 (s. 3H) 4.02 (dd. 1=4.8. 8. 4 Hz. 
1H) 4.13-4.22 On. 2H) 4.29 (d. 1=6. OHz. 2H) 4.94 (br. 1H) 6.76 (s. 1H) 6.78 
(s, 1H) 



3- (3- [ (3IH7 h * $/* JP#x;W 7 5 J } 7 5-/^h^-/7i5 M -2- 
^77o#+v7ae^>^x5 1 ;Ux7x;U^ffl^T^M38t|5l#©7JST^ 
SU 3- (3- [(2, 4-77DO^>7-f ;M 75 7] 7^-4, 5-v7 h*v7x~ 
;W -2--f 7 7°o**v7*d tf*>K£»fc. 
MS m/e (ESI) 470 (MH*) 

MiiWOa) 



2-^>-7;i/^+v-5-*^s;u-^mi : ^/^;i'X7x;i'39. ig^y^/-;u 
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Ufc. MCl^aiLfcft. h'Jx5 L ^7 5>5ml^iPA> liEIIlt 

x*x^39. 08g£&&. 
'H-NMR (CDC1 3 ) 

5 : 3. 32 (6H, s) 3. 88 (s. 3H) 5. 19 (s. 2H) 5. 37 (s. 1H) 7. 03 (d, J=8. 0Hz, 1H) 
7.33-7.41 (id. 3H) 7.47-7.53 (m, 3H) 7.91 (s. 1H) 




*»T*J(Hfc7;U5 -fh t F'J Rgfcxt^t FD77>200ilK:»»U 2-K 
>vMM"*v)-5- (v^ h*~>/3\>W 08g©-7 h 5 t 

Kn77>100mli§ifc£in;lfc. 5M#Lfc&#, 15K*BHb:7- h U 7K£iQ 
A, iHi&Lfco )Kffi£fflEttffiU 2- -5- (v* h^v^^W ^ 
>>?;P7;l'3-^35."15gft»fc. Z.<Dfo±1& ! ti>)Z h;i/X>250mHC^«?L, 7v{t 
^7xn;U*^*'j;P40g*«fc^7lft->^D (5.4. 0]£>x-fe>22ml£i)nA, £ 

■fflT»*«^i>fc. KrtJttt^sjflA, »«Ex^-;uT»ffiUfc. ^««seafpftifi 

yjVtiy k>? McTf&KU ^1t>-g^x^jl> (15: 1) igiSft-iicfc 04- K> 
yM*y)-3-l7yh7fJHy^ h*i^3^^>;tf>17. 4g£#fc. ^©feO 

x^;i/ (12:1) j»ttJ^a«k 04- K>^;fcfr*-» -3- K7 S J Y*?M ^>X7;Uxk 
F.9. 39g*1lfc. 

'H-NMR (CDClj) (5: 4. 48 (s. 2H) 5.22 (s, 2H) 7.90 (d. J=8. 8Hz. 1H) 7.37-7.45 (m. 
5H) 7.84-7.86 (m, 2H) 9.90 (s. 1H) 
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BocHN 




C0 2 Et 



HO 



r 



2~f vyp^^v^7.*y^^x5 1 ;H2. 9g*rh7k HP77>100ilfc}8 
fl?U *mT> HJ -7 A1.7g£Jn*.fc. £fifcT30#Jft#U 3.4-K> 

vM^y) -3- (7y F/? JH ^/XTJI'Tt K9. 39g£>N. N-ypWl^JUAJS 

jS&£«ES£ Lfc 0 (E. Z) -3- [7 H * -4- K v) 7 x x;H -2- 
-1'V7*a^v-2-yotr^->mx5 1 ;UXX7 L JH6.7gS:#fe. iOft±^*12.46g 
£x*y-JH;:»»U JB=yf-;^*-#*-h8.3g, 10SA-5v-7AjE*3il3g£ 

JR£i8*|gU SM^v'J^y^^A^D^hlcT^SlU ^^1t>-^X^JU 
(4: 1) ®tiiftm& 03- (3- [ (IHyh^yAM-JHTS/] ^5^-4-fc H □ 
7i-;H -2-^V7'D^^y7 , DHt>g!X5 1 JHXfM 2g£#fc 0 
•H-NMR (CDC1 3 ) S : 0. 99 (d, J=6. 0Hz, 3H) 1. 15 (d. J=6. 0Hz. 3H) 1.23 (t, J=7. 2Hz. 
3H) 1.44 (s, 9H) 2.84 (dd, J=8. 4. 13.6Hz. 1H) 2.90 (dd. J=5. 0. 13. 6 Hz, 1H) 
3.50 (sept. J=6. 4Hz. 1H) 3.98 (dd. J=5. 6, 8. 4Hz, 1H) 4. 12 (q. J=6. 8Hz. 2H) 
4.19 (d. J=6.4Hz. 2H) 5. 22 (br. 1H) 6.86 (d. J=8. 4Hz, 1H) 6.94 (d, J=2. 0Hz. 
1H) 7. 08 (dd, =2. 0. 8. 0 Hz. 1H) 8. 77 (br. 1H) 
§W'J90d) 



3- (3- ( (3SH7* h * )V#- M 7 S J ) * ?)V-4 r b H □ * ->7 xXjU) -2-< 
7 7 , a#^v7Dt°^->^X5 1 >'UXy;x;i'402mg$r7ii bx h 'J Mml (Cj£fi?U N- 
^DWfW 5 K200ng£JU;lfc. •gtS£Tll5ra«#U KJfcigfcfo&BWSx?- 



BocHN 




Br 
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s\*D->-m&x?)l (5:1) ®ftftm£ 0 3- (3-7* P^-5- 1 (i=yh+y^M- 
;W 7 5 y ] * 3 1 JU-4- 1 H a * -> 7 x x;W -2H" V 7 o > 7° □ fc? >&x?mu 
x*>;U433mg<£&fc. 

'H-NMR (CDC 1 3 ) <5: 0.98 (d, J=6. OHz, 3H) 1. 16 (d. J=6. 0Hz. 3H) 1.25 (t. 1=6. 8Hz, 
3H) 1.44 (s. 9H) 2.80 (dd. J=8. 4, 13. 6Hz, 1(0 2.88 (dd, J=7. 2, 14. 0 Hz, 1H) 
3.51 (sepl, J=6. 4Hz, 1H) 3. 97 (dd, J -4. 8, 8. 4 Hz, 1H) 4.16-4.22 (m. 2H) 4.24 
(d. J=6. 8Hz. 2H) 5.20 (br. 1H) 6.96 (d, J=l. 6Hz, 1H) 7.35 (d, J=2. OHz, 1H) 
8. 45 (br. 1H) 



3- (3-7*0 =£-5- [ (HH7* h *-«>*;W?x;M 7 S J } * ^)V-A- 1 K □ + >7 x x 
;U) -2-^T 7 7*P v 7*P tf :* >Mx^;UX7 7^944mg£N, N-:7 ;* ^JV*;^? 
5 H5ml(i^Mb. -f*H^^>0.'l5iK 'J £A5O0ng*JS3M)QA.;fc. Mte 

M£ v U * 5 A 7 P T h iZTffiM L, ^It >-Bf Kx^P (4 : 1) *£ffi#iS 
< j;03-(3-7*P ; E-5-[(mS7'h^^^Jl/^x;U)7^y]^5 L JU-4-^ b*v7xx 
;W-2-< 77*P^+v7'Pe^>KX5 1 ;UXXx^876fligi£^fe. 
'H-NMR (CDC 1 3 ) 5: 0.97 (d, J=6. OHz, 3H) 1. 16 (d, J=6. OHz. 3H) 1.45 (s. 9H) 2. 86 
(dd, J=8.4. 14.0Hz, 1H) 2.93 (dd. 1=4.4, 14. 0 Hz, 1H) 3.51 (sept. J=6. 4Hz, 
IH) 3. 74 (s, 3H) 3. 84 Is. 3H) 4. 02 (dd. J=4. 8. 8. 4 Hz, 1H) 4. 34 (d. J=6. OHz, 
2H) 4.95 (br, 1H) 7.12 (d, J=l. 6Hz, 1H) 7.37 (d, J =2. OHz, 1H) 



S&0J9Oe) 




«0J9Of) 
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CI 0 



0 



CI 




Br 



OH 



3- (3-7 □ *r5- [ (HH7 h * M 7S.S) **)\>~A-* h+v7iZ 



gTlSU, 3-(3-7o^-5-[(2,4-v7 0D*>!/'f;i') 75 7] *77W4-* 
MS m/e (ESI) 520 (MH*) 

BocHN"YW C ° 2Et 



3- (3-7*o ^ -5- [ (^H 7 h 4- *>* JU* - ;M 7 5 J } * 5^m- * h 7 xx 
)V) -2--f 7 7d#^^7*P e^>^X^;i/X7-r^876mg*7a r- U ;U5ml 
£B?fi¥U ->7Xfc^HJ7A!82mg> 7 h7^7, h U 7xX;U7*77f 
-77A214mg. J: 5^70rag£jD;L SS*»H»T» -**«ftlfc»SLfc. Kfk?g£ 

*'J*y^7A^o7 hfcTttSlU ^*^>-i^x^;M4:l)*§tiJ#iIiJ;D 
3- (3- */7J -5- [.(»= 7* K 7 5 J } * h * v 7 x x;U - 

2--f 7 7°p#^~>7'D tr*>atx5 l ;uxXT-;u586ig*4ifc. 

■H-NMR (CDC1 3 ) 5 :0. 95 (d. 1=6. 0Hz. 3H) 1. 17 (d. 1=6. 0Hz. 3H) 1. 27 <t. J=6. 8H2. 3H) 
1.45 (s, 9H) 2.89 (dd, J=8. 4, 14.0Hz, 1H) 2.97 (dd, J =4. 4, 14. 0 Hz. 1H) 3.53 
(sept, J=6. 4Hz, 1H) 4.00 (dd, J =4. 8. 8. 4 Hz. IH) 4.07 (s, 3H) 4.21-4.27 (m. 
2H) 4.30 (s. 2H) 4.94 (br. 1H) 7.40 (d, J=2.4Hz. 1H) 7.42 (d, J=0. 8Hz, IH) 
Hy£#J91b) 
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3- (3- v 7 J -5- [ m= J V * =;W 75/]^ 3^-4- /^>7ii 

m-eum l . 3- (3- ->7 v -5- [ (2. 4- v * □ □ ^ > v-i* ;w 7 $ / ] ^ ^)i-4-t h * 

MS n/e (ESI) 465 (MH*) 




7t h'P7^>^>7V^77 (lMxh^h KD75>^iS) 148. 3g£flDa.fc. gig 

5-7a^-2-7DO^>v>/l/7^a-;H1.46g^t#fe„ C0&j$&ft£git0!l89e) 

t^OSMIL, 3- (3- [ (ff§H7 b * v£ JUtfXJW 75/]^ 5^1/7 x 5 

Jl/)-2--ry7D#+'>7Df^->mx5 1 JUxXx;i'^t#fc 0 

'H-NMR (CDC1 3 ) 5: 0.95 (d. 1=6. 0Hz, 3H) 1.15 (d, J =6. 0Hz, 3H) 1.24 (I. J=7. 2Hz. 

3H) 1.46 (s. 9H) 2.93 (dd, J=8. 4. 14. 0Hz. 1H) 3.07 (dd. J=4. 8. 14. 0 Hz, IH) 

3.49 (sept. J=6. 4Hz. 1H) 4.04 (dd, J=4. 8, 8. 4Hz. 1H) 4.12-4.19 (m, 2H) 4.30 

(d. J=5. 2Hz. 2H) 4. 80 (br, 1H) 7.12-7.16 On, 3H) 7.23 (d, J=8. 0Hz, 1H) 
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\ 




r 



3- (3- [ (ISH7 h * -> t> )V# - ft) 7 5 J ) * ?ft 7 x 5 ft) -2-4 V 7*D «> 7* 
□ fc^ >g?X?>X77-;U£ffl £ H«©3rfc-C8l3U 3- (3- ( (2, 4- 

y^DD^>V-f;H7=;]/f^'7lZJ|/) -2--f V 7* □ Jt> * V7* 

MS m/e (ESI) 410 (MH 4 ) 

SSiS 01193a) 



3- (3- [ (»= 7* h * ;H*XJ W 7 5 7 ] ^ ?ft-i- h K □ ^ v 7 x - JU) -2-T 
77o#^$/7 , oe^>mx5 1 ;UX77 1 M95nigS:N, N-y^fW;^72 K 2ml 
fcjgtfU <:*Kx*>0. 3ml. jRR* 'J •>A200w*Jfcfcta*&. 50t;tT4l^|B] 

y'JA^W^A^DThlitilL. ^-y->-jWKx^;K8:l)*tli^llJ:0 
3- (3- [ (*= 7 h * -> * JP#x;W 7 = 7 ) 7 ?;P-4-x Mr ->7xzJH-M V 7* 
□ #+->7*atr^>Kx^JI/X7NT;H85iigS:^fe. 

'H-NMR(CDClj) <5 : 0. 96 (d, J=6. 0Hz. 3H) 1.15 (d, J=6. 0Hz. 3H) 1.24 (t. 1=6. 8Hz, 
3H) 1.42 (t, 1=6. 8Hz. 3H) 1. 45 (s, 9H) 2.86 (dd, J=8. 4. 14. 0Hz. IH) 2.93 (dd, 
J=4. 8. 14.0 Hz. 1H) 3.49 (sept. J=6. 4Hz. 1H) 3.98-4.06 (in. 3H) 4.13-4.21 fan. 
2H) 4.29 (d, J=5. 2Hz. 2H) 4.99 (br. 1H) 6.75 (d. J =8. 4Hz. IH) 7. 14 (d. J=8. 8Hz. 
1H) 7. 14 (s. IH) 




S50J93W 
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CI 




3- (3- [ (SBH? h * : s% 7 S J ) * 3^-4-1 h^->7x^) -2-f V 
7°D^^v7°Db°^>^X^;UX7,x;U^ffl^T«^J38t^(Z)^^l:^Slb, 
3- (3- ( (2, 4- v ^ □ □ ^ > VW M7Sy)^ ?)l-A-x ^->7i - ;W -2--f V 7 

'H-NMR (CDC1 3 ) 5: 1.06 (d. J=6. OHz. 3H) 1. 17 (d, J=6. OHz, 3H) 1.45 (t. J=7. 2Hz, 
3H) 2. 92 (dd. J=8. 0, 14. OHz, 1H) 3. 07 (dd, J=4. 4. 14. 0 Hz, 1H) 3. 58 (sept, 
J=6. OHz, 1H) 4.06-4.15.(111, 3H) 4.64 (d, J=6. OHz. 2H) 6.81 (d. J=8. 4Hz, 1H) 
6.88 (br. 1H) 7. 15 (dd, J=2. 4, 8. 4Hz. 1H) 7. 27 (d, J=8. 4 Hz, 2H) 7.42 (d, J=2. 4Hz. 
1H) 7. 68. (d, J=8. 4Hz, IH) 
MS m/e (ESI) 454 (MH*) 

i!»94a) 



M#j93 1 mmoy^mz £ o , 3- (3- [ (*&=:/ h * - m 7 s y ) * 

'H-NMR (CDC1 3 ) 5: 0.97 (d, J=6. OHz. 3H) 1.05 (t. J=6. 8Hz. 3H) 1.15 (d. J=6. OHz, 
3H) 1. 25 (t, 1=6. 8Hz. 3H) 1.44 (s, 9H) 1.78-1.86 (m, 2H) 2.86 (dd. J=8. 4, 14. OHz, 
IH) 2. 93 (dd. J=4. 8,. 14. 0 Hz. IH) 3. 50 (sept, J=6. 4Hz. 1H) 3. 93 (t, 1=6. 4 Hz, 
2H) 4.00 (dd, 1=4.8, 8. 4 Hz, IH) 4.14-4.21 On, 2H) 4.30 (d. J=5. 2Hz. 2H) 4.98 
(br, IH) 6.75 (d. J=8. 4Hz, IH) 7.09 (dd, J=2. 0, 8. 4Hz, IH) 7.13 (s. IH) 
«M94b) 
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CI 




3- (3- [ m=. 7h4 )l# - M 7 S J ] * ^JU-4-7o v 7 x n;M -2-f 

L , 3- (3- [ (2. 4-v 5 ^ □ p ^ > y < JW 7 = y ] ^ *)l-4- 7*o v 7 x ~ M -2--T 

'H-NMR(CDClj) 5:1. 05 (t. J«7. 2Hz, 3H) 1. 06 (d, J=6. OHz, 3H) 1. 18 (d. J=6. 0Hz, 3H) 
1.80-1.87 (m. 2H) 2.91 (dd, J=8. 0. 14. OHz, 1H) 3.07 (dd, J =4. 4. 14. 0 Hz. 1H) 
3.59 (sept, J=6. OHz. 1H) 3.97 (t. J=7. 2Hz. 2H) 4.12 (dd, J =4. 4. 8.0Hz. 1H) 
4.65 (d. J=6. OHz. 2H) 6. 81-6. 84 On, 2H) 7.15 (dd, J=2. 4. 8. 4Hz. 1H) 7.25 (d. 
]=2. 4 Hz. IB) 7.28-7.33 (m, 1H) 7. 42 (d, J=2. 4Hz, 1H) 7.67 (d, J=9. 6Hz. 1H) 
MS m/e (ESI) 470 (MH*) 



-4--f V 7d#^->7x^JI/) -2--f 7 7o#+v7*o tix)->$?x^JUX7xJU£'# 

fee 

'H-NMR (CDC1 3 ) 6: 0.97 (d. J=6. OHz, 3H) 1.15 (d. J=6. OHz. 3H) 1.24 (t. J=6. 8Hz. 
3H) 1.33 (d, J=6.0Hz. 6H) 1.44 (s. 9H) 1.78-1.86 On. 2H) 2.86 (dd. MA. 14. OHz. 
1H) 2. 92 (dd, 1=4. 8. 14. 0 Hz. 1H) 3. 50 (sept, J=6. OHz. 1H) 4. 00 (dd. J=4. 8. 
8.4 Hz. 1H) 4.13-4.21 On. 2H) 4.26 (d. J=5. 2Hz. 2H) 4. 54 (sept. J=6. OHz. IH) 
4.96 (br, 1H) 6.77 (d. J=8. 4Hz, 1H) 7.08 (dd, J=2. 4. 8. 4Hz. 1H) 7.13 (s. 1H) 
»^J95b) 



^^J95 
££i£#J95a) 
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CI 




3- (3- [ - JW 7 5 J ) * 7 7* □ 7 x - )l) - 

3- (3- [ (2, 4-V7 □ P 1 > 7-f ;W. 7 5 / ] * ^ V 7* □ # * v 7 x ~ 

MS ra/e (ESI) 470 (MH*) 
S2£#J96a) 



sifted 1 m<oism\z «t o , 3- (3- 1 7* h*'>*;pjH-;w 7 5 j j * ^ 

'H-NMR (CDCI3) 6 : 0.97 (d. J=6. 0Hz. 3H) 1.15 (d, J=6. OHz. 3H) 1.24 (t. J=6. 8Hz, 
3H) 1.44 (s, 9H) 1.63-1.65 (m, 2H) 1.75-1.90 (in, 6H) 2.85 (dd. J=8. 4, 14. OHz, 
1H) 2. 92 (dd, J=4. 8, 14. 0 Hz, III) 3. 50 (sept, J=6. OHz, 1H) 4. 00 (dd, J=4. 8, 
8.4 Hz, 1H) 4.10-4.21 (id, 2H) 4.25 (d, J=5. 2Hz, 2H) 4. 76-4. 79 (m, 1H) 4.95 
(br, 1H) 6.75 (d, J=8. 4Hz, 1H) 7.07 (d, J=8. 4Hz, 1H) 7.12 (s, 1H) 
3d£W6b) 



3- (3- [ (!SZ7 h * ~>ti Z.M 7 5 J ) * is 2 uK >^;M"^ •> 7 x 
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MS m/e (ESI) 494 (MH 1 ) 
BocHN-^V^Y C0 2 Et 



3- (3- [ (S£H7* h*->t))l#~)l) 75/1 ^ 3^-4- [ ( h >J 7)1* □ * TJl/ 
7*-)l) *^->7i-JH -2--f V7'o^y7 , D ^X^I/XTWl^mg 

£ Mi/x >4m 1 11 i£#?U 4-7;^D7x^;i-^D>^iiODig> fh7^h'J7i 

r:;|/7*y;7^ >/\'^ A74mg> j*B£# U 7 A440mg£JQ*., g$3?B^T100t: 

t gas £ > u * yju* 7A^D7h \zxmm u ^-tr kx^u (6 : n & 

tU#0«fc 0 3- (3- [ I^E7' h * ->^^#x;W 757]^ ?)U-4- [ ( h U 7)1* □ * 

7s)\>7*-M ^->7iZJH -2- (4-7J^D7i-jH 7 i^D^ 
y7"P t"^->^X3 1 ^X7.x;i'262ing ; £1#fc. 

'H-NMR (CDC 1 3 ) 5: L 01 (d. J=6. 4Hz. 3H) 1.18 (d, J=6. 4Hz, 3H) 1.26 (t, J=7. 2Hz. 
3H) 1.43 (s, 9H) 2.99 (dd, J=8. 8, 13.6Hz, 1H) 3.04 (dd, 1=5,6, 13. 2 Hz. 1H) 
3.56 (sept, J=6. 4Hz. 1H) 4. 08-4.24 On, 5H) 4.60 (br 1H) 7.05-7.15 On. 4H) 
7. 19-7.30 On. 3H) 



3- (3-[(^E7>^y^M^H75;) *3MM- [( h 'J 7)\>*u^-M 7JI/ 





183 



WO 01/25181 



PCT/JP00/06788 



7*-JHt+->7x^H-2-(4-7M07xZ;H 7xXJl/7°D#*v7°a 

>^X5 L ;i'X7NX^^ffl^T^M^J38 < i:|WHi07j^T5!lMt> 3- (3- [ (2, 4-77 □ 

□ ^ > V -f ;W 7 5 J ) * =f)W\- (4-7MD7i-JH7x XJU) -2--f 7 7* □ # * 

•>7'D^>i^:, 

MS m/e (ESI) 504 (MH f ) 

«W8 

S3ii0iJ98a) 



3- (3- ( (^£7' h * - » 7$;U ^)V-A- 1 Kd4v7x XJU -2-< 
7 7'o#^->7°Df^>^X5 L ^X7x;U501mg^t:'J-7>7innc^t, ft&Tv 
h U7^d^^>7;1/*>^»^270 l£Jax.fc. £fc£Tll3Mtt#L;fc&, 

ft^U «7K«a»^^->^ATttj»U 3-(3-[(^H7> 

* x ju) 7 s j ] * ^;p-4- [ ( h u 7 ;m- □ ^ 7;U7 * x;H v 7 

1 - )V) -2--f 7 7* o jJ? * 7 7 o M * >m. 7 fM 6 3mg & f# tz. 

'H-NMR (CDClj) <5: 0. 92 (d. J=6. 0Hz, 3H) 1.16 (d. J=6. 0Hz, 3H) 1.24 (t. J=6. 8Hz. 
3H) 1.46 (s. 9H) 2. 91-3. 04 fan, 2H) 3.51 (sept, J=6. 4Hz. 1H) 4.02 (dd, J=4. 4. 
8.8 Hz, )H) 4.16-4.23 (in, 2H) 4.40 (d, J=6.0Hz, 2H) 4.95 (br, 1H) 7.17-7.20 
(ni, 1H) 7.24-7.25 On. 1H) 7. 40 (s, 111) 



3- (3- ( (i57h^y*;^-JW 75 J J ;>WU-4- [ ( b U 7;M*D *3MM 
7*-Mt+->7x-JH-H 7 70^x7*0 t*^>^x5 1 ;l/X7T-;U334ing 
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£v:**-tj->4inltcjgfl?U 2- h U 7^77:^7 v >280mg, fh^^h'J? 
iX;U7*77-< >A7v7A75Dig, :&fcU^7A83mg£jbn;Lg3l#ffl5rF80 < Cf3 

u ^^y-mm^)i (7 : n ®&ftm& o 3- (3- [ m= 7 h +*>*;^-;w 7 s 
y ] * ^;m- [ ( h >J 7)V*h*j?M x)i7* -M ^-/7xz;n -2- (2-7 u 
;W 7p^+v7o t::*>S?X3^X7x;H80nig£#£o 
'H-NMR(CDClj) 6: 0. 96 (d. J=6. OHz, 3H) 1.16 (d, J=6. 4Hz. 3H) 1.26 (t, J=6. 8Hz. 
3H) 1.46 (s, 9H) 2.95 (dd, J=8. 8. 13. 6Hz. 1H) 3.02 (dd, J =4. 8, 14. 0 Hz. 1H) 
3.51 (sept. J=6.4Hz. 1H) 4.06 (dd. J =4. 8. 8. 8 Hz, 1H) 4.19 (q. J=6. 8Hz. 2H) 
4.47 (s. 2H) 4.95 (br 1H) 6. 52 (d. J=20Hz. 2H) 6.98 (s. 1H) 7.21 (d, J=8.4Hz. 
1H) 7.32 (s, 1H) 7.51-7.53 (m, 2H) 



3- (3- ( (S&H7 h * )\<X-)l) 7 5 J ] * ff;U-4- [ ( h U 7 Jk* □ 7 )V 

7*=.M *^*>7x-JW -2- (2-7 'J M 7o^^->7°D tf^BfcX^JUXXxJU 

£m*T.mffimntmmc>%&T*mmis. 3^3-1(2, 4-^7 □□^>vm , ;m 75 

y]^^;u-4-(2-7«j;W 7xX;H -2-^ V7o#*->7°Dt!3- 
MS m/e (ESI) 476 (MH*) 



2-/ h * ->-3- t H □ * -> * tf U v >7. 4g£ h ;UX > 1 00ml £ 8# L , 7 vlb 
y7i^MX*'J;H 3. 8m 1 & «fc v 7 If t' >> 7 D [5. 4. 0] 7 >xiz: >9. 5m 1 £ JP 




§8ig0H99a) 
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x., *»T»*at»txfc. JK^tltC7X^iPA, WKX^I/Tttfflbfc. W«l*fiS 

'H-NMR (CDC 1 3 ) 6: 4. 00 (s, 3H) 4.35 (s, 2H) 6. 89-6.92 (m, 1H) 7.55-7.57 (in. IH) 
8. 15-8. 16 (m, IH) 

BocHN"W Br 



•7?)VzS%—#*-blfc ' 10X/^$>S£18*3g*iD*., 7j<^HHmT, £SlCT 

*5A^7 0-7 hfcTfcSU ^*V>-$m^¥)V (5: 1-4:1) &tB#iick D <£H7' 
N-K2-* h + *>-3-tr''J5?;W^^;W*-/ , C'7-h6. '84g£#fc. CCOffi^ 
tl2. 916g^7-kh-hU;U30mH;^^t, N-^P^T.^ W 5 K2. 19g*<fc*fc. 

N-((5-ya^-2-^ h^->-3-lfJ^;W ;>WW #-A*v- H. 185g&»fc. 
'H-NMR (CDC 1 3 ) 5: 1.44 (s, 9H) 3.94 (s, 3H) 4.22 (d. J=6. 0Hz, 2H) 5.02 (br, IH) 
7.62 (s, IH) 8.01 (s, IH) 
HjS0J99c) 



N-[(5-7*tHE-2-* h + e/-3-e>J^H 009g, ^DDh' 

X h 'J7xx;i/7#X7^ >A7v7A45rag. =?B£:J- h U 7A325mg, . HJ7xX 
;i/7*X7>f >17mg^«7KN, N-S>.?W1/#JUA75 K 3m 1 L . —WtitmMW- 




[(2-/ h + «>-3-e«jyjW^^;H7^H9. 5gSr»KX^;H0Onlt*#U, SSH 




186 



WO 01/25181 



PCT/JPOO/06788 



7k, telPa^K^hU^A*, £TSfc#U as*BSKT^>"^AT%«IL, 8ft 

^ (3. 5 : 1) &ttJ#ii=k 0 !I'H73\>U N- [ (5-*;u5 ;u-2-* h * ->-3- tf U vJU) * 
^;i/]*-A-7-h40iig*»fc. 



5i1C8tfU #*fc*MJ£A70iig&tQ*.-fc.' £fi£T15$HR#U N-[(5-*;U 
^;U-2-^ h + ->-3-t°'J S?JM ;*9^]#-A*T-h401]iig©N. N-v^^M^UAT 

W*JB**. fi»ttffc?- MJ *AzK, fc#«»^*5'£ATlfc*U 
»«t*«ffi«AUfc. a*&»Kx^;U8iK x^y-;i/2mnc^LlO^\*7vC7 

-RBfcx^JU (4:1-2. 5:1) i£tH#iiJ; 93- (5- [ (I=yh^yAMriH 7^7] 
514mg£#7c. 

'H-NMR (CDC1 3 ) 5: 0. 96 (d. J=6. OHz, 3H) 1.16 (d, J=6. OHz. 3H) 1.27 (t, J=7. 2Hz. 
3H) 1.45 (s, 9H) 2.85 (dd, J=8.4. 14.0Hz, 1H) 2.92 (dd. J=4. 8, 14. 0 Hz. 1H) 
3.52 (sept. J=6.0Hz) 3. 96 (s, 3H) 3. 99 (dd. 1=4. 8, 8. 4 Hz, 1H) 4.17-4.24 (di. 
4H) 5.03 (br, 1H) 7.47' (s. 1H) 7.93 (d, J=2. OHz, 1H) 



'H-NMR (CDC 1 3 ) 6: 1.46 (s. 9H) 4.08 (s. 3H) 4.31 (d. J=6. OHz, 2H) 5.02 (br. 1H) 
8.01 (d, J=2.4Hz, 1H) 8. 54 (d, J=2. OHz. 1H) 
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CI 0 



CI 




c--V °y 



C0 2 H 



3-(5-[(g§H7>*v£;i^XJH 7 5 A *3\>U-6-* h*y-3-e'JyJW-2--f 

L , 3- (5- [ (2, k-V 7 o □ ^ > VW ;W 7 5 / ] / 3MU-6-* h * ->-3- f 'J v M -2- 
< 7 7'P#*v7W:*>$?£t#fco 
MS m/e (ESI) 441 (MH f ) 

K&ftllOOa) 



3- (3-7ot-5-[(8=:/h*->#;M*-JM 757] y^M-fc Kp*v7iX 
;W-2-f V7*P^*v7 , P f^>^X5 L ^X75 L ^253mg^7-fe hx h >)Mm\\Z 

R^ftSMX^TlHRU h 'J IcTftfr 

Ai7D7M:iiSU '\^->-»Bli5 l ;K4:l)*ffl»aiJ:03-(3-f *H-5- 
[ $!H7* h + *>*;^x;W 7 5 7 ] 7 ^U-4- 1 K □ * > 7 x XJW -2--T 7 7*p# 

^->7*o e*>»x^;wx^x;nooig*»fc. 

•H-NMR (CDC1 3 ) (5 : 0.99 (d. 1=6. 0Hz. 3H) 1.16 (d. 1=6. 0Hz. 3H) 1.24 (t, J-6. 8H2. 
3H) 1.44 (s, 9H) 2.80 (dd. J=8. 0. 13.6Hz. 1H) . 2. 86 (dd. J=5. 6. 13. 6 Hz. 1H) 
3.50 (sept, 1=6. 4Hz. 1H) 3.96 (dd. J=5. 2, 8. 8 Hz, 1H) 4.15-4.23 (m. 5H) 6.96 
(d. 1=1. 6Hz, 1H) 7. 58 (d. J=l. 6Hz. 1H) 
MM !00b) • 
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BocHN 




C0 2 Et 



r 



tms 



3- (3--f * K-5- [ (S! = 7* h * JU#-;W 7 5 y ] ^ ^-4- 1 K □ + -> 7 x x 
;W-2--f 7 7*D^->7'otf^->Kx^JUXX7 L ;i/305mg&N, N-y/^WMT 
5 K3ilfc8fl¥U h l J^5 L ;i/>'U;U7-ti5 1 ^>120mg, f h7^7, h 'J 7xXJU7 
*77-r >^7v J 7A70mg> cfcdMll. 5mg> h >J X^7S >0. 5pl'felin*., £ 

sas& > u # 5 a ? □ v h ttsiu ^-y- >-iiif;i' (6 : i) $ai#@i 

*03-3-[(»Hyh4r*>*;U#x;W7S>'l^>;U-4-kHo*'>-5-[2-(l. 1, 1- 
h >J ^^jl/vUJW-l-x^x^] 7xz;V-2--f V7d#4'>7p tf^Kx^JI/ 
XXT->H65mg?:t#fco 

'H-NMR (CDC 1 3 ) 6: 0. 27 (s, 9H) 0.96 (d, J =6. 0Hz, 3H) 1.15 (d, J =6. 4Hz. 3H) 1.24 
(t. J=7. 2Hz, 3H) 1.44 (s. 9H) 2.80 (dd, J=9. 2, 14. 4Hz, 1H) 2.88 (dd, 1=5. 2. 
14.0 Hz, 1H) 3.49 (sept, J=6. 4Hz, 1H) 3.96 (dd. J =4. 8, .8. 8 Hz, 1H) 4.13-4.21 
(m. 3H) 4.24 (d. J=6. 0Hz. 2H) 5.11 (br, 1H) 7.05 (d. J=l. 6Hz. 1H) 7.19 (d, 
J=2.4Hz, 1H) 
BififfllOOc) 



3-3-[(^7h^^M-;W7$;l/^M-tHo+y-5-[2-(l, 1. 1-h 

ij ^^;ui>u^)-i-x^x;n 7xxji/-2--f 7 7"d^^d et^si^n 

7xJI/165mg£7b5t h*D.7 7>2ml£i&$U 6M40 L fh77*^7>^ 
7 A 7JU:* »J H (lMx h 7 1 H o 7 7 >mm 0. 5ral £fl0*., MKT1WMIK#L£. 
RJ6iB&«iS»iif^«l/« *rfllJ§£*. ^fpMW7j<. KT»U 
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£T»S!U ^itV-WBftX^^ (3:1) ittb^iiJ; 0 3-3- [ (^h^y^M- 

'H-NMR (CDClj) 5: 0.97 (d, J=6. 0Hz. 3H) 1.15 (d. J=6. 4Hz, 3H) 1.26 (t, J=7. 2Hz, 
3H) 1.44 (s. 9H) 2.81 (dd, J =9. 2, 14.4Hz, 1H) 2.88 (dd, J =5. 2, 14. 0 Hz, 1H) 
3.36 (s, 1H) 3.50 (sept. 1=6. 4Hz. 1H) 3.97 (dd, J=4. 8, 8. 8 Hz. 1H) 4.15-4.22 
(m, 2H) 4.23 (d. J=6. 8Hz, 2H) 7.04 (s. 1H> 7.20 (s, 1H) 
fi&fUlOOd) 




3-3- 1 (lf§H7 h *~st> - M 7 5 J ) * T)V-4- 1 H □ * *>-5- ( l-x^-^W 
7I-JV-H V7"D>T°^->7'ok°x}->Kx5 L ;i/X7s7-;H21mg§:N. N-v*3\M/* 
;kk75 K2mlfcJS#U U ^A50ng€:liQAfc. 6O-7(TC»::T**£.lft#Lfc0> 

jiy 1*9 h l:T»« U '\=HJ->-6fB£x? 1 Jl, (6:1) ^tHtfiScfc 9 3- (7- [ (5fc= 
y h 4 y A J^-iH 7 a y 1 / f JK > 7 [b] 7 7 >-5--f J W -2--f 77*0 
7°d £*>&x^PX7x;i'57i]ig£f#fc. 

'H-NMR (CDC 1 3 ) 6: 0.94 (d. J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.23 (t, J=6. 8Hz, 
3H) 1.46 (s, 9H) 3.01 (dd, J=8. 8, 14. 0Hz, 1H) 3.08 (dd, J=5. 2, 14. 0 Hz, 1H) 
3.49 (sept. J=6.4Hz. 1H) 4.07 (dd. J=5.2, 8. 4 Hz. 1H) 4.12-4.19 (m, 2H) 4.60 
(brs. 2H) 5.01 (br, 1H) 6.72 (s. 1H) 7.13 (s. 1H) 7.39 (d, J=.l. 6Hz, 1H) 7.61 
(d. J=2. 0Hz, 1H) 
206011 OOe) 
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3- (7- [ (*H 7 Y * : sti )V#-)V) 7 5 J ) / W< > V* (b) 7 y >-5~f ;W -2--f 

L . 3- (7- [ (2, 4- v> 7 □ d ^ y *M M 7 5 J } / > 7* [b] 7 5 >-5--f ;W -2- 

MS m/e (ESI) 451 (MH 4 ) 

HlMffiJlOl 

UiMlOla) 




3- (7- [ (I=yh+->AJ^^H 75 7) *W1>V [b] 77 >-5--f ;W -2--f 
V7o^+~>7atr?i->^x9 1 ;px7^29mg^x^y-;ni^.U, lOX/^v 

h»iSU tttt£BI8U 3-(7-[(^H7h^->^;P#x;i/)7Sy)75 1 ;U-2. 3-7 
t H n^>V* (b) 7 5 >--5H" ;M -2--f V 7d^+->7o fcf*>iSX3 1 ^x7xA' 
27ng£&fc. 

'H-NMR (CDC ) 3 ) 5 : 0. 99 (d, J=6. OHz, . 3H) 1. 15 (d. J=6. OHz, 3H) 1. 25 (t, J=6. 8Hz. . 
3H) 1.45 (s, 9H) 2.85 (dd, J=8. 4. 14. OHz, 1H) 2.92 (dd, J =4. 8. 14. 0 Hz. 1H) 
3.17 (t, J=5. 2Hz. 2H) 3.50 (sept. J=6. OHz, IH) 3. 98 (dd, J=4. 8, 8. 4 Hz. IH) 
4.13-4.20 (in. 2H) 4.24 (brs. 2H) 4.57 (t. 1=5. 2 Hz. 2H) 4.97 (br. IH) 6.91 
(s, IH) 7.00 (s. IH) 
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3- (7- i(^h+y*J^-jH75y)^ 3-v 5 b H □ * > V* [b)77> 

-5~f ;W -2-«f V 7d#*~>7"d tf^- >iifM7fJ^ffl ^>TSfcJt«38t H$ 
O^ftT&S U 3- (7- ( (2, 4-v 7 □ P ^ > '/-f ;W 7 5 J } * 3- v b H □ ^ 

MS m/e (ESI) 481 (MH + ) 



- 1. 3-^7 »y-;i^4--f ;w 7 *>;m 7 x - m v 7o^+-> 

MS m/e (ESI) 499 (MH*) 
«ffiJ103 



^JS0J88£l^fl©;£&T4fflgU 3-(2,4-v^ h + y-5-([(5-/?^-2-7i-^ 

-i. 3-^7 »/-;i^4-Hf jm *;p#=;H 7 = / 7 x-;n -2-r y7o^-> 

MS m/e (ESI) 499 (MH*) 



^Jfi«89tK«0*iSfeTfflaL. 3- [3. 4-v* h + y-5-([(5-^f JH-7x"^ 
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7°D 

MS m/e (ESI) 499 (MH*) 
^ffJ105 



3-5 1 7 > /-;M-'f )l)t>)ltf-)l>}7$; 7x~jH -2-1'77'd 
MS m/e (ESI) 548 (MH 4 ) 



mmvmtmm^m^m^^ 3-[3->-7/-4-* (5-/3^-2-7 
x-;u-i, 3-3 1 7 , /-;i'-4-f ;w *;i/^-JH 75 y *^;w 7ii;H -i-i 7 7°d 

MS m/e (ESI) 494 (MH*) 



H^J92tlH|tI©7j&T«b, 2-< V7'otf*-3- [3- ( [ (5-^^^-2-7 x~)l 

-l, 3-^7 > /-JU-4-<;i/)*;u#-;i/] 7sy 7izjH] 7*0 ti 

MS m/e (ESI) 439 (MH*) 





OH 
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J 




Y 



mn^mtmm^mrmmL. 3- m-i k*<>-3- ( 1 (5-;* 3^-2-7 x-;u- 

MS m/c (ESI) 483 (MH + ) 



mmrnu t mm<o^mrmm u 3- (4- ->-3- ( [ (5- * ^-2- 71-jh 
1. 3-^7 — — r M t> jv#~M 7 x - ;n -2-^ v > 

MS m/e (ESI) 497 (MH f ) 



'*JSiW95tH*RO*t6TfflaU, 3-[4-< yyp^^->-3-(((5-^f ;H-7i- 

;m. 3-^7 v— r ;w * 7 5 / 7 zz;n v y 

MS m/e (ESI) 497 (MH<) 
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mm®m tm&<Di5 &t*&ml, 3- [4->7 d^^m-*^- ( 1 (5-y ^;i/-2- 

7xziki,3-f7 '/-;w-4-f ;w * ;u#-;H 7 5 / y 7 x -;u -2--r v 7° 
□ #*->7 , Dt!;i->K£t#fc. 
MS m/e (ESI) 523 (MM 




f?»97 1 ISHHW^ffi TfflS U 3- [4- (4-7 ;M- □ 7 x n M -3- (1(5-;* ^-2- 

7 x 3-^7\/-;u-4-< jw ^;u^-;H 7 s / *3=\>w 7 x - ;n -2--r v 7" 

MS m/e (ESI) 533 (MH*) 
SMMH3 




HJ60398 £ H#©£feTjJ!JS L . 3- [4- (4-7 'J M -3- ( I (5-/^^-2- 7 x 

l. 3-^7^-^-4-^ ;U * ;u#-;U 7 5 y * 7 x n;H -2-f v 7° □ v 

MS m/e (ESI) 505 (MH') 

1MM1I4 
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MS m/e (ESI) 470 (MH 4 ) 



mmnootmm^m^mv, 1-1 v7b^*>'-3- [7- a (5-^^-2-7 x 

3-f 7 y-iH-f J W A J^-M 7 5 / ^ f ^ >•/ [b] 7 7 >-5--f 
MS m/e (ESI) 479 (MH 4 ) 



mmm io i t mmvij & -emm u 2-< v 7 «>-3- [7- ( [ (5-/fw-7x 

3-^77-^-4-^^) t>)V*s~M 7^ J -2, 3-yh h*D^>7[b] 

7 ^ >-5--f ;u 7' □ tr * >^ £ 

MS m/e (ESI) 480 (MH 4 ) 
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MS m/e (ESI) 498 (MM 



H^J93<t|Wl^CD^^T^g L. 3- (3- [ {2-i7 □ P-4--T vyD^^^>^ 

•H-NMR (CDC1 3 ) d : 1.04 (d, J=6. 0Hz, 3H) 1.15 (d. J=6. 0Hz, 3H) 1.34 (d, J=6: 0Hz. 
6H) 1.43 (t. J=7. 2Hz, 3H) 2. 90 (dd. J=8. 0, 14. 0Hz, 1H) 3.06 (dd, 1=4.4. 14.0 
Hz, 1H) 3.57 (sept. J=6. 0Hz, 1H) 4.06 (q, J=7. 2Hz. 2H) 4.11 (dd, 1=4.4. 8.0Hz. 
1H) 4.56 (sept. J=6. 0Hz, 1H) 4.62 (d. J=5. 6Hz. 2H) 6.79 (d, J=8. 8Hz. 1H) 6.81 
(dd. J=2. 4, 8. 4Hz, 1H) 6.87 (d, J=2. 8Hz. 1H) 7.07 (br, 1H) 7. 12 (dd, J=2. 4. 
8. 4 Hz. 1H) 7. 23 (d, J=2. 4Hz. 1H) 7. 74 (d. J=8. 4Hz. 1H) 
MS m/e (ESI) 478 (MH + ) 



nm&mtmffi(D.i5&T*mL, 3- (3- m- to d-4->^ a^>^;^+ ->^> 

■H-NMR (CDCI3) 6: 1.04 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.43 (t, J=7. 2Hz. 
3H) 1.61-1.65 (m, 2H) 1.74-1.94 (m. 6H) 2.90 (dd. J=8. 0, 14. 0Hz, 1H) 3.05 (dd, 
J=4. 4. 14.0 Hz, 1H) 3. 57 (sept. J=6. 0Hz, 1H) 4. 06 (q. J=7. 2Hz, 2H) 4.10 (dd. 
J=4. 4, 8.0Hz, 1H) 4.62 (d. J-5. 6Hz. 2H) 4.74-4.77 (m. Ill) 6.78 (d, J=8. 0Hz. 
1H) 6.80 (dd, J=2.4. 8. 4Hz. 1H) 6.86 (d, J=2. 4Hz. 1H) 7.08 (brt. J=5. 6Hz. 1H) 
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7.12 (dd. J=2.4, 8.4 Hz, 1H) 7.23 (d, 1=2. 4Hz, 1H) 7.73 (d, J=8. 4Hz, 1H) 
MS rn/e (ESI) 504 (MH 4 ) 
mmm 120 



nm&mtmm<»J5&-?&wL. 3-3-1 ([2- (4-^fjV7iun -5-^^-1. 3-^ 

7 7- JU-4--T JH * )V^-)V7 5 y ) ^JH -4-X h ^ v 7 x -)V-l~i 7 # 

'H-NMR(CDC1 3 ) a : 1.06 (d, J=6. OHz, 3H) 1.17 (d. J-6.-0Hz. 3H) 1.48 (t. J=7. 2Hz, 
3H) 2.04 (s. 3H) 2.71 (s, 3H) 2.92 (dd. J=8. 0. 14. OHz. 1H) 3.06 (dd, J=4.4„ 
14. 0 Hz, 1H) 3. 59 (sept, J=6. OHz, IH) 4. 08-4.. 13 (m. 3H) 4. 59 (d. J=5. 6Hz, 2H) 
4.74-4.77 (m, IH) 6.53 (brt. J=6. 4Hz, 1H) 6. 81 (d, J=8. 4Hz, IH) 7. 13 (dd, J=2. 4, 
8.4Hz. IH) 7.21 (d. J=2. 4Hz, IH) 7.24 (d. J=8. 0 Hz. 2H) 7.80 (d, J=8. 4Hz, 2H) 
MS m/e (ESI) 497 (MH 4 ) 



nm®m t nmo^mx-i&m u 3-3- [ ( [2- (2-7 □ □ 71^1 -5-^^;u-i. 3- 

^7V-)V-i-^M ^M-jl'TS;) *=5-M -4-X h*v7xXJl/-2-f 7 7"D 

'H-NMR (CDC1 3 ) <5: 1.06 (d. J=6. OHz, 3H) 1.17 (d, J=6. OHz. 3H) 1.48 (t. J=7. 2Hz. 
3H) 2.75 (s, 3H) 2. 92 (dd. J=8.0. 14. OHz. IH) 3.06 (dd, J=4. 4. 14. 0 Hz, IH) 
3.59 (sept, J=6. OHz. IH) 4.08-4.13 On. 3H) 4.60 (d, J=6. OHz, 2H) 6.61 (brt, 
J=6. 4Hz, IH) 6.82 (d, J=8. 4Hz, IH). 7- 14 (dd. 1=2. 4, 8. 4Hz, IH) 7.22 (d, J=2. 4Hz. 
IH) 7.35-7.40 (m. IH) 7.48-7.51 (in, IH) 8.24-8.27 On. IH) 
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MS m/e (ESI) 516 MP) 

mm* 




9mm* £ Lx 3-3- [ ( [2- (4-d7 □ □ 7iZJH -5-^^-1, 3- 
#*>-7°otf;t 

•H-NMR (CDCI 3 ) 5: 1.06 (d. 1=6. 0Hz, 3H) 1.17 (d. J=6. OHz. 3H) 1.48 (I, J=7. 2Hz, 
. 3H) 2.71 (s, 3H) 2. 92 (dd. J=8. 0. 14. 0Hz, 1H) 3.06 (dd. J =4. 4, 14. 0 Hz. 1H) 
3.59 (sept. J=6. OHz, 1H) 4.08-4.13 On, 3H) 4. 59 (d, J=6. 0Hz, 2H) -6. 54 (brt. 
J=5. 6Hz, 1H) 6.82 (d, J=8. 4Hz, 1H) 7. 14 (dd, J=2. 4. 8. 4Hz. 1H) 7.21 (d. 1=2. 4Hz. 
1H) 7.41 (d. J=8. 8Hz, 2H) 7.86 (d, J=8. 8Hz. 2H) 
MS m/e (ESI) 516 (MH*) 




nm&m t mmon m r-mm u 3-3- [ ( [2- (2. 4-v ? □ □ 7 * =.m -s-> ^ju- 
1.3-^7 7*- ju-4-t ;i/l * ji/jH - jut s j ) * ^jU -4-x h * v 7 i=jh-t v 

7n#*v7o tr#>B6£ft&. 
MS m/e (ESI) 551 (MM 
Hli>®ffJ124 
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0 




mm&m t mm^mx-mm l . 3-4-x h * ^-3- 1 ( is-* 3^-2- 12-^1- 

'H-NMR (CDCi 3 ) <5: 1.06 (d. J=6. 0Hz. 3H) 1. 17 (d, J=6. 0Hz, 3H) 1.47 (t, J=7. 2Hz. 
3H) 2. 05 (s, 3H) 2. 92 (dd, J=8. 0. 14. 0Hz, 1H) 3. 06 (dd, J=4. 4. 14. 0 Hz. 1H) 
3. 57 (sept. J=6. 0Hz. 1H) 4. 08-4. 13 On. 3H) 4. 58 (d. J=5. 6Hz, 2H) 6. 50 (br, 
1H) 6.82 (d. J=8.0Hz. 1H) 7.09 (dd, J=3. 6. 5. 2Hz. 1H) 7.13 (dd. J=2. 4. 8.0Hz. 
1H) 7.21 (d, J=2. 0Hz. 1H) 7.48 (ddd, J=l. 2, 5.2, 33. 6 Hz. 1H) 
MS m/e (ESI) 489 (MH + ) 




MS m/e (ESI) 492 (MM 




mffimMtm®<Di5&T*mmL. 3-(3-[(2-7oo-4-7 , Dtf*->^>v*-i';u) 7 

'H-NMR (CDCI3) (5: 1.04 (d. J=6. 0Hz. 3H) 1.05 (t. J=7. 2Hz. 3H) 1.16 (d. J=6. 0Hz, 
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3H) 1.33 (d. J =6. 0Hz. 6H) 1.79-1.87 (id, 2H) 2. 90 (dd. 1=8.0, 14. OHz, 1H) 3.06 
(dd, J=4.4, 14.0 Hz, 1H) 3.57 (sept, J=6. OHz. 1H) 3.95 (t, J=7. 2Hz, 2H) 4.11 
(dd, J=4.4, 8. 0Hz. IH) 4. 56 (sept, J=6. OHz. IH) 4. 63 (d. J=7. OHz, 2H) 6.79 
(d. J=8.8Hz. 1H) 6.81 (dd, J=2. 4, 8. 8Hz, IH) 6. 86 (d. J=2. 8Hz. 1H) 6.99 (br, 
1H) 7.11 (dd. J=2.4. 8.4Hz. 1H) 7.23 (d, J=2. OHz, 1H) 7.72 (d. J=8. 4Hz, 1H) 
MS m/e (ESI) 492 (MH*) 



VW )l)7*y) * 5MU-4-7P v 7 x -M -2-f V^O^->7*Dt^>i$ 
MS m/e (ESI) 518 (MH*) 



£nmu£®m<Dj5&-T:®wL> 3-3- [((2- (4-/^7 i-jh -5-^^-1. 3- 

'9-7 x /-)V-i-4M *-JU#-;U75 J) -4-7n^^v7x-;i/-2-r 7 7* 

'H-NMR (CDCI3) 6 : 1.06 (d, J=6. OHz. 3H) 1.09 (t, J=7. 2Hz, 3H) 1.17 (d, J=6. OHz, 
3H) 1.82-1.91 (in. 2H) 2.40 (s, 3H) 2.71 (s, 3H) 2.9.2 (dd. J=8. 0. 14. OHz. 1H) 

3. 06 (dd. 1=4. 4. 14. 0 Hz, IH) 3. 59 (sept. J=6. OHz, IH) 3. 99 (t. J=6. 8Hz, 2H) 

4. 12 (dd. J=4.4. 8.0Hz. IH) 4.59 (d, J =6. OHz. 2H) 6.46 (brt. J=6. 4Hz. IH) 6.82 
(d. J=8.2Hz. IH) 7.14 (dd. J=2. 4, 8. 8Hz. IH) 7.22 (d, J=2. 4Hz. IH) 7.24 (d. 
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J=8. 0Hz, 2H) 7.80 (d. J=8.4Hz, 2H) 



MS m/e (ESI) 511 (MH*) 




•J 



Y 



CO,H 



mmmt [5|«©^f*-tfMU. 3-3- ( ( [2- (2-7 □ □ 7x-jH -5-* 3- 
^7 JH * 5 / ) * J-M -4-7° u *>-7 x n ;U-2-< V 7° 

d v ;/□ kf* >K £'#7c. 

'H-NMR(CDC1 3 ) a: 1.07 (d. J=6. 0Hz. 3H) 1.09 (t. J=7. 6Hz, 3H) 1.17 (d, J=6. 0Hz, 
3H) 1.85-1.91 (m, 2H) 2.74 (s. 3H) 2.92 (dd. j=8. 0. 14. 0Hz. 1H) 3. 06 (dd, J =4. 4, 
14.0 Hz, 1H) 3.59 (sept. J=6. 0Hz. 1H) 3.99 (t, J=6. 4Hz, 2H) 4.12 (dd. J =4. 4, 
8.0Hz, 1H) 4.60 (d. J=6. 0Hz. 2H) 6.57 (brl. J=6. 4Hz. 1H) 6.82 (d. J=8. 4Hz, 
1H) 7.14 (dd, J=2.4. 8. 4Hz. 1H) 7.22 (d, J=2. 4Hz, 1H) 7. 35-7. 40 (i. 2H) 
7.48-7. 51 (m, 1H) 8. 24-8. 27 On, 1H) 
MS m/e (ESI) 531 (MH + ) 
HUi&ffJ130 



mmmMtm^yjmxmmv. 3-3- [ m- (4-7 dd7i;jh -5-^ju-i. 3- 

3- 7 '/■WM-f M t) )Vi£-)V7 £ J ) * -4- 7* □ > 7 x -)l>-2--1 V 7" 
D#*->7*nt?#>»£ftfc. 

'H-NMR (CDCI3) a : 1.06 (d. J=6. 0Hz, 3H) 1.08 (t. J=7. 6Hz. 3H) 1.17 (d. 1=6. 0Hz. 
3H) 1.84-1.89 (m, 2H) 2.70 (s. 3H) 2.92 (dd. J=8. 0. 14. 0Hz, 1H) 3.05 (dd. 1=4.4, 
14.0 Hz, 1H) 3.60 (sept, J=6. 0Hz, 110.3.99 (t. J=6. 4Hz, 2H) 4.12 (dd. J=4. 4. 
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8.0Hz. 1H) 4.59 (d, J=5. 6Hz. 2H) 6.49 (brt, J=6. 4Hz, 1H) 6.82 (d, J=8. 4Hz, 

1H) 7.14 (dd. J=2.4, Z. 4Hz, • 1H) 7.21 (d, J=2. 4Hz, 1H) 7.41 (d, J=8. 8Hz, 2H) 
7.85 (d, J=8. 8Hz. 2H) 
MS m/e (ESI) 531 (MH*) 



mm^mtmm^mrmmL, 3-3-[([2-(2.4-v ; ^DD7x-;n-5-;><3 i ;t'- 

1. 3-^7 7-^-4-^ M t> )VX-)V7 5 / ) / f-M -4-7° D^y7i 

'H-NMR(CDCI 3 ) <5 : 1.07 (d, J=6. OHz, 3H) 1,07 "(t, J=7. 2Hz, 3H) 1.17 (d. J=6. OHz. 
3H) 1. 83-1. 92 (m, 2H) 2. 73 (s. 3H) 2. 92 (dd. J=7. 2, 14. OHz. 1H) 3. 06 (dd, J=4. 0. 
14.0 Hz. 1H) 3. 60 (sept. J =6. OHz. 1H) 3.99 (t, J=6. 4Hz, 2H) 4.12 (dd, J=4.- 4. 
8.0Hz, 1H) 4.60 (d, J=5. 6Hz. 2H) 6. 55 (brt. J=6. 4Hz. 1H) 6.82 (d. J=8. 4Hz. 
1H) 7.14 (dd. J=2.4,.8.4Hz. 1H) 7. 22 (d. J=2. 4Hz. 1H) 7.36 (dd. J=2. 4, 8. 8Hz. 
1H) 7.51 (d, J=2. OHz, 1H) 8.26 (d, J=8.4Hz. 1H) 
MS m/e (ESI) 565 (MH') 

o o 



^mmutmm^&irmmv. 3-4-7w;*v-3-[U5-.*^-2-(2-^x- 

MS m/e (ESI) 503 (MH 4 ) 
«ff'JI33 : 
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r 



C0 Z H 



MMmstmmort&'zmmL* 3- 0- ( a-t> □ d-4-7d#* > ;w 7 

'H-NMR (CDCI3) <5 : 1.03 (t, J=7. 2Hz, 3H) 1.04 (d, J=6. 0Hz, 3H) 1.16 (d, J=6. 0Hz, 
3H) 1.35 (d. J=6. 0Hz, 6H) 1.78-1.83 (m, 2H) 2.90 (dd, J =7. 2, 14. 0Hz, 1H) 3.05 
(dd. J=4. 0, 14.0 Hz, 1H) 3.57 (sept. J=6. 0Hz. 1H) 3.92 (t, J=6. 4Hz, 2H) 4.10 
(dd, J=4. 0. 7. 2Hz, IH) 4.56-4. 61 (m. 3H) 6.80 (d, J=8. 4Hz. 1H) 6.83 (dd, J=2. 4, 
8.4Hz, 1H) 6.89 (d, J=2. 4Hz, IH) 7.04 (brt, J=5. 2Hz, 1H) 7. 11 (dd, J=2. 4. 8. 4Hz, 
1H) 7.23 (d, J-2.4Hz, IH) 7.74 (d, J=8. 8Hz. IH) 
MS m/e (ESI) 492 (MH*) 



mmmtmmoyjmrmmL, 3- (3- 1 (2-^dd-h y7'D^->^> i /<JH 
7 5 j ) * ^;M--r y zt □ ts * -> 7 x -M -2-< v ^ □ # * -> 7" □ tr -t >m 

MS m/e (ESI) 492 (MH + ) 



HM95 1 M^&T'&Jg t > 3- (3- [ (2-0 D o-4- ^ i7U*> ! ?.)V'**ri"< > 



»J134 
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% M M 7 S J ) * ^M-f V 7° o y7i x;W -2--f V 7" □ # * V 7° □ tr ^ > 

'H-NMR(CDC] 3 ) a : 1.04 (d, J=6. OHz. 3H) 1.16 (d, J=6. OHz. 3H) 1.35 (d, J=6. 0Hz. 
6H) 1.61-1.65 (in, 2H) 1.75-1.94 (n, 6H) 2.90 (dd, J=7. 2. 14. OHz, 1H) 3.05 (dd, 
J=4. 0, 14.0 Hz. 1H) 3.57 (sept, J=6. OHz, 1H) 4.10 (dd. J =4. 0, 7. 2Hz, 1H) 4.60 
(d. J=5. 6Hz. 3H) 4.76 (sept, J=6. OHz. 1H) 6.80 (d. J=8. 8Hz. 1H) 6.81 (d. J=8. 8Hz, 
1H) 6.86 (d. J=2. 4Hz, 1H) 7.05 (brt. J=5. 6Hz, 1H) 7.11 (dd. J=2. 4. 8.4Hz. 1H) 
7.23 (d, J-2. OHz, 2H) 7.73 (d. J=8. 8Hz, 2H) 
MS m/e(ESI) 518 (MH + ) 

mmmm 



nn&mtmmoxm-cmw u 3-3- [ t [2- (4-*?)\,?x=.)i>) -5-*3muh. 3- 

^7 V-JM-f M t> )l#-)\,7$ J ) * 3-M -4-f V 7"o #4- is 7 iz;H--f 

'H-NMR (CDC 1 3 ) 6 : 1.06 (d. J =6. OHz, 3H) 1.17 (d, J=6. OHz, 3H) 1.39 (d, J=6. OHz, 
6H) 2.40 (s. 3H) 2.71 (s. 3H) .2.91 (dd. J =7. 2. 14. OHz, 1H) 3. 05 (dd. J =4. 0, 
14. 0 Hz, 1H) 3. 59 (sept. J=6, OHz, 1H) 4. 1 1 (dd, J=4. 0, 7. 2Hz, 1H) 4. 56 (d, 
J=5. 6Hz, 2H) 4.63 (sept. J =6. OHz. 1H) 6.53 (brt, J=5. 6Hz. 1H) 6. 83 (d. J=8. 4Hz. 
1H) 7. 13 (dd. J-2. 4. 8.4Hz. -1H) 7.21 (d. 1=2. 4Hz. 1H) 7.24 (d. J=8. 4Hz, 2H) 
7.80 (d. J=8.4Hz, 2H) 
MS m/e (ESI) 511 (MH*) 



x 




v 
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C0,H 



rnm&m t mm »^x*is u 3-3- [ ( [2- (2-^ □ □ 7 x - jh -5-* 5p;m, 3- 
v 7° □ # * *> 7° □ tr* > si £ fcfc. 

'H-NMR (CDC 1 3 ) 6 : I. 07 (d, J=6. 0Hz, 3H) I. 17 (d. J=6. 0Hz. 3H) 1.40 (d, J=6. OHz, 
6H) 2.75 (s, 3H) 2.92 (dd, J=7. 2, 14. 0Hz, 1H) 3.05 (dd, 1=4. 0. 14. 0 Hz, 1H) 
3.60 (sept, J=6. OHz, 1H) 4.12 (dd, J=4. 0. 7. 2Hz, 1H) 4.58 (d. J=5. 6Hz, 2H) 
4.64 (sept. J=6. 0Hz, 1H) 6.63 (brt, J=5. 6Hz, 1H) 6.83 (d. J=8. 4Hz, 1H) 7.13 
(dd, J=2.4. 8.4Hz, 1H) 7.21 (d. J =2. 4Hz, 1H) 7.35-7.39 (m. 2H) 7.48-7.50 On, 
1H) 8.25-8.27 fan, 1H) 
MS m/e(ESI) 531 (MH + ) 



gffimtetmm<D%mT'mwL> 3-3- t ((2- (2, 4-^7 7xzjh -5-*^;i>- 

1, 3-5P 7 '/-)l-4-i M t) )Vifs-)V7 5 J ) * ?M -4-4 7 7*o v 7 x -)V- 



'H-NMR (CDCI3) <5 : 1.07 (d, J=6. OHz. 3H) 1.17 (d. J=6. OHz, 3H) 1. 40 (d, J =6. OHz, 
6H) 2. 74 (s, 3H) 2. 92 (dd. J=7. 2. 14. OHz, 1H) 3. 05 (dd, J=4. 0. 14. 0 Hz, 1H) 
3. 60 (sept, J =6. OHz, 1H) 4. 12 (dd. J=4. 0. 7. 2Hz. 1H) 4. 56 (d, J=5. 6Hz, 2H) 
4.64 (sept, J=6. OHz, IH) 6.63 (brt, J=5. 6Hz. 1H) 6. 83 (d, J=8. 4Hz. 1H) 7.13 
(dd, J=2.4. 8.4Hz. 1H) 7.21 (d. J=2.4Hz. 1H) 7.36 (dd. J=2. 0, MHz. 1H) 7.51 
(d. J=2.4Hz, 1H) 7.26 (d. J=8. 8Hz. 2H) 
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MS m/e (ESI) 565 (MH + ) 




MS i/e (ESI) 503 (MH + ) 




mmmtmm^-nm^^m^^ 3-(3-[(2-?np-4-7°D#*->^>V'f my 

MS m/e (ESI) 513 (MH*) 

CI 0 0 




;|/)7$;]^fJH-y^D^>fM^->7iZJW-2-'fvyp^y^Dft 
MS m/e (ESI) 518 (MH*) 
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a 0 i 




'Mffim%t®&<D3itikT®® U 3- (3- [ (2-7 □ o-4-v7 u<>T)VX* 
7-f;W 75 y] ^5 L ;H-y^D^>fJl't+y7x-JH-2-'f y7D/i^>7D 

MS m/e (ESI) 544 (MH + ) 
1MMH3 



*J60»I96 £ffl*©#ttTffl8! U 3-3- [ ( [2- (4-* 9=JU 7 x -5-* ^;M. 3- 
-2-fV7o*^>7Dbf 

■H-NMR(CDCl 3 ) 6 : 1.06 (d, J=6. 0Hz, 3H) 1.17 (d, J=6. OHz, 3H) 1.65-1.69 (in, 2H) 
1. 77-2.10 (m. 6H) 2.40 (s. 3H) 2.71 (s. 3H) 2.91 (dd. J=7. 2. 14. OHz, 1H) 3.06 
(dd, J=4. 0. 14.0 Hz. Ill) 3.59 (sept, J =6. OHz, 1H) 4.11 (dd, J=4. 0, 7. 2Hz, 1H) 
4.54 (d, J=5. 6Hz, 2H) 4.82-4.85 (m, 1H) 6.44 (br, 1H) 6.82 (d. J=8. 4Hz, 1H) 
7.12 (dd, J=2.4, 8.4Hz, III) 7.20 (d, J=2. 4Hz, 1H) 7.24 (d. J=7. 2Hz. 2H) 7. 80 
(d, J=8. OHz, 2H) 
MS m/e (ESI) 537 (MM 



-0$ 




C0 2 H 
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nmmbtisiifco>i5tikTmmi>, 3-3- k [i- (2-7 dd7x-;w -5-/^-1.3- 
^7 ;H *M-^7s;)^ -4- -> 7 □ ^ >5\M-* -> 7 x rju 

-2--T 77p#*v7o £*>mz®rz. 

MS m/e(ESI) 557 (MH*) 




Hi6«fiJ96i: |Wlti©^STMg U 3-3- [ ( [2- (Hop 7i-iW -5-* 1, 3- 
^7 \Z-;M->f ;H * =. )17 5 / ) / -4- -> 7 □ ^ >^;m-^ -> 7 x ~)V 

MS m/e (ESI) 557 (MH f ) 




mm&mtmm<Dtt£X'm® u 3-3- [ ( [2- (2, 4- -7 7 □ □ 7i-;n -5-*^- 
i, 3-3 1 7 7-;M-^;u]#;u#-^75y) >wu -4->^o^->f^t*5'7i 
- ;i/-2-< v 7 □ # + v 7* □ e # >8§ * . 

MS m/e (ESI) 591 (MH*) 
HMI47 
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mfaM% t m®o)Jv&T°mm u 3-4- □ ^ >^ jm-* v-3- [ ( (5-^^-2- 

7 7P#*e/7°Pt!;t 
MS a/e (ESI) 529 (MH + ) 



HSS^iJ98 <h PH*®#fcTffl3i U 3- [3- [ (2-7 P p-4-7°p > 7W ;'W 7 
5 /] *3\>W-4- (2-7 'J;H 7i-iH -2--T V7Ptf * v7p t?;*>»£ftfc. 
MS m/e (ESI) 500 (MH 4 ) 



»l9^Pi©^gT«l. 3- [3- ( (2-7 □ P-4--T V 7p 
JU) 7 5 A (2-7 U M 7i-;H -2--T 7 7p^ *->7p e*>B6*»fc. 

MS m/e (ESI) 500 (MH f ) 
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a 0 j 




&mwt£mm<oij&-emmis. 3M3-[(2-7oom-~>?d^>3^m-*^> 

7< M 7 5 / ) * 3^-4- (2- 7 U JW 7 x - ;H -2H" 7 7n S/?u >» $ 
MS n/e (ESI) 526 (MH f ) 



|£M0J98<h|i^tf>£&TM U 3-4- (2-7 U ;W -3- [ ( [l-X?)V-2- (4-* ^7 
3-^7'/-JM-f M-h)\>i£-)l7^;) 7x-;U-2-<V7*d 

MS m/e(ESI) 519 (MM 



H^J98 <h B«©#i£TM U 3-4- (2-7 U ;W -3- [ ( [5-* *)V-l- (2-7 □ □ 7 

x-;n-i, 3-^7i/-;i/-4--rjuj*;u^^75y) ^^H7izjh-<v7d 

MS m/e(ESI) 539 (MH*) 
K£0!ll53a) 
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C0 2 Et 



Y 



Uh*)7)V*n*?M *;1/7*x;W^*v7xx;W-2-(2-3 1 xx;W7'd#* 



'H-NMR (CDCI3) <5: 1.01 (d. J=6. 0Hz, 3H! 1.18 (d, J=6. 4Hz, 3H) 1.27 (t, J=7. 2Hz. 
3H) 1.46 (s. 9H) 2. 91-3.06 (m, 2H) 3.51 (sept, J=6. 4Hz. 1H) 4.10 (dd, J =4. 8. 
8. 8 Hz. 1H) 4. 16-4.. 24 (m, 2H) 4. 40 (d, J=5. 6Hz. 2H) 4. 69 (br 1H) 7. 01 (d. J=6. OHz. 
1H) 7.08 (d. J=5. 2Hz. 1H) 7.13-7.20 (m, 2H) 7.24-7.35 (m. 2H) 



3- (3- [ (fgZ7>*->#;i'*'-;i') 75 /] t^fr-A- [ ( HJ 7Mo^fM 

Jl^fflt^T. II^W^tiOTIU 3-[3-[(2,4-y^oo^>«;-i'JH7$y] 
y^-4-(2-^x-;H 7x-;H-2-<V7'n^^v^Dtf^>i?$t#fco 
MS m/e (ESI) 492 MM 



«#J153<hl3$i::MU 3- (3- [ □ D-4-7*o^+ y ^>y-f JW 7 5 7 ] 
MS m/e (ESI) 516 (MH*) 



v7*d e^->^x^;i/X7xx;i'^#?t 



M#J153b) 
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OH 



mmm 1 53 1 mmizmm. l , 3- [3- [ (2-7. □ □ -4--r yya^y^>y-f;w7s 

MS m/e (ESI) 516 (MH*) 
§^J156a) 



MM97£:imi©££-e3- (3- [ (iE7*h + y^J^-JH7Sy] ^^;U-4- 
[ ( h »J 7;m-d *^;w t.)V7 * -M ^->7i-M -2- (5-'^^;p-2-^x-;u) 

•H-NMR (CDC1 3 ) d : 1.01 (d. J=6. 0Hz. 3H) 1.17 (d, 1=6. 4Hz. 3H) 1.25 (t, J-7. 2Hz. 

3H) 1.46 (s, 9H) 2.51 (s. 3H) 2.91-3.05 (id. 2H) 3.51 (sept, J=6. 4Hz. 1H) 4.07 

(dd. J=4. 8, 8. 8 Hz, 1H) 4. 18-4.29 (ra, 2H) 4.40 (br, 2H) 4.70 (br IH) 6.73 (s, 
IH) 7. 11-7. 19 (m. 2H) 7.23-7.30 (m, 2H) 
HJi£#J156b) 

CI 0 Q 



3-(3-[(^H7'h+->^;^-;u)7sy]^5 1 ;u-4-l(h- , j7;p^D^5 1 ^) tju 
•j*-Mtt s y-y*-M-l- (5-^^;i/-2-^x-;H 7*d#*v-7°o t°;*>^x 

V;ux^7-;i/*ffl^T*»wi53 tm\z&m u . 3- 13- [ (2. 4-^7 □ o^>y-r 
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M 7 5 J ] * ?)V-<i- (5-* 7x~JH -2-f V 7*D v 7 □ \L 

MS m/e (ESI) 506 (W) 1 
HOfcffJ157 




«#J156£|!01£MJIU 3- [3- [ (2->7 □ □-4-7'D^^rv^>7'f ;U) 7$ 7 ] 
y ^;i/-4- (5-^ ?y 1/-2-3 1 XX;W 7 x -2-< V 7" □ > 7d >^ £t# 

MS m/e (ESI) 530 {MHO 

^^J158 . 




UlSSW 1 56 <h 13$ HfflS t , 3- [3- [ (2-7 □ o -4--T y 7 □ tf* y < ;W 7 S 
A *9)\c*~ (5-^ ?JU-2-3 L xn;W 7 x~JH -2--f y 7d4^>7d 

MS m/e (ESI) 530 (MH + ) 

«0jJ159 

«#jl59a) 




«Jfi«97tra*©*ftT3- (3- [ (SgH7* h^->*JI/*-;W 7 5/)/^H- 
[ ( HJ 7JM" P * 7;U7 ^v7x"JH -2- (5-7 □ D-2-^X^JP) 
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'H-NMR (CDC1 3 ) 6 : 1.00 (d. J=6. 0Hz, 3H) 1. 17 (d, J=6. 4Hz, 3H) 1.25 (t, J=7. 2Hz. 
3H) 1.45 (s, 9H) 2.51 (s. 3H) 2.91-3.05 (n, 2H) 3. 50 (sept, J=6. 0Hz, IB) 4.08 
(dd, J=4. 8. 8. 8 Hz. 1H) 4.21-4.24 (m, 2H) 4.38-4.41 (m. 2H) 4.69 (br 1H) 6.78 
(d. J=3. 6Hz, 1H) 7.17-7.20 (in, 2H) 7:25 (d. J=8. OHz, 1H) 7.31 (s. 1H) 



3- (3- ( (HH7* b*i'i3)Vtf-M 7 5 J ) * [ ( h V 7)V* a * J-M *)V 

7 * -M tt->7i - JW -2- (5-7 o □ -2^xx ;w 7*o#* 
^JUXXx^ffl^TSI^JlSSt^^Mab, 3- [3- ( (2, 4-v7 dd^>^ 
;M 75 / ] *3\>M- (5-7 OD-2-fI-M 7xxJU-2--f V7d#*->7*o tf 

MS m/e (ESI) 526 (MH + ) 



£160^9 fcmi«ftffl8U 3-[3-[(2-7DD-4-7;D^^->^> , /'f iH7$y] 
/5^;M-(5-7PO-2-^xx;H 7x-JH-H V^d^^dW>K6» 

MS m/e (ESI) 550 (MH + ) 
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MMM 1 59 1 ®m\z®m U . 3- [3- [ (2-7 □ n-4-< V 7 □ > >Af JW 7 ^. 

y ) ^ (5-7 □ u-2-?x-)i) 7x-;H -2--r v 7*p#*->y □ \L*ym* 

MS m/e (ESI) 550 (MH*) 

mrnmm 

§SM162a) 



Mi£0J97 <!: [5j^0^^T3- (3- [ (BH7 h * 757]^ 5^-4- 

[(h>)7)V*n*?M 7,;l/7^^;P]^^7x-;i/)-2-(4-/^^-2-^X-JW 
7°P#*->:/Pt°:*>&X^X77;U£#£. 

'H-NMR (CDCl 3 ) <5: 1.00 (d. J=6. 0Hz, 3H) 1.17 (d, J=6. 4Hz, 3H) 1.26 (t, M. 2Hz. 
3H) 1. 45 (s. 9H) 2. 29 (s. 3H) 2. 94-3. 05 On. 2H) 3. 54 (sept, J=6. 0Hz, 1H) 4. 08 
(dd, J=4. 8. 8. 8 Hz, 1H) 4.12-4.24 (m, 2H) 4. 40 (br, 2H) 4.70 (br 1H) 6.82 (s. 
1H) 7.14-7.19 (m, 2H) 7.28 (d, J=9. 6Hz, 1H) 7. 31 (s. 1H) 
«#J162b) 



3- (3- [ ($§E.7* h * v# frtf-M 7 5 J ] > 3^-4- [ ( h 'J 7)\s* a * X )V 
7 * ~)V) ^->7i-iH -2- (4-^^-2-^Xx;H 7°o#+->7°P t°^>g£x 

^;px77;u^ffl ^tuss^i 1 53 i m\zmm u 3- [3- [ (2. 4- -77 □ p ^ > \at 
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M 7 $ J ) * 3=-;U-4- (4-* 3^-2-^1 - ;M 7iZjH -2--T V ^o^+^d tf 
MS a/e (ESI) 506 (MH + ) 



mmm\Mtmm\zmwi>. 3-[3-[(2-7PPH-yp#*v^>yV;w 7$yr 
/ 3^-4- (4-/ ^-;p-2-^x-;m 7 x x;u -2~f v/p^->7ow 

MS m/e (ESI) 530 (MH 4 ) 
gMM164 



HJg0i|l62«h|p|1iHM U 3- [3- [ (2-7 p P-4--Y V 7*D#*->^>7W JU 75 
y] /3 1 ;i/-4-(4-^3 1 ;i/-2-3 1 X-;i/) 7xXJM-2H' 7 7*Ptf*v7°P 

MS m/e (ESI) 530 (MH*) 

HISgi)165 

M0iJ165a) 



[ ( h >J 7 )l*n 7)V7*-M ^v7i:JH -2- <3-5fx-;p) 7P>tf* 
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'H-NMR (CDCI3) 5 : l.Ol (d. J=6. OHz. 3H) l. 17 (d. J=6. 4Hz, 3H) 1.27 (t, J=7. 2Hz, 
3H) 1.44 (s. 9H) 2.95-3.06 (m, 2H) 3.55 (sept. J=6. OHz, 1H) 4.09 (dd. 1=4.8, 
8.8 Hz, 1H) 4.14-4.25 (n. 2H) 4.32 (d. J=5. 6Hz, 2H) 4.64 (br 1H) 7.10-7*11 
(in. 1H) 7.18-7.25 (m, 3H) 7.30 (s, 1H) 7.37 (dd; J=2. 1. 5. 2Hz, 1H) 




3- (3- [ (SS= 7" > * «>* )\>#-)i) 7 5 J ) * gMU-4- [ { h 'J 7 ju* □ * g^w x ;u 
7*nJU] t+->7x-;H -2- (3-^x-;W 7*b#* v7"a e^&xT-juxxr- 
;i/$rffi^THSg^J153i|Bl<itMSb, 3- [3- [(2, ;W 757];* 

^U-4-(3-5 1 xx;W7xx;u)-2-<v7o^v7p^>^$#fc. 
MS n/etESI) 492 (MH + ) 
^MM166 




£«W165£ra*fc4fiS!U 3-[3-[(2-7DP-4-7dtH+^^>7'T;1') 7$;] 
MS a/e (BSD 516 (MH*) 




218 



WO 01/25181 



PCT/JPOO/06788 



mmmmtmmizmwL, 3-13-[(2-7do-4-< v7W*v^>yw;i')7$ 

y]^^;M- (3-fxzjH7i-JH-H 7 7d#*:/7d 
MS m/e(ESI) 516 (MH 4 ) 

mmmm 




[(b 'J7Ma^f;H 7s^7^-;i/]^^v7i-;U)-2-(3-7'j;i/) 7d#+-> 
7W*>&x^x7sxJL<£f#fco 

'H-NMR (CDC1 3 ) a : 1.00 (d, J=6. 0Hz, 3H) 1, 17 (d, J=6. 0Hz. 3H) 1.27 (t, J=7. 2Hz. 

3H) 1. 45 (s, 9H) 2. 93-3. 04 (in, 2H) 3. 54 (sept. J=6. 0Hz, 1H) 4. 08 (dd. J=6. 8. 

8.0 Hz. 1H) 4. 18-4.26 On. 2H) 4. 30-4.41 (id. 2H) 4.67 (br 1H) 6.52 (d, J=4. 0Hz. 

1H) 7. 13-7. 19 On. 2H) 7. 25-7. 28 On, 2H) 7. 49 (d, J=4. 0Hz. 1H) 
MW68W 




3- (3- [ (SJIZ7 h * ->* - ;M 75 / 1 * 3^-4- [(h'J7MP/ 7JP 

* ffl l/iT^M^J 1 53) £ H$ L . 3- (3- [ (2, 4-7 7 o □ ^ > 7-f ;W 7 5 7 ] * 
^JU-4- (3-7 U ;W 7x-;H -2--f 7 7 , o**->7*n 
MS m/e (ESI) 476 (MH*) 
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0 



nMmmtmmizmmis* 3-[3-[(2-7od-4-t'd#*->^>*/w m 75/] 

^^-4-(3-7'j;U)7x-;P]-2-fy7 0 a^+v'7°De^>^^#feo 
MS m/e (ESI) 500 (MH f ) 



mmm 1 68 1 mm \z®w l , 3- [3- 1 (2- 7 a □ - w yyD^y^>^;w7s 

y ] * 5^-4- (3- 7 U M 7 x x ;H -2--f V 7° □ # * -> 7" □ If * >$E * *§fc . 
MS m/e (ESI) 500 (MM 

mmm 



fmmmtmmzvmh, 3- [3-((2-7;m-o-4- < h u 7)v*u*?)\>) ^>7 

7 5 7 -4- (2-^x-;W 7i-)H -2--T 7 If ^>g?£ 

MS m/e (ESI) 510 (MH*) 
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a 




OH 



nmmmtmmmmL. 3- [3- [ (2-^ o u-n-^o uiyj-jv** s^>vw 

fc. 

MS m/e.(ESI) 542 (MH<) 



53 chilli (C&gU 2--ry^P^^v-3-[3-[(['5-^?;U-2-(4-^5 1 ;U7 

x.=.M - 1, 3-^7 y-;p-4-< ;H # )V#-)V7 -4- (2-^x- m 7 x 

MS ra/e (ESI) 535 (MH*) 
H«5gyi74 



1 56 <b Pitt fc&S U 3- [3- ( [2-7 )l* □ -4- ( h U 7 J I/* □ ^ ^ > 7 
<JH7S; ^^;W -4- (5-/ W-2-Vx-JH 7x~;H -2--f V^o^y^D 

MS ra/e (ESI) 524 (MH + ) 
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ex. 




OH 




MS m/e (ESI) 556 (MH + ) 




OH 



mmm 1 56 1 mm \zmm u 2-< v 7* □ *>-3- 13- [ ( is-* ^;u-2- w-* 3^7 
x - ;w - 1, 3-^7 y-;w-4-< ;n * ;m*=;w7 5 j ) * j-m -4- (5-^ f-jv-2-f-j. 

MS m/e (ESI) 549 (MH + ) 



Hj&0iJ 1 59 i fttf CfllS U 3- [3- ( [2-7 JP^ □ -4- ( h U 7 ^ o * f-M 

7 a y ^^;p) -4- (5-7 d □-2-?xr;w 7i-M -2--r v 7"p#* v7°p 

MS m/e (ESI) 544 (MH*) 
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rnmn 1 59 1 mm \zmm l , 3- [3- [ (2- ^ a d -4-~> 7 o ^ jm-* > vm* 

JH7S;l ;Wl/-4-(5-7 O D-2-^X-;i/) 7i-Jl/)-2-< V^D^y^O 
MS m/e (ESI) 576 (MfT) 



uss^j 1 59 1 mmmm v . 2--r v 7*0 ->-3- [3- [ ( [5-* ^;u-2- (4-^ 
i— ;W-1, 3- f7 > ;-JH-^M*;i/t'-Ji'7 5;) ;*^;H-4-(5-7od-2-^- 

MS m/e (ESI) 569 (MM 



mmmmtmrnzmwis* 3- [3- ( [2- 7 □ -4- ( h 0 7 jm- □ * w ^ > 7 

;H 7 5 J * -4- (4-* 7-)V-l-3-X.-)l) 7 x-;H -2--f 7 7'o#+ ->7'o 
MS ra/e (ESI) 524 (MH*) 
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a 0 i 




;W75>] /^u-4- m-.twm-^i-jm 7x-;n -2--* v:/d 

MS m/e (ESI) 556 (MH + ) 



«W162tHfttCfflaU 2~f V7'D|*H- [3- [ ( [5-* ^-2- (4-^ ^7 
iZJH-1, S-^TV-^-r^J^^-^ZSy) ^5 L ;H-4-(4-^^;W2-5 1 X 

MS m/e (ESI) 549 (MH*) 
H^J183 



^«165t|WI^tMJIL, 3-[3-([2-7;i^a-4-(h ^JWn/fJM^O 1 / 





MS m/e (ESI) 510 (MH*) 



«J184 
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OH 



mummtmmzimis. 3^3-1 (2-7 □□-4->'7D^>3SM-*v^>y*'f 

)V) 75 A (3-fi-;W7x-;H-2-f V7*o#*v'7 , ofcr 

MS m/e (ESI) 542 (MH*) 



mtmmmm t , 2-r v y'n ->-3- [3- [ ( [5-y 3^-2- (4-y ?\>i/7 

MS m/e (ESI) 535 (MH*) 
m5£ff)l86 

F 0 0 



1 68 1 \z mm l , 3- [3- ( [2- 7 )v* □ -4- ( h u 7 ;m- □ * ^ > >/ 

-f M 7 5 y ^ 5=JM -4- (3-7 'J ;W 7 x - M -2-f 7 7 □ #4 v 7* □ fcf* >K £f# 
MS m/e (ESI) 494 (MH f ) 
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o 

gmmmtmffiiz&mL. 3-[3-[(2-?od-4-v-7d^>3\>u:**^>7W 

M 7 5 J } * 3^-4- (3- 7 U )U) 7 x - M -2--1 7 7* □ # * 7 □ >m 



mmm 1 mm tsasi u 2--r v 7*d ->-3- [3- ( ( [5-p< ^;i/-2- (4-p< 3^7 
x-;i/)-i, 3-^7'/-;w-4-< ^jh -4- (3-7'jJW 71- 

MS m/e (ESI) 519 (MH*) 



^>i?Jl/5-^;i/S;i/-2-^ S + S"^>V*X- h2. %gt b U 7xx;M^aK7X 

MEETS* L3$*I£ v U tstf )Vt)y 1*7 n~? h 7 7 7 -4 (^^it > ^^X^Jt- 
3:l)TfiNSfU ^>VM-t h^->-5-(-3-^+V-l-7*D^x;H^>V*x-h (E- 
Z mixture)! Og£^£Hft£ LTftrz. 

'H-NMR (CDCI 3 ) (5 :3. 95+3. 97 (s. 3H) 5. 37 (s, 2H) 6. 61+6. 64 (s, J=8. OHz. Ill) 6.9 
0-7. 07 (m, 2H) 7. 33-7. 47 (m, 5H) 7. 62+7. 70 (dd, J=2. 0, 8. OHz, 1H) 7. 95+8. 02 (d. 



MS m/e (ESI) 526 (MH*) 
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1=2. OHZ, 1H) 




C0 2 Et 



h IJXW-^*;^!/- hO. 77g£N. N-y/f^^A7S F(w&8?U 
7K^^^-h , Jt7AII5nig^3t)D^m^TlStf B m^L'fc. ^>i?M-* h*v-5-(-3- 
^-+V-l-7'a^-;U) ^>V'X- h (E-Z mixture) 0. 6g£N, N-y^fM^A/S 

TiSLfch+trV^Sx^H:!). tf^tetx^SrX^ >-JWfc*tfU 10* 
A^v^Am^^JDPX.. 7k?H^&U ^rUT7B#p B m#l/£. A^77AMiit£ili 
jit. }g$£Ml±T^5&U 5- (4- (I h ^ ;^-JH -> ;H -2-^ h + y$ 
ESSgO. 47gM&ttM*tli UT#feo 

'H-NMR (CDC1 3 ) 6 :0. 50 (t, J =8. 0Hz, 3H) 1. 17 (t. J=8. 0Hz. 3H) 1. 38-1. 58 (m. 6 
H) 2.20(111, 1H) 2. 54 (t, J=8. 0Hz, 2H) 3. 99 (s. 3H) 4. 07 (q, J=8. 0Hz, 2H) 7. 90 
(d, J=8. 0Hz, 1H) 7. 29 (dd. J=2. 0. 8.0Hz, 1H) 7. 91 (d. J=2. 0Hz, 1H) 



5- [4- (X h*v#;i/*x;W s\*i/)l)-2-* h*is£MMMQ. 47g£4- ( h U 7)V 

•tut^-M^yvivj^ >o. 27g^fflt/\ «#Jic)d) tmmiitizZfcmzTro 



y # - M 7 i-JH ^ > * >@£0. 2 1 g£ M# D B a « t UT#fc. 

'H-NMR (CDC 1 3 ) 6 : 0.85 (t, J=8. 0Hz, 3H) 1. 42-1. 59 (in, 6H) 2. 27 (m, 1H) 2. 53 (m. 



j&S#II89c) 




Z t \z <fc 0 . 2-x^;l/-5- [4- * h * ->-3- ([4-( h 'J 7)l>3ru^ =fM ^ > vJH 7 5 
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2H) 3.851s. 3H) 4. 66 (d. 1=6. 0Hz, 2H) 6. 90 (d, J=7. OHz, 1H) 7. 26 (m, 1H) 7.4 
7(d, J=8. 0Hz, 2H) 7. 59 (d. J=8. OHz. 2H) 8. 04 (d. J=2. OHz, 1H) 8. 34 (bs, 1H) 



3H) 1. 54-1. 74 (m, 4H) 2. 62 (t, J=8. GHz. 2H) 3. 58 (sept, J=6. OHz, 1H) 3. 88 On. 
1H) 4. 05 (s. 3H) 4. 18 (q. 1=8. OHz. 2H) 6. 98 (d. J=8. OHz, 1H) 7. 37 (dd, J=2. 0. 
8.0Hz. 1H) 8. 00 (d, J=2. OHz. 1H) 
«0J19Ob) 



5-(5-ih + ->-H V7*of4y-5-^V^>fJH-2-/ h*->5fcMB60. 35 
g£4-(h i)7)Vjro*TM^>i>)\>7^>$. l8g£ffli/\ HJSilcld) tm&<Djj 
r> Z. t \Z ct 0 . 5-3- (K>v;U7$y) * JUxKn;H -4-^ h^-/7i 
- JU- 1 ->f V 7" □ # * -> ^ > * >H0. 1 8g£ Q s a M : t L Tfffc o 
'H-NMR (CDC1 3 ) 6 :1. 20(d, J=6. OHz, 3H) 1. 21 (d, J=6. OHz. 3H) 1. 67-1. 80 (n. 4H) 
2. 63 (t. J=8. OHz, 2H) 3. 69 (sept. J=6. OHz, 1H) 3. 92 (s. 3H) 3. 96 (m. 1H) 4.7 
0(d, J=6. OHz, 2H) 6. 98 (d, J=8. OHz, 1H) 7. 26 (m, 1H) 7. 47 (d, J =8. OHz, IH) 7. 
59 (d. J=8.0Hz, 2H) 8. 04 (d, J=2. OHz, 1H) 8. 33 (bs, 1H) 




'H-NMR (CDC 1 3 ) 5 :1. 13 (d. J=6. OHz. 3H) 1. 19 Cd. J=6. OHz. 3H) 1. 27 (t, J=8. OHz. 
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mm&m tmm<Djjm\z& m- (4-/ ->-3-i (2- (2. 4-^7 □ n7x-;n 7 

7 $ J I ^> v;H 7*7 
'H-NMR(CDClj) (5 :0. 93 (t. J=8. OHz, 3H) 1. 55-1. 64 (m, , 2H) 2. 58 (m, 1H) 2. 68 (dd. 

J=4. 5, 14. OHz, 1H) 2. 89 (dd. J=7. 0. 14. OHz, 1H) 3. 78 (s, 3H) 3. 82 (s, 2H) 6. 
73 (d. J=8. OHz, 1H) 6. 84 (dd. J=2. 0. 8.0Hz, 1H) 7. 26 (in. 1H) 7. 35 (d, J=8. OHz. 

2H) 7. 45 (d. 2.0Hz. 1H) 7. 88 (s. 1H) 8. 19 (d, J=2. OHz. 1H) 



mmimttffimcDjj mz& 92-4 v *->-3- (4-/ h*->-3- 1 [2-(3-7;u 

:ta)-4-HJ yfrituU-M 7x-JU]7-fe3\>H 75/) 7x-;i/7°o/\°>&£ 

'H-NMR (CDCI3) 6 :1.06(d, J=6. OHz. 3H) 1.65(d, ]=6. OHz, 3H) 2. 90 (dd. J=7. 0. 
14.0Hz, 1H) 3. 06 (dd. J=4. 5. 14. OHz. 1H) 3. 58 (sept, J=6. OHz. 1H) 3. 78 (s, 2 
H) 3. 80 (s. 3H) 4.13(in. 1H) 6. 77 (d. J=8. OHz, 1H) 6. 92 (dd, J=2. 0, 8. OHz. 1 
H) 7. 25 (m. 2H) 7. 61 (t. 1=8. OHz. 1H) 7. 76 (s. 1H) 8. 24 (d. J=2. OHz, 1H) 



^mmutmrnumz^ d 2-< v y'at^^-z- (4-* h*->-3- 1 [2- (2, 4-v 

7 □ □ 7 xn;H 7±^M 7 5/) 7x-^7'D n>&%ntz B 

"H-NMR (CDC 1 3 ) 6:1. 06 (d, J=6. OHz, 3H) 1. 15 Cd. J=6. OHz. 3H) 2. 88 (dd. J=7.0, 

14.0Hz, 1H) 3. 05 (dd, J=4. 5, 14. OHz, IH) 3. 57 (sept, J=6. OHz. 1H) 3. 80 (s, 3 





229 



WO 01/25181 



PCT/JPOO/06788 



H) 3. 83 (s. 2H) 4. 12 (in. 1H) 6. 76 (d. J=8. 0Hz, 1H) 6. 90 (dd. 1=2. 0, 8.0Hz, 1 
H) 7. 27 (dd, J=2. 0, 8.0Hz, 1H) 7. 36 (d. J=8. OHz. 1H) 7. 46 (d, J=2. OHz. 1H) 7. 
86 (s, 1H) 8. 26 (d. J =2. OHz, 1H) 




mi&m22tmm<Di5mz£X)2- (4-* 12-^*7-2- [2, 4-^7md7 

•H-NMR (CDCI3) <5 :0. 95 (t. J-8. OHz, 3H) 1. 57-1. 66 On, 2H) 2. 57 fan. 1H) 2. 70 (dd. 
J =7. 0, 14.0Hz, 1H) 2. 89 (dd. J=4. 5. 14. OHz, 1H) 3. 69 (s. 2H) 3. 92 (s. 3H) 6. 
76-6. 87 On, 3H) 7. 09-7. 1 2 On. 2H) 8. 22-8. 29 (m, 2H) 



C0 2 H 




?mm22tm<DJsm\Z&r)2- (4-/ h*:>-3- l2-#*7-2- (2-*5P;U-4- ( h >J 

'H-NMR (CDC 1 3 ) 5: 0.96 (t. J-8. OHz, 3H) 1. 55-1. 70 On, 2H) 2. 10 On, 1H) 2. 57 (dd, 
J =4. 5, 14. OHz, 1H) 2. 89 (dd, J=7. 0. 14. OHz, 1H) 3. 73 (s, 3H) 3. 89 (s, 2H) 6. 

88 (d, J=8. OHz, 1H) 7. 12-7. 15 On. 2H) 7.26(1. J=8. OHz, 1H) 7. 39 (d, J=8. OHz, 
2H) 7. 63 (s. 1H) 8.03 (d. J=8. OHz. 1H) 

SMMJ96 

M#J196a) 

<l n CO,Et 




mmma) -c) £i^$®#&c«fcDx3^2-x5\>i/-3-(4-* h*->-3- 12-** 7 
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-2- [2. 4-77 □ □ 7- ij j ] x^;H 7i-;H -2-7 J x- h 
'H-NMR(CDClj) 5 :1. 17 (t. J=8. OHz, 3H) 1.34(1. J=8. OHz. 3H) 2. 56 (q. J=8. OHz. 
2H) 3. 77 (s, 3H) 3. 96 (s, 3H) 4.26(q, J=8. OHz. 2H) 6. 98 <d. J=8. OHz, 1H) 7. 
22 (dd. J=2.0. 8.0Hz. 1H) 7. 31 (d. J =8. OHz. 1H) 7. 37 (dd. 1=2.0. 8.0Hz, 1H) 
7. 58 (s. 1H) 8. 22 (bs. 1H) 8. 37(d, J=8. OHz, 1H) 
^^J196b) 



2-X^-3- (4-* b*7-3- 12-^*7-2- [2, 4-77 □ P7-'J /] lfM7i 

x;i/)-2-7*n^yx- ho. 9g§rx^y-;H5ml, »if;H5fflli:iii, jl^u 

5($rB^#Lfc&/\°5 77A^lil£iii§U i£&£Mffi@£Lfc„ M£7U#^ 
jW5A7P7hy , 77^-T-iIb, X^2-(4-^ 7-3- 12-** 7 -2- [2. 4 
-77 o □ yx u A^M ^ 77;H 77 y x- b 0. 44g^ii^^ t LTifc, 
'H-NMR(CDClj) 5:0. 90 (t, J-8. OHz, 3H) 1.14 (t. J-8. OHz. 3H) 1. 50-1. 68 (m. 2H) 
2. 54 (m. 2H) 2. 68 (dd, J=4. 5, 14. OHz, IH) 2. 86 (dd, J=4. 5, 14. OHz, 1H) 3. 72 (s, 
2H) 3. 88 (s. 3H) 4. 05 (q, J=8. OHz, 2H) 6. 85 (d. J=8. OHz, 1H) 7. 10 (m, 2H) 7. 20 (d, 
J=8. OHz, 1H) 7. 26 (d. J=8. OHz, 1H) 8. 30 (bs. 1H) 8. 37 (d. J=8. OHz. 1H) 



x^;U2- (4-* h*->-3- 12-^+7-2- [2, 4-77 o □ 7- 'J J 1 l?\>H ^77 
M 77/x-hO. 27g^X7y-;H0ral(cML. Smmt± h U ^Alml^rjbOx. 
7c„ £Jfc$£^T24l$M#Lm tK^JpA, 7K®^7x^;ux-x;i/TffltB 
bfco 7KJl£i£g£T$?tt(;:U ^X^Jl/T'fflr.HLfc. S1^X5f JH£®fn&i&7K 




»196c) 
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* ->-3- I2-3J-+V-2- (2, fy^PD7-'Jy] X3MH ^> v?;W 7* >g££a££ftti 

'H-NMR (CDC 1 3 ) 6 :0. 89 (t. J-8. OHz. 3H) 1. 49-1. 62 On, 2H) 2. 50 (m. 2H) 2. 64 (dd, 
J=4. 5, 14.0Hz, IH) 2. 84 (dd. J =4. 5, 14. OHz, 1H) 3. 72 (s, 2H) 3. 88 (s. 3H) 6. 

80 (d, J =8. OHz, 1H) 7.06ln 2H) 7. 12 (dd. J=2. 0, 8.0Hz. 1H) 7. 22 (d, J =8. OHz. 
IH) 8. 23 (s. IH) 8. 28 (d. J=8. OHz, 1H) 

«ffJ197 

tSB£#J197a) 

C0 2 Et 

7kmt± h U 7 A lg£x h7kh*07 y>\zmMl>, rh7tHo77>M 
VfcT-t h7x; >3gfcmMT30#M8l#Lfc. JSC vl^J^WU- h3. 
7g£»D*.> lli#|l3»P&jSSKUfc. £i&f££«U tK> mfcJ^^A&ffcSrfln 
fcB^X^THlHjL*:. tfM£fi»*£*T»5frU M^^yOAT 

U X3\>U-(Z)-4-t H □^•>2-^+ V-4-7 7 X- h2. 37g€rfcfc. 
'H-NMR (DMS0-d 6 ) 5:1. 15 (t. J =8. OHz, 3H) 4. 18 (a, J=8. OHz. 2H) 6. 55 (s. IH) 7. 
35-7.48 (m. 3H) 7. 80 On, 2H) 
«ig«SJ197b) 

X3 1 JU- (Z) -4- 1 K P * v-2-^-^r V -4- 7 x-^-3-7*^ / X- h 0. 67g£gf6l 1 0 
nl£iS#U ;WPbK7^>0. 17g£iD*fc. K/ft&£2WJ!jD&>I^Lfc&, 

X5 L ^9.ITX5 L ^l-^^;U-3-7xX^-lH-5-t°7 7*-;U7j;U#+->U-hO. 12g. 

> : MX? 1 JU4 : 1 TlfJH-^ ^JU-5-7 x ~ JU- 1H-3- £ 7 V'-Jlti JU#* 
vU- hO. 55g£#&. 
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C/-C0 2 Et 




X5 1 ;H-^5 1 ^-3-7xn;i/-lH-5-tf7V-;U*;U^ + vl/-h 

•H-NMR (CDC 1 3 ) (5 : !. 42 (t. J=8. OHz, 3H) 4. 21 (s. 3H) 4. 38 (q, J=8. OHz. 2H) 7.11 

(s. 1H) 7. 32 (t, J=8. OHz, 1H) 7. 40 (t, J=8. OHz, 2H) 8. 79 (d, J=8. OHz, 2H) ' 

" C0 2 Et 

^M-^^)V-^-y^-)V-m-i-\^y s J-)Vi3)V7f^ i y]y~-h 

'H-NMR (CDCI3) 5 : 1.41 (t. J=8. OHz, 3H) 3,95 (s, 3H) 4. 43 (q. J=8. OHz. 2H) 6.85 

(s. 1H) 7.40-7. 53 (m, 5H) 

^0iJ197c) 





x^;n-pc^ju-3-7xz:;i/-iH-5-f7y-;i/^;^^'>u-hO. I2g5-x^y 

»*»i?^>"5AT««ft, «EE»H8U l-^^;U-3-7xx;U-lH-5-e 

'H-NMR (CDC 1 3 ) 6 : 4. 22 (s, 3H) 7. 22 (s, lH) 7. 33 (t. J =8. OHz, lH) 7. 40 (t. J=8. 

OHz, 2H) 8. 80 (d, J=8. OHz. 2H) 

M0Jl97d) 
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r 



C0 2 H 



mmmme) tmmo^mzxK) 2-<v7 , p#*v-3-14-j* b**>-3-([(i-* 

•H-NMR (CDClj) 5:1. 06 (d. J=6. 0Hz, 3H) 1. 17 (d, J=6. 0Hz. 3H) 2. 94 (dd, J=7. 0, 
14.0Hz. 1H) 3.06(dd. J=4. 5, 14.0, 1H) 3. 88 (s, 3H) 4. 12 (dd, J=4.0, 7.0Hz. 
1H) 4. 20 (s. 3H) 4. 57 (d. J=6. 0Hz. 3H) 6. 57 (bs. IH) 6. 73 (s, 1H) 6. 84 (d. J=2. 
0Hz. 1H) 7. 16 (dd. J=2. 0. 8.0Hz. 1H) 7, 22 (d. J=2. 0Hz. IH) 7. 32 (d. J=8. 0Hz. 
IH) 7. 39 (m. 2H) 7. 76 (m. 2H) 

giii#ll98a) 



X.?)l>\-*?)V-5-7 x-JU-lH-3-e77-JU#;i'**vl'- hO. 55g£x^y 
-JMOmllli&MU 5N7X^^^h'J9A^ffi2ral^iPx, 1 f$r»m^iI^Lfc 0 K 

mymm^^^'yy^n'^mm. me^u i-*3mu-5-7x-;i/-ih-3- 

'H-NMR (CDC 1 3 ) <5 : 3. 91 (s. 3H) 6. 82 (s. IH) 7. 34-7. 45 (in, 5H) 




«JI98b) 
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HJS0J19d)e) tmm<Dj5m\z£K), l-<i yyo^+y-3-[4^ h*v-3- ( [ (1-* 

•H-NMR (CDCI3) <5 :1.04(d, J=6. 0Hz, 3H) 1. 14 <d. J=6. 0Hz, 3H) 2. 90 (dd, J=7. 0, - 
14. 0Hz, 1H) 3. 04 (dd. J=4. 5, 14.0, 1H) 3. 55 (sept. J=6. 0Hz. 1H) 3. 86 is, 3H) 
3. 88 (s. 3H) 4. 09 (dd. J=4. 0, 7.0Hz. 1H) 4. 60 (d, J=6. 0Hz, 3H) 6. 80 (d. J=6. 
0Hz. 1H) 6. 84 (s, 1H) 7. 1 2 (dd, J=2. 0. 8. 0Hz. 1H) 7. 23 (d, J=2. OHz, 1H) 7.32 
(bs. 1H) 7. 39-7. 57 On, 5H) 

mmmm 

M0J199a) 




7x-JU7-fe^l/>lg£2-7cm-2-t Fo^W 5 J S1^X3Ml/X7x;H. 48 

^A70Th7*77^-Tfl^U(A^-y->:^X^9:I), X^jU 5-7i'^ 
-4--f V^ltVWkfr^* h 1. 2g£#fc 0 

'H-NMR (CDC 1 3 ) <5: 1. 35 (t. J=8. 0Hz. 3H) 4. 40 (q. J=8. 0Hz. 2H) 6. 85 (s, 1H) 7.36 
-7. 50 On. 3H) 7. 68-7. 80 On, 2H) 
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>~C0 2 H 



X^W 5-7 i^H-f V +^7-;^;^+ v l/~ hO. 4g£x^/-;H0ml 
'H-NMR (DMS0-d B ) <5 : 7. 32 (s, 1H) 7. 48-7. 57 (id. 3H) 7. 92 (id, 2H) 



mmmme) tmm(D^m\zXK). 2-<v7D*+y-3-[4-/ h*v-3-n(5-7 

x x;U-3-^7*1tV f UJl')#;i'#x;i0 7S/ , X3 1 ;W 7HJHyD/t>i^|f:, 
'H-NMR (CDC 1 3 ) 6 : 1.04 (d, J=6. 5Hz, 3H) 1.16 Cd. J=6. 5Hz. 3H) 2. 90 (dd, J=7. 0. 
14.0Hz. 1H) 3. 06 (dd. J=4. 5. 14. 0Hz. 1H) 3. 56 (sept, J=6. 0Hz. 1H) 3. 87 (s. 3 
H) 4. 10 (dd. J=4. 5. 7.0Hz, 1H) 4. 61 (d, J=6. 0Hz, 2H) 6. 82 (d. J=8. 0Hz, 1H) 6. 
96 (s, 1H) 7. 15 (dd. J-2. 0. 8.0Hz. 1H) 7. 22 (d. J=2. 0Hz, 1H) 7. 36 (bs. 1H) 7. 
47 (m. 3H) 7. 78 (m. 2H) 
H^J200 



M£tf!ll97a) b) mtmffiOjjfe-V]-*?)^- (2-hf'J> ! JH-lH-3-tf?y-;i/* 



«!ll99c) 
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'H-NMR (DMSO-dj) 6 :A. 18 (s, 3H) 7. 22 (s, 1H) 7: 40 (t. J=6. 0Hz, IH) 7. 85-7. 94 (m. 
2H) 8. 68 (d, J=4.0Hz, IH) 12. 75 (s, 1H) 
Kl£6#l200b) 



H^J19d)e) tmm^mz^K), 2-1-V7'o#^->-3-4-^ h^v-3-[([l-^ 
5f ;u-5- (2- h° U : JM -1H-3- 1° 7 'J ;H £ ;i^;U7 S /) ^ =f-M 7 x ~ JU7'n 

'H-NMR (CDC1 3 ) <5 : 1. 03 (d, J=6. 5Hz, 3H) 1. 34 (d, J=6. 5Hz, 3H) 2. 90 (dd. J=7. 0, 
14.0Hz. IH) 3. 05 (dd, J=4. 5, 14. 0Hz. IH) 3. 55 (sept, J=6. OHz, IH) 3. 87 (s, 3 
H) 4. 09 (dd, J=4. 5, 7.0Hz, IH) 4. 24 (s, 3H) 4. 60 (d. J =6. OHz. 2H) 6. 81 (d. J= 
8.0Hz. IH) 7. 14 (id, 2H) 7. 23 (m. 2H) 7. 34 (bs. IH) 7. 64 (d, J=8. OHz, IH) 7.85 
(bs, IH) 8. 70 (d, J=4.0Hz, IH) 

mm#m\ 



mmw 197a) -c) t mmvjj&r \-t j-h-i- (2- e u *jm - ih-5- \l ? v-)it> )v 

•H-NMR (DMSO-dg) 6:4. 13 (s, 3H) 7. 26 (s. IH) 7. 32 (dd, J=4. 0. 8.0Hz, IH) 7.82 
(t, J=8. OHz. IH) 7. 91 (d, J=8. OHz. IH) 8. 57 (d. J =4. OHz. IH) 
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r 



mmmm)e) t\5im<Di5m\z£<Q, 2-rv7°D**->-3-4-* h*:>-3-(([i-* 

'H-NMROClj) 6 :1. 03 (d. J=6. 5Hz, 3H) 1. 10 (d. J=6. 5Hz. 3H) 2. 75-3. 00 (m, 2H) 
3. 57 (sept. J=6. 0Hz. 1H) 3. 81 (s, 3H) 4. 05 (dd. J =4. 5. 7.0Hz. 1H) 4. 21 (s. 3 
H) 4. 52 (d. J=6.0Hz, 2H) 6. 75 (d, J=8. 0Hz, 1H) 7. 08 (m. 2H) 7. 15 (bs, 1H) 7.4 
5 (bs. 1H) 7. 84 (s. 1H) 8. 04 (t. J=8. 0Hz. 1H) 8. 24 (d. J=8. 0Hz. 1H) 8. 70 (d. J 
=4. 0Hz, 1H) 

M#J202a) 

N X0 2 Et 



JL^M-i7UU7-t h&m. 33ml £ 3^ 7' □ tt>7$. HI. 5g£X* /-;W0m 

4:l)X^;i/ 2-X^-5-^^JU-l. 3-^7l/-;U-4-*;i/^^rvU-hO. 8g£*#7c 0 
•H-NMROClj) 5:1. 34-1. 60 (bl6H) 2. 98 (q. J=8. OHz, 2H) 3. 70 (s, 3H) 4. 29 (q, J=8. 0 
Hz. 2H) 

^&tf'J202b) 
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iL^fr 2-x^;i/-5-;>WM, 3-^7 , /-;m-#;p#*->U'- ho. 8g£x^y 

8fei», fc*8l»v^*«>2ATlS;iM6, MEML- 2-x^;U-5-* 3^-1, 3-3^7 



'H-NMR (CDC 1 ,) 0 : 1.40 (t, J=8. 0Hz, 3H) 3. 74 (s, 3H) 4. 03 <q, J =8. OHz. 2H) 



;M~f M 757 x?\>W -4-/ h^->7 xx;H -2-< V 7*o ->7' 



3H) 2. 56 (s, 3H) 2. 82-3. 01 (m. 4H) 3. 51 (sept, J=6. OHz, 1H) 3. 80 (s. 3H) 4.0 
4(dd, J=4. 5, 7.0Hz, 1H) 4. 48d, J=6. OHz. 2H) 6. 31 (bs. 1H) 6. 75 (d. J =8. OHz, 

1H) 6. 08 (dd. J=2. 0, 8. OHz. 1H) 7. 13 (d. J =2. OHz. 1H) 
H]!feffJ203 
g»j£#!l203a> 



x^2-£DD7 : tehSW0nil<h^;d-^>X75 HlOgSx^y-JHOOmlfciS 
^vU^MU^A^OT K ^ 7 7 ^ - TiS L (A^ ^ > : Ullf ;H4 : 1) If 

;u 5-^^;i/-2-7xx;i/-i. 3-^7v/-;M-*;u#**>u-M7g*i»fc. 

'H-NMR (CDC 1 ,) 5:1. 39(1, J=8. OHz, 3H) 2. 78 (s. 3H) 4. 35 (q. J =8. OHz. 2H) 7.45 
(m, 3H) 7. 95 (m. 2H) 




'H-NMR (CDC1 3 ) 6 :0. 98 (d. 1=6. 5Hz. 3H) 1.10(d. J=6. 5Hz, 3H) 1. 30 (t. J=8. OHz, 
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ta£0J2O3b) 




N ^C0 2 H 



«^J19d)e) tF\m<Dl5mz&r) , 2-f y^D**->-3- (4-* b*->-3-([(5- 
^ ^Jl/-2- 7 x-Jhl, 3-9 1 7 y-;i/-4-f jHAM-JH7$;xfil/)7x -JH 

'H-NMR (CDC1 3 ) 5:0. 99 (d, J=6. 5Hz, 3H) I. 10 (d, J=6. 5Hz. 3H) 2. 65 (s. 3H) 2.86 

(dd. J=7. 0, 14.0Hz. 1H) 3. 00 (dd, J =4. 5. 14.0Hz, 1H) 3. 52 (sept, 1=6. 0Hz, 1 

H) 3. 82 (s, 3H) 4. 05 (dd. J =4. 5, 7.0Hz, 1H) 4. 51 (d, 1=6. 0Hz, 2H) 6. 42 (bs, 1 

H) 6. 77 (d. J=8. 0Hz. 1H) 7. 09 (dd, J=2. 0. 8.0Hz, 1H) 7. 1 6 (d. J=2. 0Hz. 1H) 7. 
37 (m, 3H) 7.85(m, 2H) 

$ff{*J204a) 



N-(2. 4-v^OD7xx;P)-2-(5-*;U$;U-2-^ h^->7xXJl/) 7± h7S H3. 



'H-NMR (DMS0-d 6 ) 5:2. 66 (s. 3H) 7. 52 (in, 3H) 7.961b. 2H) 
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2-X^-3- (4-* h*->-3-l2-:**7-2-[2.4-i^D0 7-'J 

y)x^;U 7x-;M-2-7°o^yx- h2. 6g£f#fc. 

'H-NMR(CDCIj) a :1. 26 (d. J =6. OHz. 6H) 1. 35 (t, J=8. OHz, 3H) 3. 75 (s, 2H) 3.94 
(s, 3H) 4. 27 (q. J=8. OHz, 2H) 4. 41 (sept, J =6. OHz, 1H) 6.95 On. 2H) 7.20 (d, 
J=8. OHz. 1H) 7. 30 (d. J=8. OHz, 1H) 7. 79 (d. J=2. OHz, 1H) 7. 85 (dd. 1=2.0. 8. 
OHz. 1H) 8. 18 (bs. 1H) 8. 38 (d, J=8. OHz, 1H) 




nmm\%b) tfflm<Dumz£K). i-^^v-i- a-* h*->-3- \2-**v-z- 12. 4 

-i?9uu7~VA 7 xXJU) -2-y°u^J x- h 2g<k 9 x^M- (4-* h 

+ y-3- 12-^*7-2- [2. 4-V7P07-U S) JL^M ^>iS)l) ^71- hO. 3g 

'H-NMR (CDC 1 3) 6 : 0. 88 (d. J =6. OHz, 3H) 1. 06 (d. '1=6. OHz. 3H) 1-15 Ct. J=8. OHz. 

3H) 2. 85 (id. 2H) 3. 43(sepl, J =6. OHz. 1H) 3. 65 (s. 3H) 3. 82 (s, 3H) 3. 94 (dd. 

J =4. 0, 8. OHz. 1H) 4.09(q. J =8. OHz,. 2H) 6. 80 (d. J=8. OHz. 1H) 7. 13 On. 3H) 
7. 23 (d. 1=8. OHz, IH) 8. 22 (s, 1H) 8. 28 (d. J=8. OHz, 1H) 




(4-* b*v-3- |2-:**V-2- [2. 4-^7 DDJ-'J/I X^M'Oi? 
)V) 7*^;i- hO. 3g^X^y-;H0mHc^t. Smmtl- h 'JOAlmlSrJDAfco 
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MJ£1M£tZ>mz£r l , 2- (4-* h**>-3- 12-** V-2- [4- ( h U □ ^^JW 

7-»jy]x5 L ;n^>v;w) t*^>ko. i9g£t#fc. 

'H-NMR (CDC1 3 ) <5 : 0. 95 (d, J=6. 0Hz. 3H) 1. 08 (d. J=6. OHz, 3H) 2. 86 (dd. J=7. 0. 
14.0Hz, 1H) 3. 00 (dd. 1=4.5, 14. OHz, IH) 3. 49 (sept. J=6. OHz. 1H) 3. 67 (s. 
3H) 3. 84 (s, 3H) 4. 04 (dd, J =4. 5. 7.0Hz, 1H) 6. 82 (d, J =8. OHz, IH) 7.12(d), 3 
H) 7. 23 (d. J =8. OHz, IH) 8. 20 (s, IH) 8. 28 (d, J=8. OHz. IH) 
HMM205 
fi&0y2O5a) 



'H-NMR (CDC 1 3) 6 :7. 40 (s, IH) 7. 43 (in, 2H) 7. 56 fan, IH) 8. 00 (dd. J=2. 0. 8. OHz. IH) 
«#J205b) 



mmrnm) e) tra«©*ffik: £ o 3-3- 1 ( (5- (2-2 □ o 7irjn -3-r 7 

'H-NMR (CDC 1 3) <5 : 0. 98 (d, J=6. OHz, 3H) 1. 09 (d. J=6. OHz. 3H) 2. 84 (dd, J=7. 0, 
14.0Hz, IH) 3. 00 (dd. J=4. 5. 14. OHz. IH) 3. 50 (sept, J=6,0Hz. IH) 3. 81 (s. 
3H) 4.05(dd, J=4. 5, 7.0Hz. IH) 4. 46 (d. 1=7. OHz, 2H) 6. 76 (d, J=8. OHz, IH) 7. 
08 (dd, J=2. 0. 8.0Hz, IH) 7. 1 6 (d. J=2. OHz, IH) 7. 29-7. 35 (m, 2H) 7. 46 (dd, J 
-4.0, 7. 5Hz, IH) 7. 85 (dd, J=4. 0, 7. 5Hz, IH) 
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SjfiM206a) 

^x5 1 ;H4:lT'X5 1 ^3-^^;i/-l-7xx;i'-lH-5-H7 , y-;i'*;U^*->U— h 
0. 37g. > : »BtX^;W: 1TX^;U5-^ xXJMH-3- 1° 7 V-JU 



x5 1 ;w3-^5 1 ;i'-i-7x^;i/-iH-5-tr7y-;^;^+'>u-h 

'H-NMR (CDC1 3 ) 6 :1. 22 (t, J=8. 0Hz, 3H) 2. 35 (s. 3H) 4. 22 (q. J=8. OHz. 2H) 6.80 
(s. 1H) 7. 42 (m. 5H) 



X5f;u5-* x x;mh-3- f ? v-jvti -> v- v 

'H-NMR (CDC lj) 6 : 1. 39 <t. J=8. OHz, 3H) 2. 34 (s, 3H) 4.41 (q. 1=8. OHz, 2H) 6.7 

4(s, 1H) 7.40-7. 50 (■. 5H) 

^iifiJ206b) 



X^V3-/^-l-7x-JV-IH-5-t , 7 1 /-^M+->l/-h 0. 37g£x?/ 
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ftBK li«|7^y^AT« ftftEftt&U 3-*3\HH-7 x=;W-lH-5- 
'H-NMR (CDC lj) a : 2. 35 (s. 3H) 6. 87 (s. 1H) 7. 40 (m, 5H) 



mg0*J19d) e) tm%k(Dl5mz&.K> l-< V7*b#**>-3- [4-* h*«>-3- ( [ (3-* 

tt 

'H-NMR (CDC1 3 ) 6 : 0. 98 (d. J=6. 0Hz, 3H) 1. 09 (d. J=6. 0Hz, 3H) 2. 62 (s. 3H) 2.8 
4(dd, J=7.0. 14.0Hz. 1H) 2. 96 (dd, J=4. 5, 14. 0Hz, 1H) 3. 51 (sept. J=6. 0Hz. 
1H) 3. 64 (s. 3H) 4. 03 (dd. 1=4.5, 7.0Hz, 1H) 4. 38 (d. J=7. 0Hz, 2H) 6. 23 (bs. 1 
H) 6. 67 (d, J=8. 0Hz. 1H) 7. 05-7. 08 (m. 2H) 7. 24-7. 32 (ra. 5H) 

«it0il2O7a) 



mmmm t mm<D^m \z& o 5-* ^v- 1-7 x-)v- ih-3- tr ? y - a^ji^ 

'H-NMR (CDC 1 3) 5 : 2. 35 (s, 3H) 6. 79 (s. 1H) 7. 42-7. 52 (m, 5H) 

mrnvmm 



^2f£M206 
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£S60*J19d)e) tmm<Dijm\z£K) 2-<y/D^->3-[4-/ h*v-3-(((5-;* 

1 - 7 x - ju- l h-3- t° ^ 7 u ) v) a - M 7 5 y x^jm 7 x x;H 7' □ a > 

'H-NMR (CDC 1 3 ) 5 : 0. 96 (d. 1=6. OHz, 3H) 1.09(d, J=6.0Hz. 3H) 2. 60 (s. 3H) 2.8 
2 (dd. 1=7.0, 14.0Hz, 1H) 2. 97 (dd. J-4. 5, 14. OHz. 1H) 3. 47 (sept. J=6. OHz, 
1H) 3. 76 (s. 3H) 4. 01 (dd. 1=4.5. 7.0Hz. 1H) 4. 51 (d. J=7. OHz. 2H) 6. 67 (s. 1 
H) 6. 71. (d, J=8. OHz. 1H) 7. 04 (dd, J =8. 0, 2. OHz. 1H) 7. 15 (d, J=2. OHz. JH) 7. 
27 (bs, 1H) 7. 35-7. 38 (m, 3H) 7. 41-7. 46 (m, 2H) ■ 



lWJ208a) 




^mmu)-c) tmrno^miz^v, ni- 15- [(2. 4-7**7-1, 3-^7 77 >-5- 

'H-NMR (DMSO-d 6 ) <5: 3.74 (s. 2H) 3. 85 (s. 3H) 7. 12 (d, J=8. OHz, 1H) 7. 23 (d. J=8. 
OHz, 1H) 7. 44 (bs. 1H) 7.50(1. J =8. OHz, 1H) 7. 66 (s. 1H) 7.90 t, J =8. OHz, 1 
H) 9. 98 (s. 1H) 



»J208b) 
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N 1- 15- [ (2. 4-7**7-1. 3-f7V7 7-5--T U x» 7 ^JH -2-7 h* > v 
;H -2- 7 JM" P -4-7 □ O ^ >X7 5 HO. 3g£ 7 * 7 — ;V20ml KBtt? t . ' 20mg<9 3 

«tlfl £ fi&f P&J&fcT W t . $k*mm v 7** v 7 A L fc&«EE T**S L fc. 

7 7ae^x-fJUS:JlPA, ^^WS-tCiO Nl-(4-7 0D- 
2-7MD7i-JH-2-2-^ h*->-5M(2-*^U>-4-:**7-l. 3-^7757-5 
--OH /fJH7xZj|/7th75 F80mg£|#/i. 

'H-NMR (DMSO-dj) <5 : 2. 99 (dd. J=10. 0. 14. 0Hz, IH) 3. 27 (in, 1H) 3. 65 (s. 2H) 3.7 

3(s, 3H) 4. 81 (m, 1H) 6. 91 (d, J=8. 0Hz. 1H) 7. 08-7. 11 (m. 2H) 7. 22 On. IH) 7. 

47 fa, IH) 7. 89 (in, IH) 9. 84 (s. IH) 

£ifcfl]209 

i££#J209a) 



'H-NMR (CDC 1 3 ) 5 :2. 67 (s. 311) 7. 54 (dd, J =4. 0. 8.0Hz, IH) 8. 31 (d, J=8. 0Hz, 1 

H) 8. 70 (d. J=4. 0Hz, IH) 9. 5 Ms, IH) 

HM209b) 



«#J19d) e) tmm<Dl5mz&V)l-'< 77°D#*>'-3-4-7 h*v-3-(U5-7^ 
)V-1- (3-tTU vJU) -1, 3-^77-;l/-4-yl] #JU#-;U7 5 J)**M 7x-;P7 

•H-NMR (CDC Ij) 6: 1. 01 (d, J-6. 0Hz. 3H) 1. 1 1 (d. J=6. 0Hz. 3H) 2. 66 (s. 3H) 2.8 




C0,H 
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7 (dd. J=7. 0, 14.0Hz. 1H) 2. 99 (dd, J=4. 5, 14. OHz, l'H) 3. 55 (sept, J=6. OHz. 



1H) 3. 83 (s. 3H) 4. 06 (dd, J=4. 5, 7. OHz, IH) 4. 52 (d, J=7. OHz. 2H) 6. 59 (bs, I 
H) 6. 78 (d. J=8. OHz. IH) 6. 91 (s. 1H) 7. 09-7. 26 (in, 2H) 7. 40 (in. 1H) 7. 60 (m. 
1H) 8. 56 (d. J=7.0Hz. IH) 

mmio 

MM210a) 



^JUTn-y^^U^^Ad. 5raol/lA+lt>^^) 18. 7ml ZffiTbtco S«^-2 
0 c CST±#$-ti:/t^M^-50 < CH^^L/!:o N, H-y/?^*M7S H3. 6ml £iP 

V?y7 J-X*m$k\s (-\^it>:^X^=3:l), 1-^^-5-7 xXJMH-2-f 
S^-MM+vT^Tt HI. 9g£#7c, 

'H-NMR (DMS0-d 6 ) 6 : 3. 98 (s, 3H) 7. 28 (t, J=8. OHz, IH) 7. 40 (t. J=8. OHz, 2H) 8. 
82 (d, J=8. OHz, 2H)' 8. 10 (s, IH) 9. 75 (s. IH) 



l-*? ;P-5- 7 x - )V- 1H-2 — T 5 M^yT^T t K 1 g£ 1 5ml <D v 
;>WI/X;i/* + vFf::^fl?U U >$?7K3£# U ?A (lmol/1) 3ml£flP*.fco ££$ 
gg^-H'J'7A1.5gCD7K^^fiPA, Sia-C20^F B 1M^L7Co S^ftoK£i)P;t, 

RJftU *ET»8Lfc. Si^ •> 'J iJ^JW 7 A7 ^7 7 ^ -Tl^ L (a 
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^>:MlfH:l-»l:«i^:^y-JN:l), MW-7xZ 
;MH-2-< £ ^V/-;i/*;U3JOSS90mgS:^fc. 

'H-NMR (DMS0-d 6 ) <5 :4. 00 (s. 3H) 7. 26 (t. J=8. OHz, 1H) 7. 42 (t. J=8. 0Hz. 2H) 7. 

75 (s, 1H) 8. 82 (d. J=8. OHz, 2H) 

HiSWlOc) 



mmmm) e) t mm^mz «fc o 2-r v x-3- (4-* t> * x-3- an-* 

5 1 ;U-5-7x-;U-lH-2--f 5^/>J;M *M-JH75/X^H 7i-M 

'H-NMR (CDC 1 3 ) <5: 0. 97 (d. J=6. OHz, 3H) L 06 (d, J=6. OHz, 3H) 2. 84 (dd, J=7. 0, 
14. OHz. 1H) 2. 97 (dd, J =4. 5. 14. OHz. 1H) 3. 48 (sept. J=6. OHz. 1H) 3. 81 (s. 
3H) 4. 02 On, 1H) 4. 03 (s. 3H) 4. 52 (d. J =7. OHz, 2H) 6. 75 (d. J=8. OHz. 1H) 6.91 
(s. 1H) 7. 06 (dd. J=2. 0. 8.0Hz, 1H) 7. 16 (m, 2H) 7. 21 (m. 1H) 7. 31 (t, J=7. 5H 
z, 2H) 7. 68 (d. J =7. 5Hz. 2H) 



HiS0J28a)-c). 208a). b) t^t£l:J:D. Nl-(2, 4-> j ^op7x-;U)-2- 
2-/ h + v-5-[(2-^^l/>-4-^y-l, 3-^77*7 >-5--f;M t^M 
7-tr h75 K£*§fc. 

'H-NMR (DMS0-d c ) 6 : 3. 00 (dd, J=I0. 0, 14. OHz, 1H) 3. 32 (m, IH) 3. 65 (s. 2H) 3.7 
6 (s. 3H) 4. 82 (dd. J=4. 5. 10. OHz, 1H) 6. 93 (d. J=8. OHz, 1H) 7. 1 1 (m, 2H) 7. 38 (dd. 
J=2. 5. 8.0Hz. 1H) 7. 64 (d, J=2. 5Hz, 1H) 7. 80 (d. 1=8. OHz. IH) 9.42(s. IH) 
1MM212 




HMffJ211 
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$2i£#J2l2a) 




»|jfiW203tra*O*i*k:«J:02- (2-X5F;M-eU i?M-S-*3-)[>-\. 1-3-7 "J 

'H-NMR (DMSO-dj) 6 : 1. 23 (t, J=8. OHz, 3H) 2. 69 (s, 3H) 2. 83 (q, J=8. OHz, 2H) 7. 
70 (d, J=6. OHz, 1H) 7. 78 (s, 1H) 8. 60 (d, J=6. OHz, 1H) 
«#1212b) 



HJ£#iJ19d)e) t®m<Dj5mizJ:K) 3-3- [ ( [2- (2-If JH- f U y JH -5-^ 

'H-NMR(CDC1 3 > <5 : 1.07(4 J=6. OHz. 3H) 1. 18 (d. J=6. OHz, 3H) 1. 37 (d, J=7. 5Hz. 
3H) 2.72(s. 3H) 2. 94 (m. 3H) 3. 06 (dd, J =4. 5. 14. OHz. 1H) 3. 61 (sept. J=6. 0 
Hz. 1H) 3. 89 (s. 3H) 4. 12 (dd. J=4. 5. 7. OHz, 1H) 4. 59 (d. J =7. OHz, 2H) 6.55 
(bs. 1H) 6. 84 (d. J=7. OHz, 1H) 7. 18 (d, J=7. OHz, 1H) 7. 22 (s, 1H) 7. 63 fa. I 
H) 7. 72 (s. 1H) 8. 62 <d. J=5. OHz, 1H) 
«ff'J213 
K&0H213a) 

NH 2 C0 2 Et 



^>X75 H*->A6. 7gtx5 L ;i/7°otf^l/-h5ml^^^y-JHi^^L, 3B# 
-Tll^L (A*-tt>:Mx3\)U=lO:lK X3MU (Z) -3- ( ( (Z) -1-7 = /-l-7x 
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'H-NMR (CDCI3) a : 1.30(1. J=8. OHz, 3H) 4. 17 (q, J=8. OHz. 2H) 4. 90 (d, J=6. OHz, 
1H) 5. 25 (bs. 2H) 7. 38 (d. J=6. OHz. 1H) 7. 40-7. 50 (m. 3H) 7. 65 (m. 2H) 
§¥i£0iJ213b) 



(Z) -3- ( I (Z) - 1-7 5 J - 1-7 x =.)V * f U -r >] 7 5 J *» -2-7* b ^ y X- 
1-4. 5g£v7xx;px-T-;w30mii;:i&fi?u 200 < CT5P#Min^bfe. Sj^?i^#)t; 

77-f-TfilffiL^>:KftXf;i'=l: l->>7 pp/^>:/^y -;i/=50: 1) , 

'H-NMR (CDC 1 3 ) 'fl : 1. 39 (t. J=8. OHz, 3H) 4. 38 (q. J =8. OHz. 2H) 7. 43 (m. 3H) 7.7 

8(s, 1H) 7.90(ii. 2H) 

$ii£0iJ213c) 

x^» 2-7xXJMH-5-f *y*/-)W3)V#*5'l"- h3. 5g£N. N-^*3^# 
;i/A75 K30nlfc:«»U *fcTzk*fc^ MJ 9A0. 71g£jQA» SfflT 1 «fM« 

m7> ; &x7A^^iPA, it^X^TttttiLfc. »»x3\>m 

UAW7A^D7h^77^-t^u, ^u->:^x^;u=8:i-ex^;w 

1-^ ^;U-2-7 xx;i/-lH-4— T 5 yV-JW *sV- V O. 6g£, ^^+1" > : M 

x^;u= 1 : 1 -ex^;u \-**)V-i- 7 x x;u- m-5 — r s > v- v 2. 





X^JP i-/^;p-2-7xx;u-iH-4-<5^ , /-^;i/^4vi^- K 
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'H-NMR(CDClj) 6 : 1.37(t. J=8. OHz. 3H) 3. 94 (s, 3H) 4. 34 (q. J=8. OHz. 2H) 7.4 
6(m, 3H) 7. 60 (m, 2H) 7. 83 (s. 1H) . 



J-3-)V |-^^-2-7x-;l/-lH-5-^ S; h 
'H-NMR (CDC1 3 ) <5 : 1. 39 (t, J=8. OHz, 3H) 3. 77 (s, 3H) 4. 39 (q. J=8. OHz. 2H) 7. 4 
5(m, 3H) 7. 64 (m, 2H) 7. 68 (s, 1H) - 
§^0iJ213d) 



l-^^.;i/-2-7x-Jb-lH-5-< S^^-MM^vU- b2. 2g£l^ 

'H-NMR (CDC 1 3 ) 6 : 3. 77 (s. 3H) 7. 52 (m, 3H) 7. 7 Km, 2H) 8. 06 (s. 1H) 
HSSW213e) 



mmmiMe) tnm^mzx^ 2h , vt*o#*->-3-[4-* b*->-3-([(i-* 
^^-2-7xx;i/-iH-5--r $ W)M ^;i/#-;H7 = y x^;u) 7i-jh a 

'H-NMR (CDC 1 3 ) 5 : 0. 82 (d, J =6. OHz. 3H) 0. 97 (d, 1=6. OHz, 3H) 2. 66 (dd, J=7. 0, 

14.0Hz, 1H) 2. 79 (dd. J=4. 5. 14. OHz. 1H) 3. 41 (sept. J=6. OHz, IH) 3. 76 (s, 
3H) 3. 78 (s, 3H) 3. 91 (dd. J=4 ; 5. 7.0Hz. 1H) .4. 37 (d. J=7. OHz. 2H) 6. 87 (d. J 
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=8. 0Hz, IH) 7. 05-7. 08 (m. 2H) 7. 46-7. 53 (id, 3H) 7. 72 (d. J=6. 5Hz. 1H) 7. 82 (s. 
1H) 8. 13 (bs. 1H) 



;W-2-7xX;U-lH-4--f 5y^;WJ^>t0. 5g£*#fco 
'H-NMR(CDClj) (5 : 3. 86 (s. 3H) 7:52(m, 3H) 7. 68 fa. 2H) 7. 83 (s. 1H) 



^l/-2-7xx;i/-iH-4-r S jj)i#-M 7S.S if;H7i-M 7°a/^ 

• 

'H-NMR (CDCI3) a : 0. 84 (d. 1=6. 0Hz. 3H) 0. 99 (d, J=6. 0Hz, 3H) 2. 70 (dd, 1=7. 0. 
14.0Hz. 1H) 2. 84 {dd. J=4. 5, 14. 0Hz. Ill) 3. 44 (sept, J=6. 0Hz, 1H) 3. 79 (s. 3H) 
3. 90 (s. 3H) 3. 96 (dd. J=4. 5, 7.0Hz, 1H) 4.40 (d, J=7. OHz. 2H) 6. 90 (d, J-8. 0Hz. 
1H) 7.11fa, 2H) 7. 56-7. 64 (m. 311) 7. 70-7. 76 (m, 1H) 8. 10 (s. 1H) 8. 97 (bs. 1H) 
HMffJ2l5 
£18092 15a) 




\ 
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N ^C0 2 H 



CI 

£i &0J2O3 1 mmoJjfeTl- (2-2 an 7i-M 3-^77-^-4- 

'H-NMR (DMS0-d 6 ) 6 : 2. 68 (s, 3H) 7. 48-7. 55 (in, 2H) 7. 65 (d, J=8. 0Hz. 1H) 8. 24 (d 
d, 3=2.0, 8.0Hz, 1H) 13. 50 (bs. 1H) 



mm$mtmm<Dijmz£ 9 3-3- [ ( 12- (2-^ □ □ 7zz;n -5-*^;m, 3-^7 
->*/;u# 

■H-NMR (CDC 1 3 ) 6 : 1. 07 (d, 1=6. 0Hz, 3H) 1. 17 (d. J=6. 0Hz, 3H) 2. 74 (s, 3H) 2. 93 (dd. 
J=7.0. 14.0Hz. 1H) 3. 07 (dd, J =4. 5, 14.0Hz, 1H) 3. 60 (sept, J=6. 0Hz. 1H) 3. 89 (s. 
3H) 4. 13 (dd, J =4. 5, 7.0Hz, 1H) 4.59 (d, J=7. 0Hz. 2H) 6. 84 (d, J=8. OHz. 1H) 
7. 16 (dd. J=2. 0, 8. OHz, 1H) 7. 23 (d, J=2. OHz, 1H) 7. 35-7. 38 On, 2H) 7. 48-7. 51 On, 
1H) 8. 23-8. 26 (m, 1H) 
CTffJ2l6 



«jft«203tPI*R©*ffiTf2-(4-i7PP7x-JW -5-*3\>M, 3-^7 7- 

'H-NMR (DMS0-d 6 ) 5 : 2.66 (s, 3H) 7. 56 (d, J=8. OHz, 2H) 7. 98 (d. J=8. OHz, 2H) 
HM216b) 
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CI 



/=\ N-y^N 




£»«38fcm*®£JiK:«fcD3-3-[{[2- (4-2 dd 7.x 3-3" 7 

7-;u-4-i' ;H * - )V7 s / ) ^ -4-/h^/7x -Ju-2--f v 

'H-NMR (CDC 1 3 ) 6: 1. 07 (d. J=6. OHz. 3H) 1. 17 (d. J=6. OHz, 3H) 2. 70 (s. 3H) 2. 93 (dd, 
J=7. 0, 14.0Hz. 1H) 3. 06 (dd. J =4. 5. 14. OHz. 1H) 3. 60 (sept. J=6. OHz. 1H) 3. 90 (s. 
3H) 4. 13 (dd. J =4. 5. 7.0Hz, 1H) 4.58 (d, J=7. OHz. 2H) 6. 52 (bs. 1H) 6. 84 (d. 
J=8. OHz. 1H) 7. 16 (dd, J=2. 0. 8.0Hz. IH) 7. 22 (d. J =2. OHz. 1H) 7. 41 (d, J=9. OHz. 
2H) 7.86(d, J=9.0Hz, 2H) 

^jg#J217a) 



M^J203«hl^#O*}iT5-^^;U-2- (2-^xn;W-l, 3-^7 4 /-;U-4-*^# 

'H-NMR (DMSO-d 6 ) 6 : 2. 60 (s, 3H) 7. 08 (dd, J=4. 0. 5.0Hz, 1H) 7. 77 (d. 1=8. OHz, 1H) 
7. 80 (d. J=5. OHz. 1H) 38 (bs, 1H) 
£«5mi7b) 



%M®mtm%k<Di5mz&m-'i v7*d#*->-3-4-* H*->-3-[([5-*?\>i/-2 

-(2-^x-jU)-l. -3-^77— ;M-^f;H*JI/#-JP7Sy) *¥M 7x-JU7*a 

'H-NMR (CDCl 3 ) 8 : 1. 05 (d, 1=6. OHz. 3H) 1. 17 (d. J=6. OHz. 3H) 2. 67 (s. 3H) 2. 93 (dd. 1 
=7. 0.14. OHz. IH) 3. 06 (dd. 1-4.5. 14. OHz. 1H) 3. 59 (sept, J=6. OHz, IH) 3.89 
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(s. 3H) 4. 1 1 (dd. J=4. 5. 7.0Hz, 1H) 4.57 (d, J=7. 0Hz. 2H) 6. 49 (bs. 1H) 6.8 
3(d, J=8.0Hz, 1H) 7. 08 (dd. J=4.0, 5. OHz. IH) 7. 17 (dd. J=2. 0. 8.0Hz. 1H) 7. 
22 (d, J=2.0Hz, IH) 7. 43 (dd. J=l. 0. 5.0Hz, 1H) 7. 52 (dd, J=l. 0. 4. OHz. . IH) 
^^J218 
M£#J218a) 



(±)-Z-a-*7*y £?V v> h U tTJUZ-^T-MQ. 6g£:/7 o □ ^ >200ml 
U 1. [5.4. 0]-7-7>x'-fe>8. 9ml SrflOAfc. fcfiMZM 

U-VrtftfflMftVrzmert-ZfJ-Jl'-U- (5-^5^-2-^ b*i/*<>i?M %)\>rt* 
-h^v^oP^^>50mliC^^L/T*DA, ^ST16PfPalW SOTSrzK^ 

V* 7 A T« L fc&MBET^ U fee M £ v U £ y J kfr ^ A * P ^ h V z> 7 
^f-T^ML('\+-y->:^X5 : -;P=3:l), (Z)-2-[K>^***»*;U 
# -;H 7 5 J -3- (3- [ (ter 1-7 h * 7S/)^ h + y7i 

-JW-2-7 > d^/X-h2Lg£#fc. 

'H-NMR(CDCIj) 6 : 1. 44 <s. 9H) 3. 80 (s. 3H) 3. 86 (s, 3H) 4. 25 (s. 2H) 4. 90 (bs. 1 
H) 5. 13 (s, 2H) 6. 78 (d. J-8. OHz. 1H) 7. 35 (id, 5H) 7. 42 (m. IH) 7. 49 (m. 1H) 
§3ii§0J218b) 



*?)V (Z)-2-[K>v;P^^rv)*^-;W7 5y-3-(3-[(tert-7*h^v* 




0 
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mzmmb, «etjb«u •> u * w w 7 a ^ a 7 h ^ 7 7 ^ - tuat 

Z>Z.t\z£iT mmJL^M 2-75/ , -3-(3-((tert-7*h*v;*7>>Utfx 

'H-NMR (CDC 1 3 ) <5 : 1. 43 (s, 9H) 2. 80 (dd, J =7. 0, 14. 0Hz, 1H) 

3. 69 (dd, J=4. 5. 14. 0Hz, 1H) 3. 72 (s, 3H) 3. 82 (s, 3H) 4. 27 (d. J=6. 0Hz, 2H) 

5. 00 (bs, 1H) 6. 79 (d, J =8. 0Hz, 1H) 7. 06 (m, 2H) 

£!i£#l218c) 



*3-)V 2-7 S. J -I- (3- [Uert-7 h*v£;i/#xJW 75 /] *?)\<-A-* 
7i-JH 7°DAVX- h3. 4g*^PD*;i/A30mHl^t> fflkl UltMWSi-i 
V7 = ;H. 35ml$rJPA, 60'CT20#raiji#L&. U rt£Jn*.v£a 

^/^KlW:!), l-[l-(3-[(tert-7*h*v'^;^-JW75> r )^5 L ;U-4 
h + v^>v ? JW-2-^ h^y-2-^^7lfiH-l->7y>-['f7A 2. 5g£# 

fc. 

'H-NMR (CDC 1 3 ) 6 : 1. 43 (s. 9H) 3. 78 (s. 3H) 3. 82 (s, 3H) 4. 27 (d, J=6. 0Hz, IH) 

5. 00 (bs, 1H) 6. 79 (d. J=8. 0Hz, 1H) 7. 1 1 (m. 2H) 

«0J218d) 



l-[l-(3-((tert-7> + v*;P#-jl/) 75 7] ;WU-4 : > b*i"*>VM -2- 
* h^rv-2-^*VX9 1 ;H-l-v7v>-K7A 2g^n-7*o/\V-;i/30mUz^ 
L, ft&Dv"?A(II)25mg£Sn;ifc. £ircil*ra«#Lfc««flrF»l8U 38* 
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£ -> 'J t> V y A 2 □ "7 h 7 7 -r - Tmm L fc > : if 8X3^=9 : 1 ) . 

# 6 nfc © £«0<J38 £ W*©* jSTfflaf S Z. t K: £ 0 , 3- (3- [ (2, 

'H-NMR (CDC1 3 ) 6 : 0. 87 (d. J=8. 0Hz. 3H) 1. 58 (q. J=8. 0Hz, 2H) 2. 97 (dd, 1=7.0. 
14.0Hz, 1H) 3. 09 (dd. J=4. 5. 14. 0Hz. 1H) 3. 38 (m, 1H) 3. 52 (m. 1H) 3. 85 (s, 3H) 
4. 07 (dd. JM.5. 7.0Hz. 1H) 4.60(4 1=7. 0Hz, 2H) 6. 82 On, 2H) 7. 16 (dd. J=2. 0. 
8.0Hz. 1H) 7. 30 (dd. 1=2.0, 8.0Hz, 1H) 7.40(d. J=2. 0Hz, 1H) 7.40(4 J=2. 0Hz, 
1H) 7.65(4 J =8. 0Hz, 1H) 

SHEW 19a) 



'H-NMR (CDClj) <5 : 2. 40 (s. 3H) 2. 77 (s, 3H) 7. 25 (4 J=8. 0Hz, 2H) 7. 85 (4 J=8. 0Hz. 2H) 



mm^mtmm<D^m\zx 03-3- 1 ( (2- (4-*3MU7xx;w -5-^^-1. 3-^7 

'H-NMR (CDC 1 3 ) 5 : 1.07(4 J=6. 0Hz. 3H) 1.17 (4 J=6. 0Hz. 3H) 2. 40 (s, 310 2. 70 (s. 
3H) 2. 93 (dd. 1=7. 0. 14. 0Hz, 1H) 3. 07 (dd, J=4. 5, 14. 0Hz, 1H) 3. 60 (sepl. 1=6. 0Hz, 
1H) 3. 89 (s. 3H) 4. 13 (dd. J=4. 5. 7.0Hz. 1H) 4.58 (4 J=7. 0Hz, 2H) 6. 49 (bs. IH) 
6.84(4 J=8.0Hz, IH) 7. 1 6 (dd. 1=2.0. 8.0Hz, 1H) 7.22(4 J=2. 0Hz. IH) 7.24(4 
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J=8.0Hz. 2H) 7. 81 (d. J=8. 0Hz, 2H) 



HlMff!l220 
g£3£#J220a) 




CI 

^3a^!l203t|5)^<D^&T2- (3-7 □ D-4-7JM-D 7x-JH -5-pWM, 3-^ 

1 H-NMR (CDC1 3 ) 5 :2. 80 (s, 3H) 7. 23 (d, J=8. 0Hz, 1H) 7. 84 (m, 1H) 8. 09 (dd, J=2, 

0, 8.0Hz. 1H) 

^^J220b) 



ns£^j38t mmv^mzi: o 3-3- 1 ( [2- (3-7 p d4-7Md7x-;h -5-*^ 

'H-NMR (CDC 1 3) 6: 1.07(d. J=6. 0Hz. 3H) 1. 18 (d, J=6. 0Hz. 3H) 2. 70 (s. 3H) 2. 94 (dd, 
1=7.0. 14.0Hz, 1H) 3. 07 (dd. J =4. 5. 14.0Hz, 1H) 3. 61 (sept, J=6. 0Hz. 1H) 3. 89 (s, 
3H) 4. 13 (dd. 1=4.5, 7.0Hz. . 1H) 4.58 (d, J=7. OHz. 2H) 6. 52 (bs. 1H) 6. 84 (d; 
J=8.0Hz, 1H) 7. 1 7 (dd. J=2. 0. 8.0Hz. 1H) 7. 21-7. 23 (m, 2H) 7. 76-7. 80 (id. 1H) 
8. 02 (dd. 1=2.0. 8.0Hz, 1H) 

mmmi2\ 

fi£0H221a) 



CI 

m&mMtmmo-fi&vi- (2, 4-^7 d d 7 x - m -5-^^-1, 3-^7 v-;u 
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'H-NMR (DMSO-d 6 ) 5 : 2. 67 (s, 3H) 7. 60 (dd. J=2. 0. 8.0Hz, 1H) 7. 86 (d. J=2. 0Hz. 1H) 
8. 28 (d. J= 8.0Hz. 1H) 



St»W38tra*©*ftfc «k 03-3- ( ( [2- (2, a □ 7 xnjU) -5-*3\>P-l. 3- 

^7 y-;u-4--f ;u ^^^n^7 5 y ) ^ -4-/ b*-> 7 x - ;i/-2-< v 7'd 

'H-NMR (CDC 1 3 ) 5: 1. 07 (d. J=6. OHz. 3H) 1. 17 (d, J =6. OHz, 3H) 2. 72 (s, 3H) 2. 94 (dd, 
J=7. 0. 14.0Hz, 1H) 3. 07 (dd. J =4. 5, 14. OHz, 1H) 3. 60 (sept, J=6. OHz, 1H) 3. 89 (s. 
3H) 4. 13 (dd. J=4. 5, 7.0Hz. 1H) 4.59 (d. J=7. OHz. 2H) 6. 52 (bs. 1H) 6. 84 (d, 
j =8. OHz. 1H) 7. 17 (dd. J=2. 0. 8. OHz, 1H)7. 23 (d, J=2. OHz, 1H) 7. 36 (dd. J=2. 0. 
8.0Hz, 1H) 7. 51 (d, J=2. OHz. IH) 8. 24 (d. J=8. OHz. 1H) 

mmm. 



MiI#J203 tmm<Dl5ifeT2- (l-*? ^7i-JH -5- 3-?7V-)l-4- 

'H-NMR (CDC 1 3 ) 5:2. 61 (s. 3H) 2. 82 (s, 3H), 7. 27-7. 33 (m. 2H) 7. 37 (d. J=8. OHz. 1H) 

7. 80 (d. J=8. OHz, 1H) 

^»222b) 
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nm&mt mm<Djj&\z £ t> 3-3- [ ( (2- h-^jv 7 x -m -s-> 3^- 1. 3-^7 

'H-NMR (CDC1 3 ) (5: I. 07 (d, J=6. OHz, 3H) 1. 17 (d, J=6. OHz. 3H) 2. 57 (s, 3H) 2. 72 (s. 

3H) 2. 94 (dd. J=7. 0. 14. OHz, 1H) 3. 07 (dd, J=4. 5. 14. OHz, 1H) 3. 60 (sept, J=6. OHz, 

1H) 3. 89 (s, 3H) 4. 12 (dd. J =4. 5. 7.0Hz, 1H) 4.59 (d. J =7. OHz. 2H) 6. 51 (bs, 1H) 

6. 84 (d, J=8. OHz, IH) 7. 16 (dd, J=2. 0, 8.0Hz, 1H) 7. 24 (d, J=2. OHz, 1H) 

7. 26-7. 38 (in, 3H) 7. 70 (dd, J=2. 0. 8.0Hz, 1H) 

HMffJ223 

M^J223a) 



M#J203<h|n]liro#fre2- (4-^ h + y7xiJW-5-/'fJl'-l, 3-f7V-;H 

'H-NMR (DMS0-d 6 ) <5 :2. 63 (s, 3H) 3. 80 (s. 3H) 7. 04 (d, J=8. OHz, 2H) 

7. 90 (d, J=8. OHz, 2H) 

Hj&&0iJ223b) 



mmm2itmm(D^m\zxoi-i-[([2-(A-^ i>*->7x^)-5-^;i/-i. i-r 

'H-NMR (CDC 1 3 ) 6 : 1. 05 (d. J=6. OHz, 3H) 1. 17 (d, J=6. OHz, 3H) 2. 69 (s. 3H) 2. 93 (dd, 
J=7. 0. 14.0Hz. 1H) 3. 05 (dd, J=4. 5, 14. OHz, 1H) 3. 59 (sept. J=6. OHz, IH) 3. 86 (s. 
3H) 3. 89 (s, 3H) 4. 1 2 (dd. J=4. 5, 7.0Hz, IH) 4. 58 (d. J=7. OHz, 2H) 6. 49 (bs, IH) 
6. 83 (d, J=8. OHz, IH) 6. 94 (d. ]=8. OHz. 2H ) 7. 17 (dd. J=2. 0. 8.0Hz, IH) 7. 22 (d, 
J=2. OHz. IH) 7. 86 (d, J=8. OHz. 2H) 
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N .C0 2 H 



'H-NMR (CDCl 3 ) <5 :2. 42 (s, 3H) 2. 8l(s, 3H) 7. 32 (m, 2H) 7. 76 (dd. J=2. 0, 8.0Hz. lH) 

7. 82 (d, J=2. 0Hz. !H) 

«0J224b) 



mi&m%twimoj3mz£ioz-2-[([2- ^-m -5-*?;u-i. 3-^7 
V— — r ;H a;Mi - s j ) * *M -4~* h * *> 7 x - ju-2--r v 7o#* 

'H-NMR (CDC 1 3 ) 6 : 1. 07 (d, J=6. 0Hz. 3H) 1. 17 (d, J=6. 0Hz, 3H) 2. 41 (s. 3H) 2. 71 (s. 
3H) 2. 93 (dd. J=7. 0. 14. OHz. 1H) 3. 06 (dd. J =4. 5. 14. OHz. lH) 3. 60 (sept. J=6. OHz. 
1H) 3. 89 (s. 3H) 4. 12 (dd. J =4. 5, 7.0Hz, 1H) 4.58 (d. J=7. OHz. 2H) 6. 49 (bs. 1H) 
6. 84 (d. J=8. OHz. 1H) 7. 17 (dd. J=2. 0. 8.0Hz. 1H) 7. 23 (d. J=2. OHz. 1H) 
7. 25-7. 34 (m, 2H) 7. 70 (d. J =8. OHz, 2H) 7. 76 (bs. 1H) 

Si£#iJ225a) 



Kjfi«l203tFI*©^ST2- (4-7^tD7xz;W-5-/^V-l, 3-^77-^-4 
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•H-NMR (CDC 1 3 ) <5 :2. 85 (s. 3H) 7. 16(t. J=8. OHz. 1H) 7.87(1, J=8. OHz, 1H) 



m&$mt mU(D^m \z & d 3-3- 1 ( [2- m-^m- □ 7 x =-M -s-^m, 3-3 1 

MSm/e(ESl) (MH + ) 487 
Kii«fi226a) 



#U *ftT28X±MJ h25g£»TLfc. EfSi£fc*fcTT2l5fBJ8 

>:ttfi|X?-;P=4: 1-1:1). 2-7 5 J-Sr*?-)V-\. S-?7V-)V-4-tl)W 

*vl/-h2.8g£»fc. 

'H-NMR (CDC 1 3 ) 6:2. 61 (s, 3H) 3. 88 (s, 3H) 5. 02 (bs, 2H) 
M0iJ226b) 



2-7 5 J-fjy-JH-ijM^yl/- h2. 8g£**y 
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TL7c. E&ft£30#ra*ftT«#Lfc©"5, &^C£60t:i3MLT&U;'ift 
^S»-«!l.3gO|l^7K3flK7ml«fflt+JCJOA, 60 < CTlP#fffl*#Lfc. 

^^y^AteU «£T«8i-f*c:£l::<fc 0*3^1/ 2-7*D^-5-.*^ 
-1. 3-f7 l /-iH-i]M^yl/-h 0.47g£&fc. 
'H-NMR (CDClj) <? : 2. 74 (s. 3H) 3. 93 (s. 3H) 
£ij&#j|226c) 

CI 

*?\>U 2-7*n*-5-*3 L ;M 1 3-^7V'-^-4-*;^^vW-hO. 3gt3-^D 
□ 7i-Mo>Hfl. 2g£ h;Wx>»r^L, fh7^>U7xzj^7^ > 
A7y >7A0. I5g£^&* U 7 AO. 7g*JDAfc. K^ffi*SS3R»ffl^T4l>#K^jS 

-fjy-M-^M+yu- ho. iz*ntz. 

'H-NMR (CDC lj) <5 : 2. 83 (s. 3H) 3. 97 (s, 3H) 7. 38 (n 2H) 7. 77 (dd. 1=2.0, 8.0Hz, 
1H) 7. 94 (d. J=2. OHz. 1H) 
Mi£0J226d) 

CI 

* 2- (3-/^71-^) -5-* ffJU-l, 3-^7 r/-;M-a -> h 0. 

ggtfc. Efsstewfru 2N*fl8*pf»»L/fca»»x^;WTjiiiffiLfc. mn^ffi 

fPft**T«fc», iTKM^^^y^ATM, KEBffiU 2-(3-*3\>U7x 
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'H-NMR (DMS0-d 6 ) 6 :2. 73 (s, 3H) 7. 55 (ra, 2H) 7. 83 (d, J=8. OHz, 1H) 

7. 93 (d. J =2. OHz. 1H) 

^^J226e) 



CI 1 



^TO^I^^iiKi 9 3-3- ( ( (2- (3-^fiV7izJH -5-/^-1,3-^7 

MSm/e(ESl) 503 (MH*) 

«ff]227 

®i3£TO7a) 



CI 

Mii^J226<h|W|#(D7jffiHctD2-(3-5-v^PP7xii;W-5-^^-l. 3-^7*/ 
-)\,-$-t5)V#y®L*ntz 0 

'H-NMR (DMSO L d 6 ) 6 : 2. 74 (s, 3H) 8. 75 (s. 1H) 8. 90 (s, 2H) 
«#J227b) 

CI \ /^-V C0 2 H 



CI 

■ « W8 1 mmo)U & IC =k 0 3-3- [ ( [2- (3-5- v 0 □ o 7 x - M -5- * 3- 

^7v'-Ji/-4-f ju#;i'#:: < n>7 5 y) y^H-4-^ h^y7i-;i/-H y^p 

MSm/e(ESI) 537 (MH*) 

^^J228 

§S&#J228a) 





264 



WO 01/25181 



PCT/JPOO/06788 




S N-^C0 2 H 



H£0H226&HfK<Z>#&K: J: 0 5-^^-2- (5-^^;W-2-^xi:;U)-l, 3-^7 V 

'H-NMR (CDC1 3 ) <5 :2. 53 (s, 3H) 2. 8) (s, 3H) 6. 74 (d. J=5. OHz. 1H) 7. 28 (d, J=5, OHz, 1H) 
SU609228M 



HSS0iJ38<h|il1i(D*^iCJ:O2-ry7 o a#^v-3-4-/ h+->-3-[( [5-^^-2 

-(5-^^;u-2-^x-;w-i, 3-^7i/-^-4-fJH*;^-;u75y) /^;H 7i 

MSm/e (ESI) 489 (MH + ) 
Hjfi^229a) 



S?ii^J226t rattO^ftKJ:*) 5-^^-2- (3-fX';H -1.3-^7^-^-4-* 

'H-NMR (CDC 1 3 ) 6:2. 84 (s, 3H) 7.41(dd. 1=1.0, 5.0Hz, 1H) 7.50(d, J=1.0Hz, 1 
H) 7.81 (d. J=5. OHz, 1H) 



- (3-^x - ;w -1, 3-^7 V- JU-4--T JH * ^#x;u7 5 J ) * 7 x ~)l7'o 
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MSra/e (ESI) 475 (MH + ) 



Hfi£ffJ230 
gi£0«J23Oa) 



§a^J226t|Wl^CD^fe{Ccti9 2-(5-^DO-2-^X-;P) -5-^;M, 3-^7 V 

'H-NMR(CDClj) <5 :2. 83 (s, 3H) 6. 92 (d, J=5. OHz. 1H) 7. 24 (d. J=5. OHz, 1H) 
MTOOb) 



mifcMMtmm<Dij mz «t o 3-3- 1 ( 12- (5-^ □ a^-^x-jw -5-pwu-i, 3- 

^7\/-;u-4-< ;u] *;^x;P7 5 J ) * -4-* h+->7x-jk2-f v y □ 

MSm/e(ESI) 509 (MH + ) 



'H-NMR(CDClj) 5 :l. 64 (m, 2H) I. 78- 1. 94 On, 4H) 2. 00 (m. 2H) 2. 95 (qui, J=6. OHz, 
lH) 6. 86 (bs, lH) 7. 50 (bs. lH) 





S 
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'H-NMR (CDC 1 3 ) 8 A. 70-1. 88 (m. 6H) 2. 20 (m. 2H) 2. 72 (s, 3H) 3. 42 (qui, J=6. 0Hz, IH) 



mmvm t wimvjsmzz o 3- [3- ( [ ra-*^' d ^>^;u-5-^ ^jv- 1. 3-^7 v 

MSm/e(ESI) 461 (MH*) 

»tt*l232 

$Si£fll232a) 



si&ey 23 1 1 mm<Di5mz£ o 2->^ □ *>ju-5- y 1,3-^7 v-jv-4- 

'H-NMR (CDC 1 3 ) 8 : 1. 25-1. 55 (m. 5H) l.75(m. 1H) 1.86(m. 2H) : 2 1 3 (m. 2H) 2. 72 (s. 

3H) 2. 96 (qui, J=6. 0Hz, 1H) 

«#J232b) 




r— \ N-/ L 
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^^J38<h|5Hi(D^ai3c);03-[3-([(2-->^D^+->;U-5-^5 1 ;U-l, 1-77 ^ 
-;W-4--f;W*;W#-;H7S^ *7M)-A-* h+->7xzjH _2-<y:/ a #* 

MSm/e (ESI) (MH 4 ) 475 

Hi6gU233 

§!ii£0J233a) 



Mi£#J23 1 £ |B]^CD^&H £ 0 2- (2-^ 3^7 x-JW -5-* ^JIH, 3-^7 V-JU 

■H-NMR (CDC1 3 ) 6:2. 61 (s, 3H) 2. 82 (s. 3H) 7. 30(m, 2H) 7. 37 (d, J=8. 0Hz, 1H) 

7. 80 (dd. J=2.0, 8.0Hz. 1H) 

HJ£#J233b) 



%mmtn%k<Di5fc\z «t o 3-3- 1 ( [2- 12-/^71^) -5-^^-1, 3-^7 
V— ;u-4— r ;n * ;p#-;u7 ^ jh -4-* h •> 7 x-^-2—r 

MSm/e (ESI) 482 (MM 

jjjM234 

M0J234a) 



0- 

8ffiM231<hE«0£ffi£J:02- (2-> h*->7i^H -5-*3\N/-l. Z-77V- 






268 



WO 01/25181 



PCT/JP00/06788 



'H-NMR (DMS0-d 6 ) 6 :2. 66 (s. 3H) 4. 02 (s, 3H) 7. 10 (t, J=8. 0Hz. 1H) 
7. 25 (d. J=8. OHz, 1H) 7. 55 (t. J=8. OHz, 1H) 8.28(4 J=8. OHz. 1H) 



»0J234b) 




mm&mt wiffivfimz*. o 3-3- [ ( [2- (2-* y7i-;n -5-^^-1, 3-^ 

MSm/e (ESI) 498 (MH*) 

»#J235 

«3gffiI235a) 



2->7 7-3-^ 3^ t° U v>2g£ t' U v>30raK h U X?)17 5 >12ml U 

ttfc**#**2i$M/t:/'j Ej£f£*f*«+5orT2i$ra#i'fc&agtE 

Tig*§ Lfc, H^y | J*y^7Ai'P'7hy77^ — T»8 1 (a*-* > : 

Xif;i/=1:1), 3-/^^-2- 1 4 'J y>*Mft75 F2. 6g£t#fc. 

'H-NMR (CDC 1 3 ) 6 :2. 76 (s. 3H) 7. 28 (m, 1H) 7. 62 (d, J=8. OHz, 1H) 8. 37 (d, J=4. OHz, 1H) 

ftj&M235b) 
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'H-NMR (DMSO-d 6 ) 5 : 2. 66 (s. 3H) 2. 71 (s. 3H) 7. 42 (dd. J=4. 0, 8.0Hz. IH) 7.80 

(d, J=8. 0Hz. 1H) 8. 44 (d. J=4. OHz, 1H) 

Hj>S#J235c) 



MSm/c(ESI) 484 (MH f ) 

3dSffJ236 

§^#J236a) 



6 ; 

3-fD U >2g^vi7DP^^>30mnc^t, i-£DOifi$MBI5. 6g£finx., 

^7 7*-Tffi»lL(ifKX3 L Jk**/-;i' =4:1), 3-tf U P>N-3j"*->K2.4gS: 

'H-NMR (CDC 1 3 ) 8 :2. 31 (s, 3H) 7. 10 (d, 1=8. OHz. 1H) 7. 17 (dd. J=4. 0. 8. OHz. 1H) 
8. 07 (m. 2H) 



3- M >J *J ; s K 2. 4g£ J-fe h— h 'J JU30ml \Z®M U h U ■ * U Jk> 






N NH 2 
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lb, 5-^5 1 JU-2-tf'J^>*;^5 1 ^75 HO. 2g£f#/t 0 
■ 'H-NMR (CDC1 3 ) 5 :2.41 (s, 3H) 7. 63 (d. J=8. 0Hz, 1H) 8. 34 (bs, 1H) 8. 60 (d, J=8. 0Hz, 1H) 



0y2O3 1 mmfD^rnvrnm? & z t \z & 0 2- (5-x^;u-2- t? u $>;w -5-* 1. 3 

'H-NMR (DMS0-d 6 ) 5 :2. 35 (s, 3H) 2. 65 (s. 3H) 7. 78 (dd, J=2. 0, 8. 0Hz, 1H) 8.02 
(d. J=8. 0Hz, 1H) 8. 48 (d. J=2.0Hz. 1H) 
2 3 6d) 



M0J38 1 mm(Djj& \z£ 0 3-3- ( ( [2- (5-^ ^)l-2- fcf U 5? ;W -5-* J-)V- 1. 3- 




MSm/e (ESI) 484 (MH*) 



HM237 



fijS0iJ237a) 




C0,H 
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-4-#;u# 

'H-NMR(CDCIj) 5 : 1. 37 (t, J=8. OHz, 3H) 3. 24 (a. H=8. OHz, 2H) 7.40(di, 2H) 7.52 
(m. 1H) 8. 35 (ra, 1H) 



mmmtmm<D5mz& o 3-3- [ ( [2- (2-2 □ □ 7hjh -s-x^;m, 3-^7 

MSm/e(ESI) 5 1 7 (MH + ) 

HM238 

^i£#J238a) 



§m#J203£TOcD7?r£K£ 0 2- (4-4; □ □ 7i-iH -b-x^Jl-l Z-^7V-)l 

'H-NMR (DMSO-d,) 0 : 1. 23 (t. J=8. OHz, 3H) 3. 08 (q, H=8. OHz, 2H) 7. 57 (d. J=8. OHz, 2H) 
8. 00 (d, J=8. OHz, 2H) 



JS0iJ38«*:|5l^(D73Sl' c tO3-3-,(((2-(4-^nD7x-Jl/)-5-x5 L >il-l. 3-^7 






272 



WO 01/25181 



PCT/JPOO/06788 



MSra/e (ESI) 517 (MH + ) 

HMffJ239 

M#J239a) 



'H-NMR (DMSO-dj) 6:1. 23 (t. J=8. OHz, 3H) 2. 35 (s, 3H) 3. 07 (a. H=8. 0Hz, 2H) 7. 
30 (d, J=8. OHz. 2H) 7. 86 (d. J=8. OHz, 2H) 



^M&mtmmvfimz «k o 3-3- [ ( [2- (4-*?mu7 x- ju) -5-x^-i. 3-^7 

MSra/e <ESI> 497 (MH*) 



mmms t m mv^mz & o s-x^ ju-2- (3- * ^ ju-2- t? u vm -1.3-^7 7 
-;u-4-^ji/^>^^#feo 
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'H-NMR (DMSO-d 6 ) <5 : 1. 27 (t, J=8. OHz, 3H) 2. 74 (s. 3H) 3. 10 (q. H=8. OHz. 2H) 7. 
42 (dd, 1=4. 0. 8.0Hz, 1H) 7. 81 (d. J=8. OHz, 1H) 8. 48 (d, J =4. OHz, 1H) 
HS£0iJ24Ob) 



mm&mtffiffiommz & k> 3-3- [ ( [2- (3-^^-2- tr u -jm -5-x5f;u-i, 3- 

MSm/e (ESI) 498 (MH + ) 

mmmui 

g^#J241a) 



gB£#l236a-c) t(Wl^©^?im:f9 2-(5-^5 1 ;P-2-tfU *JM -5-x^;i/-l. 3-9 1 

'H-NMR (DMS0-d 6 ) 5 : 1. 24 (t, J=8. OHz, 3H) 2. 35 (s. 3H) 3. 09 (q. H=8. OHz, 2H) 7. 
79 (d, J=8. OHz, 1H) 7. 81 (d, J=8. OHz, 1H) 8. 49 (s, IH) 



mmm tm^tmz =t o 3-3- [ ( [2- (5-^ nv-i- e u ^ ;w -5-1^- 1, 3- 
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MSm/e(ESI) 498 (MH*) 



£&i£0iJ242a) 




'H-NMR (CDC 1 3) 6 : 1. 35 (t. J=8. OHz. 3H) 3. 20 (q, H=8. OHz, 2H) 7. 21 (d, J=8. OHz. 
IH) 7. 83(ra, 1H) 8. 10 (dd, J=2. 0, 8.0Hz, 1H) 
HS£0iJ242b) 



%m^mtnu<D^mz & o 3-3- [ ([2- 0-^ □ uA-y^o 71 =;w 
;m. 3-^7y-;u-4-r;n^^7i<xjU75 y) *3MW-4-* h + y7izjk2--f 

MSm/e(ESI) 535 (MH*) 

11^243 

§S!^0iJ243a) 



®H£W03£l^cO73ftT5-x^;i/-2- (2-fXZJW-l, 3-^7 7-^-4-*;^ 

'H-NMR (CDC 1 3 ) <5 :1. 33 (t. J=8. OHz, 3H) 3. 18 (q, H=8. OHz, 2H) 7. 10 (dd, J=4. 0, 
5.0Hz. 1H) 7.47(d, J=4. OHz. 1H) 7. 60 (d. J=5. OHz, 1H) 





275 



WO 01/25181 



PCT/JP00/06788 



Y 



mmmt mm^mz^ o 2-r y 7 □ v-3-4-* h * ->-3- 1 ( [5-x^;u-2 
- 3-^7 7-;p-4--r ;w % ;^-;i/7 s / ) * 7 x x;w7o 

A* 

MSni/e (ESI) 489 (MH + ) 

1HM24J 

fUS#J244a) 



4- ^ h * *>-3- 12- [4- ( h 'J 7 )V* □ ^ 5" JW 7 x y ^ ->] x^;n ^ >X7 t 

sH*>'-3-{4-* h+v -3-2-[4-(hU7;U*n^^-;W 7xy+y]l^7xZ 

'H-NMR (CDC1 3 ) 5 : 0.96 (d. J-6. OHz. 3H) 1.15 (d. J=6. 0Hz, 3H) 1.23 (t, J=7. 
2Hz. 3H) 2.79 (dd, J=8. 4. 14. OHz. 1H) 2.95 (dd, J =4. 8, 14.0Hz, 1H) 3.08 
U, J=7. 6Hz. 2H) 3.50 (sept, J=6. OHz, 1H) 3.82 (s, 3H) 4.00 (dd, J =4. 8, 8. 
4Hz. 1H) 4.15-4.20 On, 411) 6.78 (d, J=8. OHz, 1H) 6.96 (d. J=8. 8Hz. 2H) 7. 
09 (s, 1H) 7. 10 (d, J=8. OHz, 1H) 7. 52 (d, J=8. 8Hz, 2H) 
H]&£#J244b) 



x^;M--f 7 7d#* ->-3- (4-y- h -3-2- [4- ( HJ 7JM" □ * 3^) 7iV 
x^;U7 x-;W 7o/ V x- h £3lS£0iJ le) ^PKSCjBi U 2--f y 7o 
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* v-3- (4-* h * v-3-2- [4- ( h »J 7 ;M" □ * 7iy + y]i^7i x ;W 
7°D^>&£f#£ 0 

•H-NMR (CDC1 3 ) 5 : 1.02 (d, J=6. OHz, 3H) 1.15 (d, J=6. 0Hz. 3H) 2.89 (dd. J=7. 
6. 14.0Hz, 1H) 3. 07 (dd, J=4. 0, 14.0Hz. 1H) 3.09 (t, J=7. 6Hz, 2H) 3.56 (se 
pt. J=6. OHz, 1H) 3. 83 (s, 3H) 4. 10 (dd, J=4. 0. 7. 6Hz. 1H) 4. 17 (t, J=7. 6H 
z, 2H) 6.80 (d. J=8. OHz. 1H) 6.96 (d. J=8. 8Hz, 211) 7.09 (s, 1H) 7.09 (d. 
J=8. OHz, 1H) 7.52 (d, J=8. 8Hz. 2H) 
MMM245. 



^M0iJ245a) 




4-/ ( 1 14- ( h U 7 JWo ^>yJH *#y| *3-M*>X7)V 

TkF^ffl^T, M^Jla) \ZMZ, «ifi«lb) tTO©*tfeT, X^JU 2-^77° 
□ # * v-3- (4-* h * > -3- ( 14- ( h 'J 7 □ j* ^MM > v;H v * 
7 x - M 7*P^ y x- h 

•H-NMR(CDC1 3 ) a : 0.96 (d, J=6. OHz. 3H) 1.15 (d. J =6. OHz. 3H) 1.23 (t. 1=7. 
2Hz, 3H) 2.79 (dd. 1=8.4. 14. OHz. 1H) 2.95 (dd. 1=4.8, 14. OHz, 1H) 3.50 
(sept, J=6. OHz. 1H) 3.82 (s, 3H) 4.00 (dd. J =4. 8. 8. 4Hz. 1H) 4.15-4.20 On, 
2H) 4. 58 (s. 2H) 4.64 (s. 2H) 6.79 (d, J=8. OHz. 1H) 7.16 (dd, J=2. 4. 8.0 
Hz, 1H) 7.28 (d, J=2.4Hz. 1H) 7.49 (d, J=8. OHz, 2H) 7.60 (d, J =8. 4Hz. 2H) 
fWi!245b) 




X3\>1> 2-<y^asK*v-3-[4-^h*'> -3- ( [4- ( h 'J 7)V*u*?M ^>-7 
MUr^^M 7xx;H7*o/\vx-h£«0yie) tWimzmmt, 77 r 
D#**>-3-t4-/ h*v-3-([4-(HJ 7)\,*n^)l)^>'JM** : s*?-)V) 7 
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xx;H7*oA>®£#fc. 

'H-NMR (CDC 1 3 ) 6 : 1.02 (d. J=6. OHz, 3H) 1.15 (d, J=6. OHz. 3H) 2.92 (dd, J=7. 
6, 14.0Hz, IH) 3. 09 (dd, J=4. 0. 14. OHz, IH) 3. 56 (sept. J=6. OHz, 1H) 3.81 
(s, 3H) 4.12 (dd. J=4. 0. 7. 6Hz, 1H) 4.59 (s, 2H) 4.64 (s, 2H) 6.80 (d, J= 
8.0Hz, 1H) 7.14 (dd, J=2. 4, 8. OHz, IH) 7. 28 (d, 1=2. 4Hz, IH) 7.50 (d. J=8. 
4Hz, 2H) 7.60 (d. J=8. 4Hz, 2H) 



^^^J246 




TkiHfc^ h U A40mg£x h^hHo 7 7 >2H£»#U 7k#TX^JU3- [3- 
(t Kn^v'^JUM h^->7xz;H-2-- ; fyyp*+y^D/Vx-hO. 51 
g©xh7hHP77>^^(lml)^<t^4-^DD^>> ? JU> r D$h*0.25rag€:^© 
M^jp^s ^T15P3M#Lfc 0 £Jfc?&£»Lfcm, lNMTtfnU BflKx 

-SWSx^;M4:l) ^{±5^11^00. 19g£#fc. t#6»nrc0. 19g£HJ£#'Jle) <h[i]#lc 
OTU 3-(3-[(4-^oD^^;H^-^vl tWU-4-* h^->7x-;i/)-2— T 7 7°P 
tf*->7°DA*>g£ 0. 17 g*mtz. 

'H-NMR (CDCI3) 6 : 1.02 (d, J =6. OHz, 3H) 1.15 (d, J=6. OHz, 3H) 2.92 (dd, 1=7. 
6, 14.0Hz, IH) 3. 09 (dd. J=4. 0, 14. OHz, IH) 3.56 (sept, J =6. OHz, IH) 3.81 
(s, 3H) 4. 12 (dd. J=4. 0. OHz, IH) 4. 59 (s. 2H) 4. 60 (s. 2H) 6. 80 (d. J= 
8.0Hz, IH) 7.13 (dd, J=2. 4. 8.0Hz. IH) 7.27 (d, J=2. 4Hz, IH) 7.32 (s, 4H) 
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v U 7 A 7 PT h 's+lt >-»»x^;u (4: 1) mitittm 

iDlfJV 3-[3-(7o^^;i/)-4-* h*v7xx;W-2--< V7o#*:>7d/\ 0 
yx-h2. 6g£t#fc, 

'H-NMR (CDC1 3 ) <5 ': 0.97 (d. J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.24 (t, J=7. 
2Hz, 3H) 2. 88 (dd, J=8. 4, 14. 0Hz, 1H) 2. 95 (dd, J=5. 2, 14. 0Hz, IH) 3. 50 (sep 
t, J=6. 0Hz. 1H) 3. 87 (s. 3H) 4. 00 (dd. J=5. 2, 8. 4Hz, 1H) 4. 1 1-4. 21 (in. 2H) 4. 
53 (d, J=2.4Hz. 2H) 6. 79 (d. 1=8. 8Hz. IH) 7. 08 (d. J=8. 8Hz. 1H) 7. 12 (s. IH) 



7jc^bU^7A7;Pix7A87ing&xh^ t h*P7 7>7. 5nlfc*tf U fcftTO. 

50g©x^;i/5-^ f;H-7xz;hi, 3-^7 i/-;m-;& -> h ©f - h 7 



^77^-l:WU ^^7-^X^(2: Djgffi^lJctO (5-^^;U-2-7xx;U 

-1. 3-?7y-;H--fJH *9J-)\t 0. 42g£f#fc„ 

'H-NMR (CDC 1 3 ) (5 :2. 46 (s. 3H) 4. 82 (s. 2H) 7. 50^7. 53 (in, 3H) 7. 88-7. 91 (m, 2H) 

HS60J247c) 



?miti- h U 7 A24mg£x h y k H o 7 y >2ml tK^T3- (3- (7d^ 

*3=JM-4-* h + 77iXJH-2-rV7°a#+->7°PAyx-h0. lBgOxh^k 




kK0 75>*«(2.5i!)ftJDA, MT3PSfl0J!M$L&. ?Jc 
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H077 >®fo (1ml) *J;tf (5-X^;U-2-7x-;U-l, 3-^7^-^-4-^ ;W * ? 
J-M. I2mg©rh7t h'D7^>^^(lml) ^^©Ji^WA, ^T15P#f^^ 

V^cHPLCHT^U 2-Y7 7'o#+v-3-(4-^ h + ->-3-[(5-/W-7i-)l^ 

-1, 3-^7l/-;i'-4-< ;M * h + ->] T^^Jl/^x-JU) yD/\*>KO. 13g£f#£ 0 

MS m/e (ESI) 454 (MH>) 

H;SgffJ248 

SM248a) 



•H-NMR (CDC1 3 ) 5 : 0.93 (t, J=8. 0Hz, 3H) 1.31-1.40 On, 2H) 1.56-1.65 fan. 2H) 
2.63 (t, J=8. 0Hz. 2H) 4.73 (s, 2H) 7.14 (d, J=8. 0Hz, 1H) 7.50 (d, J =8. OH 
z, 1H) 8.39 (s. 1H) 



(5- 7*^)1-2- M U S SM. * 9 J i m- [3- C7* □ * * ?M -4-^h^->7i 
- J( ,]. 2 ^v7'D^y7'P/VI-h5ffl^, ^JS#J247) tmimij&r, 3- (3 
- [ (5-^^;U-2- tf 'J v^^U) * h*is) *?-)V-A-* h^y7i-JK-2-fV7'o^^ 

MS m/e (ESI) 416 (MM 

%«6fl]249 

M£#J249a) 
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VX 1 



OH 



■H-NMR (CDC1 3 ) 6 : 1.34 (d. J=6. 4Hz. 6H) 4.55 (sept, J=6. 4Hz. 1H) 4.62 (s. 2 

H) 6.87 (d. 1=8. 8Hz, 2H) 7.22 (d. J=8. 8Hz. 2H) 

HJS#J249b) 



(4--T V^D^+y7i^H/^; -)V& J: 3- [3- (7* p ^ * J-M -4-* h * 
•>7xzjH-Hy^t^yyaA7i-^ffl^> ^$#1247) £TO<D7j&T\ 
2— f y 7p#* v-3- (3- [ (4--f 77*d^ : y^y-JM : A * 3MU-4-* V * 

MS m/e (ESI) 417 (Mm 

*BW2S0 
£fjfi#J250a) 



4-^OD-2-^h*->^lii^ffl^> «jfi«247b) tl^ttO^ffeT, (4-7PP 

'H-NMR (CDC 1 3 ) 5 : 3.83 (s. 3H) 4.62 (s. 2H) 6.85 (s. 1H) 6.94 (d, J=8. 0Hz. 

IH) 7.20 (d, J=8. 0Hz. 1H) 

HM0J25Ob) 




0 




281 



WO 01/25181 



PCT/JPOO/06788 




* > 7 x -;n -2--f y 7° □ # * •> 7" □ av x- h £ ffl v » . mmm24 d t mm nism 

X\ 3-(3-[(4-7DD-2-^ h*->^>}W) ^>M-* h^-/7xzJU-2 

y 7 □ * v 7* □ A >g£ £ t#£ , 
MS m/e (ESI) 423 (MH + ) . 

^ii^J25 la) 




2-^DD-Mh*->MS8*IK 3Slig#J247b) tFI«©*fe-C, (2-7dp- 
4-* h*5/7x-;H^^;-M#fc. 

'H-NMR (CDC1 3 ) d : 3.80' (s, 3H) 4.70 (s. 2H) 6.80 (d. J=8. 0Hz. 1H) 6.95 (s, . 

1H) 7.37 (d, J=8. 0Hz. 1H) 

2&«0J25lb) 




^v7x-;H-2-< V7'D^y7'D/VX-h$fflH, H5S0J247) <h|p]*f<7)7j& 
tf, 3-(3-l(2-7QD-4-^ h^r^^^W**^] t'ffr-i-* b*->7x ~)V) -2 
H" 7 7° D # + s s y° □ A' > Wi £ ft fc. 
MS m/e (ESI) 423 (MH*) 
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M#J252a) 




2-* h^v-4-(h'J7;^o^^;H ^ASffi^ffll^ ~JKj6*H247b) £l^t£©75& 
T> [2-* b*r's-4- ( h U 7)l*U*?M 7x~JW J-)V*%tz. 
'H-NMR (CDC1 3 ) 5 : 3.92 (s. 3H) 4.72 (s. 2H) 7.08 (s. 1H) 7.22 (d, J=8. 0Hz. 
1H) 7.42 (d, J=8.0Hz, 1H) 
HI«#J252b) 



^y7x^JH-2-fVyD^+yyD/VX-h^ffl^ ^#J247) tmU<Dj5&. 

T\ 3- [3- ( [2-7;M-o-4- ( h U 7JM; □ * ^JW "*>S>;U t+v^fM -4-/ h 

* v 7 x - JH -2--f 7 7 D tf*~> 7°a A >^ £ 

MS m/e (ESI) 457 (MH + ) 

1MM253 

H£0iJ253a) 



4-7i; + y$l.fl5fflt^ SSig^247b) £|5]*I<D7J£T\ (4-7x/*->7x 

'H-NMR (CDC I ,) 5 :4. 72 (s, 2H) 7. 00-7. 02 (m, 4H) 7. 12 (t, J=8. OHz, 1H) 7.30- 

7. 38 (m, 4H) 

£J60!l253b) 
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V 



OH 



i-jH-HV^a^y^DA7l-h^fl^ HM247) £|5)$CD73£T. 2- 
MS m/e (ESI) 451 (MM 



2, 4-v7 0D^>vJU7;i'3-;i'*5ckr>>(3-(7*o^:X5 L ;P) -4-^^y7i 
-;W-2--fV7°P#*->7°DAVX-h£ffl^ «#J247) t^CD^feT, 3- (3 
- [ (2, 4 T v 7 □ a ^ > 5W) ~>] ^ ^;U-4- ^ h 3- -> 7 x -2--f V7°a^+ 
->7°d A 

MS m/e (ESI) 427 (MH*) 
HWJ255 



2-7;i^o-4- ( h- U 7;i^o ^y ; J)V7)Vn-)V^^m- [3- (7*ot/ 

^ ;w _4_^ h^y7x-JH-2-'f77 , a^y7°D/Vx-h^fflK HM247) 
t TO<273 ST, 3- [3- ( [2- 7 )l* □ -4- ( h 'J 7JM" □ * ^ > vJH 
3-M -4-* h^v7x-;U -2-r7 7°D^+^ya^>^€:#^o 
MS m/e (ESI) 445 OUT) 
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CI 




Y 



4-^DP-2-7;^o^>v;u7;m-;i'^J:t>*3-[3-('7'p^r^^;w-4-^ 

3- (3- ( (4-£ □ p-2-7;M" d ^ > ->] ^ ^;U-4-* h + v7i-JW -2--T 
MS m/e (ESI) 4 1 1 (MH 4 ) 



3, t-iSZnn^yz/jlJfr^-fr&kVtZ-tt-tfn^t^M-A-* h+y7i 
^;H-2--f V7'D^y7*D/VX-bSffl^ ^#J247) <hl3$©77&-t\ 3-(3 
t [ (3. 4-7 7 a □ ^ > 7 v) ;* h * > 7 x -M V 7*P # * 
->7°P^>M£t#7c. 
MS m/e (ESI) 427 MP) 



4-<vypf;u^>> J ;u7^p-;^«fco:3-[3- c/p^^jum-* h*->7 

I - j H-2^y 7 - D ^->7 , o/Vl-h^^ H;5S#J247) <h|5)i£<D77&T, 2- 

-jl/)7*PA° 

MS m/e (ESI) 401 (MH*) 




HM258 




HM^259 



285 



WO 01/25181 PCT/JPOO/06788 




4-* h + 12- [4- ( h U 7)V*U*3-)V) 7i/+->] X^;H ^>X7;Uxfc 

S-e, 5- (4-^ v-3-2- (4- ( h- u 7;m-d ^^;w 7i / *v) x?Mi/^>vMW - 

1, 3-^7 4 /7>-2. 4-v^> 

'H-NMR (DMS0-d 6 ) 3 : 3.09 (t, J=7. 2Hz, 2H) 3.10 (dd, J =9. 2, 14. 0Hz, 1H) 3.45 

(dd, J=4. 0, 14.0Hz, 1H) 3.83 (s. 3H) 4.17 (t. J=7. 6Hz. 2H) 4.49 (dd, J=4. 

0. 9. 2Hz, 1H) 6. 82 (d, J=8. 0Hz, 1H) 6. 96 (d, J =8. 8Hz, 2H) 7. 08-7. 10 (m, 2 
H) 7.52 (d, J=8.8Hz, 2H) 8.37 (brs, 1H) 



fififfJ260 

.0 




4-* h * ->-3- ( I [4- ( h- 'J 7)1* □ * ?M ^ > S JM '» * ^ >X7)l 
5- [4-* h*~>-3-([4- ( h 'J 7 ft* a *>*JM Hr*is*3-M ^ 

> ! JM-\, 3-3 1 777>-2.4-:/:*>£f#fc. 

'H-NMR (DMSO-dj) 5 : 3.11 (dd, J=10. 0, 14. 0Hz, 1H) 3.47 (dd, J=4. 0, 14. 0Hz, 

1H) 3.82 (s. 3H) 4.51 (dd, J=4. 0. 9. 2Hz, HI) 4.58 (s, 2H) 4.66 (s, 2H) 6. 

82 (d, J=8. 0Hz, 1H) 7.12 (dd. J =2. 4, 8.0Hz, 1H) 7.24-7.28 (m, 1H) 7.50 (d, 
J=8. 0Hz, 2H) 7.61 (d, J=8. 0Hz, 2H) 8.10 (brs, 1H) 



Cl£0J261a) 
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-f7 > / , Jy>v^>3. 4g£ b ;l/X> 100m IK @fi¥U fcf^'J 770. 28gfc£tfSf&0. 
24gfcflDiL, T>(-^^-^S^bT3WMU:. KjSlitfi^ 
fciflLfcft, ^ffil^*S B s a £il£l&U h;i/X7T»Lfc&, *JBETfc*U ter 
1-73M1/ N-5- [(2, 4-7**7-1. 3-5 1 7 , /7>-5-1' 'J-r 7) -2-* h*7 
^>iS)\,X)l/i*-b*mtz,fr^T~'&£>ntz[ert-7'3 : -)l N-5- [(2, 4-7**7-1, 

3-^777 >-5--r | jf» y>^;H-2-* h*7^7v;i^;w\*;*- h^T^i/ 

*;kk75 H80inlfciS<¥U> 10K/15 2>£ AjKX8. Og^rSPA, 50g, 15kg/cnto.K?fs 
inETT20l5ra86#Lfc. M&fc*ilLJSi*£*ffiS£Ofc^ 7j<£in*J1^x? : - 

-Mx^JKl:l)»a»H«kO tert-7*^ N-5- [(2. 4-7**7-1, 3-^7 7*7 

'H-NMR(CDC1 3 ) <5 : 1. 45 (s, 9H) 3. 1 1 (dd. J=9. 2, 14. OHz. 1H) 3.42 (dd. J=3. 6, 14. 
OHz. 1H) 3.83 (s, 3H) 4.26 (d. J=6. OHz, 2H) 4.50 (dd, J =3. 6. 9. 2Hz. 1H) 5. 
00-5. 08 (m, 1H) 6. 79 (d. J=8. OHz, 1H) 7. 09-7. 13 (in. 2H) 8. 28-8. 33 On, 1H) 



tert-7^ N-5- [(2, 4-7**7-1, 3-^77? 7-5~f;H -2-^ h*7 

*>i?)Vto)W*—Yl 2g£4M HCl-dioxane 40nl£iniA v ll#Mi*#Lfc. SJfr 
ift£»BLfctg. «JBET*fc»U tert-7^ N-5- 1 (2. 4-7**7-1. 3-^77? 
7-5-fJW *?M-2-* h + y^>y^75 >iSffiifiG. Ogfcflfc. ^^Tiien/c 
tert-7^ N-5- [(2. 4-7**7-1. 3-f7 1 /7>HM ;WH-2-* h*7^ 
>5>;U7S>&SSJ£0. 20g*5«fclK2-/ b*7-4-(h'J7Jl/*O^JU)£,t#&0. I 
5g£v;<^*7UA7$ K2,5nlfc»ft?U *&T77 / *7*7&7x^;M). I In 
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h 7*7 7 KttU -\^>-^X^ (2:1) &ffi#iffl «t 0N1-5- [ (2, 4-7;** 
V-l. 3-5 L 7 4 /7>-5-f;U)^5 1 ;W-2-^ h^->^>v;P-2-^ h*->-4-(b'J7 
JU*Dy^;W<>X75 K 0. i8g£#fc. 

'H-NMR (DMSO-dj) 6 : 2.99 (dd, J =9. 6, 14.0Hz, 1H) 3.28 (dd, J=4. 0, 14.0Hz. 1 
H) 3.79 (s, 3H) 3.97 (s, 3H) 4.42 (d, 1=6. 0Hz, 2H) 4.79 (dd, 1=4.0, 9. 6Hz, 
1H) 6.93 (d, J=8. 4Hz, 1H) 7.08-7.13 (n, 2H) 7.37 (d..J=8.0Hz. 1H) 7.42 
(s. 1H) 7.84 (d. J=8. 0Hz. 1H) 8.64 (t. J=6. 0Hz, 1H) 12.02 (brs, 1H) 



«!I262 




2_/7 DP-4-* h + v^M^ctmert-:/^ N-5- 1 (2. 4-^**7-1. 3-9=- 

mm(D^mx\ ni-5- [ (2, 4- 5?** v-i. 3-^77*7 >-s-r ;w * ^jh -2-/ h * 

'H-NMR (DMS0-d 6 ) 6 : 2.99 (dd, J =9. 6, 14. 0Hz. IH) 3.28 (dd, J=4. 0. 14. 0Hz, 1 
H) 3. 78 (s. 3H) 3. 79 (s, 3H) 4. 42 (d, 1-6. 0Hz. 2H) 4. 79 (dd, J=4. 0. 9. 6Hz, 
1H) 6.93 (d, J=8.4Hz, IH) 6.94-6.96 On. 1H) 7.06 (d, J=2. 4Hz. Ill) 7.08-7. 
13 On. 2H) 7.43 (d, J=8. 0Hz, IH) 8.64 (t. 1=6. 0Hz. IH) 12.02 (brs. IH) 
1MM263 




7 V)im& fitter (-7*^)1 N-5- 1 (2, 4-^**7-1, 3-^777 >-5--f M 
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h*S"S>SW7 5 >lfi»tt«:fflV^ ££0.1261) N2-5- 

[(2, 4-v**y -i. 3-^7 y 7 >-5-on *j-m-i-* h+->^>v;u-5-y^;p 

-2-tf'J^>^^#^->7 5 K*8fc. 

'H-NMR (DMS0-d 6 ) <5 : 0.89 (t, J=7. 2Hz, 3H) 1.25-1.33 (m, 2H) 1.53-1.60 (id. 2 
H) 2.67 (t, J=8. OHz. 2H) 2.99 (dd. J=9. 6, 14.0Hz. 1H) 3.28 (dd, J=4. 0, 14. 
0Hz, 1H) 3.79 (s, 3H) 4.42 (d, J=6. 0Hz, 2H) 4.77 (dd. J=4. 0. 9.6Hz. 1H) 6. 
93 (d. J=8.4Hz. 1H) 7.03 (d. J=2.4Hz. 1H) 7.10 (dd, J=2. 4. 8. 4Hz. 1H) 7.8 
1 (dd. J =2. 0. 8.0Hz, 1H) 7.95 (d, J=8. OHz. 1H) 8.49 (d, J=2. OHz, 1H) 8.89 
(t. J=6. OHz, 1H) 12.02 (brs, IH) 
»^J264 

0 .o 



4-^7:/n#*v£SM*icfclAerl-7^;i/ N-5-K2. 4-^*7-1. 3-^77 

<D1j&T\ Nl-5- [(2. 3-^775 >-5-<;W ^)V) -2-* H*v^ 

>>?;i/-4--f 7 7o^v^>X7 5 KSr^fc. 

'H-NMR (DMSO-d 6 ) 6 : 1. 26 (d. J =6. OHz, 6H) 2.99 (dd. J=9. 6. 14. OHz. 1H) 3.28 
(dd. J=4.0. 14.0Hz. 1H) 3.79 (s. 3H) 4.42 (d. J=6. OHz, 2H) 4.69 (sept, J 

=6. OHz, 110 4.79 (dd. J=4. 0, 9. 6Hz. 1H) 6.93 (d, 1=8. 4Hz, 1H) 6.95 (d, J=8. 

4Hz. 2H) 7.03 (s. 1H) 7.08 (d. J=8.4Hz. 1H) 7.84 (d. J=8. 4Hz. 2H) 8.63 (t. 
J=6. OHz. 1H) 12.02 (brs, 1H) 



5-^5 L JU-2-7xr.;w-1.3-5 L 77-;M-*;U^>»*5«kUftcrt-7'5 t ;U N-5- 
l (2. 4-^**7-1. 3-^775 >-5-^ M * 37H -2-* Mf >*J)V7 S >im 
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i^fflK nm$m\) tmt<D^mr\ N4-5-K2, 4- y**y-i. 3-^777 >-5- 

#*v7S K£#7c. 
'H-NMR (DMS0-d 6 ) 

5: 2. 61 <s. 3H) 2.99 (dd, J=9. 6, 14. OHz. 1H) 3.28 (dd, 1=4.0. 14. 0Hz. 1H) 

3. 79 (s, 3H) 4. 37 (m, 2H) 4. 77 (dd, J=4. 0. 9. 6Hz. 1H) 6. 93 (d, 1=8. 4Hz, 

1H) 7.08-7.13 (m, 2H) 7.46-7.52 (m, 3H) 7.90-7.95 (m, 2H) 8.61 (m. 1H) 12. 
02 (brs. 1H) 
«ffJ266 




4-7 jlZL)1% .mm. &&ZS[er 1-7^)1 N-5-[(2, 4-*J**V-l, 3-777*5 >-5 
-4M ;*77H-2-/ h*->^>^;P7 5>&&&£ffl^» 3US0J26I) tffiWi(Djjm 
V, Nl-5-((2, 4-^+y-1. 3-^7l/7>-5-<;W^5 1 ;H-2-^ V*i"<>~J)V- 

'H-NMR (DMS0-d 6 ) 6 : 2.99 (dd, 1=9.6, 14. OHz, 1H) 3.28 (dd, 1=4. 0, 14. OHz, 1 
H) 3.79 (s, 3H) 4.42 (d. J=6. OHz. 2H) 4.77 (dd. 1=4.0, 9. 6Hz, 111) 6.93 (d, 

1=8. 4Hz. 1H) 7.08-7.13 (m, 2H) 7. 39 (t, 1=7. 2Hz, 1H) 7.48 (t, J=7. 6Hz, 2 
H) 7.72 (d, 1=7. 6Hz. 2H) 7.76 (d, 1=8. OHz. 2H) 7.99 (d. J=8. OHz. 2H) 8.87 

(t, 1=6. OHz, 1H) 12.02 (brs. 1H) 
gjMffJ267 




4-7xy*v££M£cktftert-7*3 1 ;U [ (2. 4->***7-l. 3-77 7 7 > 
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mx\ Nl-5-[(2.4-v:**7-i, 3-^77*7 >-5-^JW;*^]-2-Xh*v^>v 

'H-NMR (DMSO-d 6 ) 8 : 2. 99 (dd. J=9. 6, 14. OHz, 1H) 3. 28 (dd. J=4. 0. 14. OHz, 1H) 
3. 79 (s, 3H) 4.42(d, J=6. OHz, 2H) 4. 77 (dd, J=4. 0. 9. 6Hz. 1H) 6. 93 (d. J=8. 
4Hz, 1H> 7. 02 (d. J=8. 8Hz, 2H) 7. 05-7. 10 (m, 4H) 7. 20 U. J=8. OHz, 1H) 7.43 
(t, J=8. OHz. 2H) 7. 92 (d, J=8. 8Hz, 2H) 8. 76 (t. J=6. OHz, 1H) 12. 02 (brs. 1H) 
H*SffJ268 



■7V)Vm&£.lSx.3-M- [3- (7 5 J * -4-^ h^y7xZJH -2--f V 7°D 
l+y^/Vl-^fflK Hi!W9d)tc£!£«0iJ19e) <hl*)$<D7j*£T\ 3- [3 

- (( (5-y^;i/-2-^'J a;w*=:;H ysy ^;w-4-* h+->7 z^-M-i-i 

'H-NMR (CDC 1 3 ) 6 : 0.93 (t. J =8. OHz, 3H) 1.00 (d, 1=6. OHz, 3H) 1.12 (d, J=6. 
OHz, 3H) 1.31-1.40 (i, 2H) 1.56-1.65 (m, 2H) 2.66 (t. J=8. OHz, 2H) 2.88 
(dd. J=8. 0, 14.0Hz. 1H) 3.04 (dd, J=4. 4. 14. OHz. 1H) 3.53 (sept, J=6. OHz. 
1H) 3.87 (s, 3H) 4.08 (dd. J =4. 4, 8.0Hz, 1H) 4.63 (d, J=6. 4Hz, 2H) 6.80 
(d. J=8. OHz, 1H) 7.12 (dd. J=2. 4, 8.0Hz. 1H) 7.22 (d, 1=2. 4Hz, 1H) 7.63 
(dd. J=l. 6. 8.0Hz. 1H) 8.10 (d. J=8. OHz. 1H) 8.35 (d, J=l. 6Hz. 1H) 



4--f y7°D#*v£,E#McfctfX^JU3-[3-(7$y b*v7x 
-JH-HV7'D^y7'o/Vl-he^, «^J19d) \zm%3kMMm tm 
$©#£T. 2--T 7 7"D**->-3-(3-l (4->f V7'o^y^>^ M 7 5 /) ^ 
JU-4-* h^v7x-jW 7°DA°>&£#/t„ 




HM0J269 
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'H-NMR(CDClj) 6 : 1.02 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. OHz. 3H) 1.34 (d, J=6. 
4Hz, 6H) 2.90 (dd, J=8. 0. 14.0Hz, 1H) 3.05 (dd, J=4. 4, 14. OHz. 1H) 3.57 
(sept. J=6. OHz, 1H) 3.86 (s. 3H) 4.10 (dd, J=4. 4, 8.0Hz, 1H) 4.58 (d, J=6. 
OHz, 2H) 4.59-4.61 (i, 1H) 6.55-6.61 (id, 1H) 6.80 (d, J=8. OHz. 1H) 6.87 
(d, ]=8. 8Hz. 2H) 7.13 (dd, J=2. 0. 8.0Hz. 1H) 7.22 (d, J=2. OHz. 1H) 7.69 
(d, J=8. 8Hz. 2H) 
HM0127O 




4-7 x -J^III^ £0X^3- [3- (7 = J * ?M -4-^ 'h 4 v 7 i-JH -2 

&t\ v 7 p ->-3- (4- y b * ->-3- [ (4- 7 xx;i/^> VWJU) 7 5 y ] ^ 

•H-NMROClj) d: 1.03 (d. J =6. OHz, 3H) 1.15 (d, J =6. OHz, 3H) 2.92 (dd. J=8. 
0, 14.0Hz. 1H) 3. 06 (dd. J=4. 4. 14. OHz. 1H) 3.58 (sept. J=6. OHz, 1H) 3.88 

(s, 3H) 4.11 (dd. J=4.4. 8.0Hz, 1H) 4. 63 (d, J=6. 4Hz. 2H) 6.68-6.73 (m, 
1H) 6.82 (d. J=8. OHz. 1H) 7.15 (dd, J=2. 0. 8.0Hz. 1H) 7.24 (d. J=2. OHz, 1 
H) 7.35-7.40 (m. 1H) 7.46 (t, J=7. 2Hz, 2H) 7.59 (d. J=7. 2Hz. 2H) 7.64 (d. 

J=8. OHz, 2H) 7.82 (d, J-8. OHz, 2H) 
«^271 




4-7 x J * t/X^W- (3- (7 5 J * 9M -4-* h + v7i-JH 
.Hyyp^^'nnyi-h^fflu, H»19d) tc^t«#J19e) tm%k<D 
■%&X\ 2-f77*0#*->-3-(4-* h + ->-3-[(4-7xy^->^>vw;W7^y] 
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'H-NMR(CDC1 3 ) 5 : 1.04 (d. 1=6. OHz. 3H) 1.15 (d. J=6.0Hz, 3H) 2.91 (dd. 1=8. 
0,. 14.0Hz. 1H) 3.04 (dd, J=4. 4, 14. OHz, 1H) 3.57 (sept, J=6. OHz, 1H) 3.86 
(s, 3H) 4.10 (dd. J=4.4. 8.0Hz, 1H) 4.59 (d, J=6. OHz, 2H) 6. 60-6. 65 (ra, 1 
H) 6. 81 (d. J=8. OHz, 1H) 6.98 (d, J =8. OHz, 2H) 7. 03 (d. J=8. OHz. 2H) 7.13-7. 
18 On. 2H) 7. 22 (d. J=2. OHz, 1H) 7. 37 (t. J=8. OHz. 2H) 7. 72 (d. J=8. OHz, 2H) 




4--f V7'D [3- (7 5 J *?M-\-* ^->7i- 

©tj^t, 2-< y -fu-ft* v-3- (3- [ (4-< v yo e;i^>'vw ;w 7 s ; ) 

'H-NMR(CDC1 3 ) (5 : 1.02 (d. J =6. OHz. 3H) 1.15 (d, J =6. OHz. 3H) 1.25 (d. J=6. 

OHz. 6H) 2.90 (dd, J=8. 0. 14. OHz, 111) 2.92 (sept, J=6. OHz, 1H) 3.04 (dd. 

1=4. 4. 14. OHz. 1H) 3. 56 (sept, J=6. OHz. 1H) 3. 86 (s. 3H) 4 10 (dd. J-4. 4. 

8.0Hz. 1H) 4.60 (d. 1=6. OHz. 2H) 6.66-6.70 On, 1H) 6.81 (d, J=8. OHz, 1H) 

7.14 (dd. J=2.0, 8.0Hz. 1H) 7.23 (d. 1=2. OHz, 1H) 7.26 (d. J=8. OHz. 2H) 

7.68 (d. J=8. OHz, 2H) 

H^J273 




2. 4-v^ h*v£S#&&cktfX3 L A'3-[3-(7i= 7 *^;W-4-* h^v7x- 
(D^mx\ 3-(3-[(2.4-f-*y h^y^>V-fM75;]^f;H-/ h*->7x~ 
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m -2--f v -f □ # * •> y □ ^ >® £ f#7c. 

'H-NMR (CDC 1 3 ) 5 : 1.02 (d. J=6. OHz. 3H) 1.15 (d. J=6. OHz. 3H) 2.90 (dd, J-8. 
0, 14. OHz, 1H) 3. 04 (dd, J=4. 4, 14. OHz, 1H) 3. 56 (sept. J=6. OHz, 1H) 3. 85 
(s, 3H) 3.88 (s, 3H) 3.92 (s, 3H) 4.09 (dd. J =4. 4, 8. OHz, 1H) 4.61-4.63 



z, 1H) 7.13 (dd. J=2. 0, 8.0Hz, 1H) 7.22 (d, J=2. OHz, 1H) 8.19 (d, J=8. 8Hz, 

1H) 8.34-8.39 (m, 1H) 
^M274 



4->7 n'\*z/))/$:MMm&&Zt^)l' 3- [3- ( ( (tert-7 i/*>)l#-M 

fdS#J38) t mm<Djj&1:\ 3- (3- [ (4- ->7 B^W* W-fJMTS;)^ T)V-A 
_ ^ y * v 7 x - M -2-4 7 7 p # * v 7° □ A >^ % 
MS m/e (ESI) 454 (MH*) 



4 _ (4--x^Jl/7xrjU) £JMM*;B .fctfX^ 3- [3- ( [ (tert-7 
)V) 75/1 ^^;W -4-* h^y7x^H-2-^yyD^ty7'D/Vi-^ffl 
K «#I38) <h|sJ$©#r£T\ 2-f7 7°P^^->-3-[4-^ h^^-3-([4-(4'-x^ 

^7x-;i/)^>y-r;H75y) ^^7i^n yp/^ 

MS m/e (ESI) 476 (MH*) 

3mmm 



(m. 2H) 6.47 (d, J=2. OHz, 1H) 6.59 (dd. J=2. 0. 8. 8Hz, 1H) 6.81 (d. J =8. OH 
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Wmi) tmm<Dl5&T\ 2-< 7 7°D#^>-3-(4-* b*->-3- [(l-j-yJ-frtDVit 
MS m/e (ESI) 422 (MH + ) 




-7-fty^H. Sg^^W^KH^'J^Al. 2g^^nA, MT'3B#^m^Ufe„ RJS 

W7A^?b^7^II#U ^tf>H««X^;W3:l)*ttl#ll* 02-* 

□ o-4-h Kn**>5fcJR*K/^JH. 7g£t#fco 

£!jI0iJ277b) 

CI 0 
fY^OH 

2-*oa-4-t Fa* M. 25g£v ? ;Wl'*Jl'A75 HIO«lK:» 
#U 3-7jbX^;P0. 23g43 c k^'^* l J^A0. 21g$:J)DA, T?8^Hfttflt. S 
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£t)£#ffiU lNJfiKT+laLfcft, SfKx^JUTfflffiLfc. mil€ffiftfttt7|c 

'H-NMR(CDC1 3 ) 6 : 1.43 (t. J=7. 2Hz, 3H) 4.10 (q. J=7. 2Hz. 2H) 6.84 (dd. 1=2. 
8. 8.8Hz, 1H) 6.99 (d. 1=2. 8Hz. 1H) 8.03 (d, J=8. 8Hz. 1H) 



2 -£ D n-4-x b**s£MMm&£Vft- (3- ( [ (terK/ h* s s%)ltf-M 7 $. 

0iJ38) i: P)^cd^&T\ 3- (3- [ (2-£ □ □ -4-x > 3- > VW ;H75;]^ ^JU-4- 

MS m/e (ESI) 450 (MH*) 

gd£ffJ278 

ffi!it^278a) 



2-^PP-4-t HP^->Sfe.ft#B6^^*«k^3^byatf;^ffll». M0I277 

'H-NMR (CDC1 3 ) 5 : 1.05 (t, J=7. 2Hz, 3H) 1.80-1.86 (m. 2H) 3.98 (t. 1=6. 4Hz, 
2H) 6. 84 (dd. J =2. 8. 8. 8Hz, 1H) 6. 99 (d, 1=2. 8Hz. 1H) 8. 03 (d. 1=8. 8Hz. 1H) 
HS60iJ278b) 



2-£ d 0-4-7 p «ktf3- (3- ( [Uerl-y h*->#;U#x;M 7 i 



;«5M277c) 
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#138) t|WHi077&T. 3- (3- ( (2-7 □ □-4-7*P^^v^> , /< ;W 7 $;]^JW 

•H-NMR(CDC1 3 ) a : I. 03(t, J=7. 2Hz. 3H) I. 04 (d. J=6. OHz, 3H) 1.16 (d. 1=6. OH 
z, 3H) 1.76-1.85 (m. 2H) 2.91 (dd. J=8. 0, 14. 0Hz. IH) 3.06 (dd. J =4. 4, 14. 
0Hz, IH) 3. 57 (sept. J=6. OHz, 1H) 3. 85 (s. 3H) 3. 92 (t, J=6. 4Hz. 2H) 4. 10 
(dd, J=4.4, 8.0Hz, IH) 4. 61 (d, J=6. OHz. 2H) 6. 80-6. 89 (m. 3H) 6. 95-7. 02 (m, 
IH) 7. 14 (dd. J=2. 0. 8.0Hz. IH) 7. 24 (d, J =2. OHz. IH) 7. 74 (d. J=8. 8Hz, IH) 

8ligffl279a) 



mm) tmm(D^mr\ 2-7 □□-4-rv y'at^^MMm^mzo 

'H-NMR (CDCI3) <5 : 1.37 (d. J=6. OHz, 6H) 4.62 (sept, J=6. OHz, IH) 6.81 (dd. 
J=2. 8. 8. 8Hz, IH) 6. 99 (d. J=2. 8Hz. IH) 8. 02 (d. J=8. 8Hz, IH) 
«^J279b) 



2- 7 o P -4--f V 7* □ £ #3- [3- ( I (t e r t-7* h * v * M 

mmwm) tmmo)i5&ii\ 3- (3- 1 (2-^ □ o^+^^v^-f ^) 7 $ 

MS m/e (ESI) 464 MM 

«ff]280 

iKB£tfi|280a) 
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'H-NMR (CDC 1 3 ) 6 : 1.76-1.98 (m. 8H) 4.78-4.82 (m. 1H) 6.81 (dd, J-2. 8. 8. 8H 
z, 1H) 6.99 (d, J=2. 8Hz. 1H) 8.02 (d, J=8. 8Hz, 1H) 



2-^DO-4->^D^>^^+^mSMi5J;^'3- l3-(l(tert-7>^v*;U 

&mi<\ %mm) tmfik<D%&-e. 3-(3-[(2-^dd-4->^p^>5 l j^^v^ 

fc. 

'H-NMR (CDC 1 3 ) (5 : 1.03 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. 0Hz, 3H) 1.72-1.95 On, 
8H) 2.91 (dd, J=8.0. 14. OHz, 1H) 3.05 (dd, J=4. 4, 14.0Hz, 1H) 3.56 (sept, 
J=6. 0Hz, 1H) 3.85 (s, 3H) 4.10 (dd. J=4. 4, 8.0Hz. 1H) 4. 60 (d. J =6. OHz. 

2H) 4,74-4.77 On, HI) 6.79 -6.86 (m. 3H) 6.95-7.01 On. 1H) 7. 14 (dd, J=2. 

0, 8.0Hz. 1H) 7.24 (d, J=2. OHz. 1H) 7.73 (d, J=8. 8Hz, 1H) 
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'H-NMR(CDClj) 6 : 1.48 (t, J=7. 2Hz. 3H) 1.59 (t. J=7. 2Hz, 3H) 4.10 (q, 1=7. 
2Hz, 2H) 4.33 (q, J=7. 2Hz. 2H) 6.92 (d. J=2. 0Hz, 1H) 6.94 (dd, 1=2.0. 8.8 
Hz. 1H) 7.73 (d. J=8. 8Hz. 1H) 




4-^7 □ o -2-x h * ASKx^UO. 2g£ * * y -;U5ml Icjgfl? U , mmiti- 
h'J£A2ul£ttl;L* MT6P*MiB#Ufc. JRfciR&tt«:>M&U lNJfiSS"C*fPL 

' 'H-NMR (CDC1 3 ) d : 1.59 (t, 1=7. 2Hz. 3H) 4. 33 (q, 1=7. 2Hz, 2H) 7.04 (d. 1=2. 
0Hz. 1H) 7.13 (dd, J=2. 0. 8. 8Hz. 1H) 8.13 (d, J=8. 8Hz. 1H) 
M0iJ281c) 




4-^PD-2-xh+->^mSS*<t^3-[3-(!(tert-yh=¥v'^;W^x;W7 5 

#<J 38) <h PUico#&T', 3- (3- [ (4-^ □ p-2-X h * is* > 4 /-T M 7 5 ^ ] / ^U-4- 

MS ra/e (ESI) 450 (MH*) 
1MM282 
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M#J282a) 




lb) tW«©p5F»T, 2. 4-vX h+^AttfcHft. 

•H-NMR (CDCI,) (5 : 1.45 (t. J=7. 2Hz, 3H) 1.56 (t, J=7. 2Hz, 3H) 4.10 (q, M. 
2Hz, 2H) 4.28 (q. J=7. 2Hz. 2H) 6.51 (d, J =2. 0Hz, 1H) 6.62 Jdd, 1=2. 0, 8. 8 
Hz. 1H) 8. 12 (d. J=8. 8Hz. 1H) 
HS£^J282b) 




2, [3M[Uerl-7 b*v#>#x;W 75 71*3" 

;i/)-4-* h^y7x^W-2-fyyti^y^O/VX-h^K «0J38) t 
R|«0^rttT. 3- (3- [(2, 4-vX h*->^>»/-OM 7 5 7 ] *^;W4-* ^-/7x 
x;W-2--f y^P^yyaA>S^fc. 
MS m/e (ESI) 460 (MH + ) 

£!^J283a) 




2-fc HD^->-4-(h , J7JU^n*^)^>X7;i/xt KO. 80g£ v/^JU*^ 
£75 K.8ilfc8*U atffcX^JM). 78g43«k^B6*U^A0. 69g£flPA, 70t 
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'H-NMR (CDCI3) 6 : 1.57 (t. J=7. 2Hz. 3H) 4.22 (q, J=7. 2Hz. 2H) 7.22 (s. 1H) 
7.29 (d, J=8.0Hz, 1H) 7.93 (d, J=8. 0Hz. 1H) 10.50 (s, 1H) 
' Mii^J283b) 




2-x h*->-4-( h U 7Jk*P *3-M ^>X7;Wxt KO. 60g^r ¥*^)\<7,)l* 
H5ml t'J >^-tK^7" h U 7A67mg7k^ (1ml) fcjg#U M^7" h 'J 7 
AO. 35g7K&Mnil)£r&TL7c 0 ^ST12^TO#^, 7k£JD?L ffUlf^T 

SLfc. ^jt^vU^^T^A^P^hT^^-^ttU ^\^r-tJ->-^X^ 
;K2: 1) &tiJ3i#<fc 0 2-lh + y-4-(h'J :7JM-P*3^) ^M&O. 55g£#£. 
'H-NMR (CDClj) 6 : 1.61 (t. J=7. 2Hz. 3H) 4.40 (q, J=7. 2Hz. 2H) 7.28 (s, 1H) 
7.40 (d. J=8.0Hz, 1H) 8.30 (d, J=8. 0Hz. 1H) 
^i£^J283c) 




2-xh^v-4-(h'J7;i/^Op<5 1 ;i')$.iv#^*3 e kl/3- [3- ( ( (tert-^ 
- M 7 5 J 1 * ?M -4- ^ h * "> 7 x n ;H -2-f V 7* P •> 7" P / V X- 
«W8) t^O^ST*. 3-[3-,([2-Ih^y-4-(h'j7Mo/fjH 
^ >7< ;H 7 S J * T M -4- * h * v 7 x -M -2-< V7*o^y 7 p a* >g£ £ 

MS ra/e (ESI) 484 (MH 1 ) 
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2_ t KD+->-4-(h U 7)ljru*9-)l) i>X7)\rrt ^^XZSBOity'a )d)\> 

'H-NMR(CDC1 3 ) 6: 1.11 (t, J=7. 2Hz. 3H) 1.88-1.96 On. 2H) 4.10 (t. J=7. 2Hz. 
2H) 7. 22 (s, 1H) 7. 29 (d, J=8. 0Hz, 1H) 7. 93 (d. J=8. 0Hz. 1H) 10.50 (s. 1H) 



'H-NMR (CDC1 3 ) 6 : 1. 15 (t, J=7. 2Hz. 3H) 1.94-2.04 (m, 2H) 4.30 (t. J=7. 2Hz. 
2H) 7.28 (s, 1H) 7.40 (d. J=8. 0Hz. 1H) 8.30 (d. J=8. 0Hz, 1H) 
«#J284c) 



v-4- ( h 'J u^M =ttf 3- [3- ( [ (tert-7* h*-> 

% frtf-M 757]^ ?M -4-* h * v 7 x=;H V 7° 0 v 7 □ A° / x 

7W>* v-4- ( mj 7MD^;vK> i /'f ;n 7 s y ^ 7 x - M -fun 
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MS m/e (ESI) 498 (MH + ) 




4-7*o ^%MM®l&£ZtJ-?M- [3- (7 5 7 -4-y h^->7i-iH -2- 

7p/VX-h£#fco t#e»nfcX^3-(-3-([4-7a ; t^>7'f;H7 

$ y ) y ?M -4-/ h * -> 7 x xjm -2--f g, t* 7. 

(tf^-D^-h) v#D>0. 64g> 1. l-t'7 (-77xXJU*77^ /) 7xPiz> 
^7PP/^i;7A56ing&£O^®#>J7A0. 68g^> f y5 1 ;U7;i/7h^i>h*20in]{' 
K|U g$£BStT8(TCTlP#l!3i8#L&. E^££ia*T??friflbfc&» I?& 
X^JPfcilMcfcaP*., •fe5'fh«ilU M^^X^;H?«tHbfeo Wt$JI£ 

e->'J^y;i'*7A7o-7h^77<-^u, ^*tf>-w&x3\Mi:i)}gffl# 

lUOX^ 2--T 7 7*0 #*7-3- [4-y h*7-3-([4-(4, 4. 5, 5-rh7^W, 

3, 2-7**1** □ 5 >-2--f ;u) 'oy-f ;w 7 5 y y 5=-;w 7 i-jH 7d ^ y x- 

M. 23g£f#;fc= 

'H-NMR (CDCI3) 5 : 0.96 (t, 1=6. 4Hz, 3H) 1.14 (d, J=6. 4Hz. 3H) 1.21-1.27 (m. 
3H) 1.35 (s. 12H) 2.88 (dd, J=8.4, 14. 0Hz, 1H) 2.94 (dd, J=4. 8. 14. 0Hz. 
1H) 3. 50 (sept, J=6. 4Hz. 1H) 3. 86 (s. 3H) 4. 02 (dd. J=4. 8, 8. 4Hz. 1H) 4. I 
4-4.19 (m, 2H) 4.62 (d, J=5. 6Hz. 2H) 6.65-6.70 (m. 1H) 6.81 (d. 3=8. 4Hz, 
1H) 7.16 (dd. J=2.4, 8.4Hz. 1H) 7.22 (d. J=2. 4Hz. 1H) 7.73 (d. J=8. 0Hz. 2 
H) 7.85 (d. J=8.0Hz, 2H) 
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Htt0H285b) 




x^JU 2— f V^d#**>-3-(4-/ h*v-3-([4-(4, 4, 5. 5-fh7^fM 3, 2 
-^t^D7 >-2~f ;W ^>7*-f ;H 7 5 y * ^JW 7 xx;H y'a/\ j x- K 5 
3mg> 4-7P ; E7;M-P / 0-tf>21nig^ 1, l-t'7 (^7i^*77^7) 7iD 
-fe>v7PPA*^77A5. 7ig*5«t^fi8*U!>^55mg*^/ h*->X^>l. 5ml 

HJ^AlmlfciHl*., MT?6P*Wai*Ufc. SlS^SrlNTOT^fPU, SllXf^ 

h ij 7 ;^ D ^^^^( / ^cHPLC^T$l§S!t2-'f V7°a#^i>-3-4- 

h*->-3- (14- (4'-7MD7i-;H ^>7*-f JH 7S J) *=?)V7?l-M 7*0/1 

>&19mg£#fc. 

MS m/e (ESI) 466 (MH 4 ) 



X5F ;u 2 -< y 7p ->-3- [4-^ h * v-3- ( [4- (4, 4. 5, 5-fh5^ ^JU-l. 3, 2 
-5? 5*-*U-# O 5 >-2--f JW 1 >7<J!/] 7 5 / * ^JW 7 xx;U] 7"o A' / X- h 

^j;^4-7p ; e7pp^>-tf>^ffli'^ fkMmm) tmmvu&x*. mv7*o* 

^,>_3_4_(^ ^>-3-([4-(4*-?PP7xX;U) ^>VW ;H 75/) /^7i- 
;H 7p A 

MS m/e (ESI) 482 (MH 4 ) 
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Xf-JU l-< V7"P##*>-3-l4-* h^->-3-([4-(4, 4, 5. 5-r h 7 p^JM, 3, 2 
-v:fr*thtf □ ^ >-2--f ;W ^ > y*< ;W 7 5 J * 3-M 7 x - M 7*p I \ J x- h 
43«fctf2-7*a : t£PD'*>-tf>*ffl^. tMWVfi&X* 2--r77*P# 

* ->-3-4- [ * h * ->-3- ( [4- (2'- 7 P p 7 x ^ > W M 7 5 V ) * 5^7" x n 

MS m/e (ESI) 482 W) 



JL^JU 2-4 V 7°p#*->-3- [4-/ h + v-3- ( [4- (4. 4, 5. 5-7 h 7*7;1>-1. 3. 2 
- v**-** p 5 >-2--f JW ^ > V /W ;H7$; * JW 7 x XJH ^D/Vx-h 
^iW-yatT-V-Mi^, HJg0H285)i:|W|«©^j*T. 2-fV7*P^-> 
_3_ 4 _ h ^ ->_ 3 - ( [4- (4>-^ h ^ -> 7 x =.JU) ^>l/-f;H7a;MWi- 
;H7*PA>&£#fc. 
MS m/e (ESI) 478 W) 



X^;U 2-f 7 7°P^^->-3- [4-* h*->-3- ( 14- (4. 4, 5. 5-7 h 7*2\MH. 3. 2 
-v**-7#P7 >-2-< ;W 1>*MM 75 y *^;M 7xXJU) ^davx- h 
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7o v-3-4- U h * v-3- 1 (4- [4'- ( HJ 7 a ;< 5^W 7 x -M * > 7-f 

;*3MU7xx;W 7d A' 
MS m/e (ESI) 516 (MH*) 
Hj&ffl290 




x^;P 2-<V7p#^->-3-[4-^ h + ->-3-([4-(4, 4. 5. 5-x h^5MWl. 3, 2 

-^^^-y-^D^^-rji/i^o^-f^lTsy ^jixjm 7p/vx- h 

-3- h*->-3-[((4- (1, 3-^77-;U-2-<;W ^>^ JH75;) pWU] 7 
MS m/e (ESI) 455 (MH 1 ) 

0 




x?MU 2--f 7 7d#*->-3- h*~>-3- ( [4- (4, 4. 5, 5-t" h 5 3. 2 

-7 :t o ^ >-2-^f Jl/) ^ >7-f JH 7 5 y * 7i-iH 7o A ;x-h 

&&m-7u^\i))i»*m^\ «#J285) tmm(D^mr\ 2-rv7D#*v-3 

-(4-^ h + ->-3- [ ( [4- (2- f U y;H ^/y-f JV] 7 5 7 ) * 7)V) 7 xx;W 7da' 

MS m/e (ESI) 449 (MH*) 

H^f!)292 

M0J292a) 
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4-^Dt-2-^ODSfcAMl'.0g*fflV>»' «jfi«277a) «J6«285)£H 
*£©7j£T, □□ -4- (4, 4, 5, 5-fh7^fih], 3. 2-> ? 3t-+lJ-#D7>- 

2-1 , ;W^>7*X-bO. 91g&#fc. 

'H-NMR (CDC1 3 ) <5: 1. 25 (s. 6H) 1.36 (s, 6H) 1.14 (d. J=6. 4Hz, 3H) 3.94 (s, 3 
H) 7.70 (d, J=8.0Hz, 1H) 7.79 (d. J=8. 0Hz. 1H) 7.84 (s. 1H) 



□ D-4- (4. 4, 5, 5-ff7^ 3, 2-5?*^it# □ 5 >-2--f ;W ^ 

>yx-h0.30g, ^D^>-fe*>0. 19g> l.l-tiT. (y7i-WX7^/) 7x 
□ -t>v^POA^v^A57nigi5cfcZ>W*U^A0. 55g*5>* h*->X^>15ml 

&*/VljyiW35l*#n'?hif37<(—\ztt\s* ^*1t>-it&x^;U(5:l)&tli# 
H«k02-^PP-4-7x=;U*AM^5 l ;P*#fc. Jfc^Tr»6nfc2-^nn-4-7 
xXjU^tM^^^^^^-^niHC^b, lN7K^b±h'J7A2ml^UDA., 
afiT6«FM«#Lfc. RJ6ffi£«£*i l &U lN$BfcT**PLfc£, W»X^;UT 

EE9*UT2-^Dn-4-7xx;P*Jft*K0. 12g&»fc. 

'H-NMR (CDC 1 3 ) <5 : 7.44-7.52 (m, 3H) 7.56-7.63 (in, 3H) 7.73 (d, J=l. 6Hz, 3H) 
8. 05 (d. J=8. 0Hz. 1H) 




OH 
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l-fp a n-4-7 x-^JftWfc^tf x^JP 3- [3- ( [ (tert-7 h^->*^#- 
;W 7 5 J ) * 5-M -4-* h * -> 7 x -2--f V 7*P # + *> 7* o / V X- h £ ffl 
l\ &tt«38) 3- (3- [ (2-^ D D-4-7 iZJK>^ 7 5 ; 1 

j* J- )V-A- * h * *> 7 x =JM -2-f 7 7° □ 7p 
MS ra/e (ESI) 482 (MH ♦) 
CTftI293 
3S{jg0iJ293a) 



/ 3 1 M-2 □ p-4- (4, 4, 5, 5-f ^U-l. 3. 2-S>:**D-# p v >-2--f ;W ^ 
>>/X-h:fc£tf4-7'P^PO^>-£>£ffl^ »jft«292b) 2 
-7 □ p-4- (4'-7 p p 7i-;H 

'H-NMR (DMS0-d 6 ) 5 : 7.54 (d, 1=8. 8Hz. 2H) 7.72 (dd. 1=1.6. 8.0Hz. 2H) 7.78 
(d, J=8. 8Hz, 2H) 7.84 (d, J=l. 6Hz, 2H) 7.87 (d. J=8. 0Hz. 1H) 



err*- 

2-2 □ p-4- (4'-7 P p 7i-M ^mm^XS^)V 3- 13- ( [ (tert-7* h * 
J^zlM 7 $ J ] * f-JW -4-yh^>7i Xjb] -2-f 7 7"P 5/ 7°p K J 




OH 
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i-hgfflK HJfc0J38) tiilO^, 3-(3-[2-£aD-4-(4'-*OP7xXJU) 
^ > 7* -f ;H 7 5 y ^ 5 1 J W -4- / h * v 7 x ^ M -2-1' V 7* □ -> 7* □ A * 

MS m/e (ESI) 516 (MM 

«fflJ294 

g2j£#J294a) 




* 5f ;W2-^7 □ d-4- (4, 4, 5, 5-rf7^ 5P;iH. 3, l-tttttf □ 7 >-2--f ;W 1 
>y*x- hfeckm-7at h»x>feJB^''»»«292b) £Efc©#8nN 2-* □ 
D-4- (4'-*3 1 ;i'7xxJW£J&§H&«:*f fc. 

'H-NMR(CDCI 3 ) <5: 2.42 (s. 3H) 7.29 (d, J=8. 0Hz. 2H) 7.52 (d, J=8. 0Hz, 2H) 
7.56 (dd, 1=1.6. 8.4Hz. 1H) 7.71 (d. J=l. 6Hz. 1H) 8.09 (d, 1=8. 4Hz. 1H) 
HSS^J294b) 




2-i7 □ d-4- U'-tW? i-M *AM*5 «fctJfX^;P 3- [3- ( [ (tert-7 h * 
•>*JHP=;M7S;]yf;H -4-* h*v7x:iJU]-2-^77 , o#*v7'o/V 
x-h£ffl^> «fl38) fcW*©#£*C. 3-(3-[2^an-4-(4'-^f;i/7i-M 
^>7W JW75//^)-1-/ H*«>7i-JH y7o^->7DA->i$ 

MS m/e (ESI) 496 (MH*) 

«ffJ295 

MM 295a) 
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f^DD-2-lh*->^ltiXfM 50g, 7i-i^D>H0. 3lg, 1, l-t*7 
(y7iZW77^ 7) 7xDii>v?aPXy^;U85iiig£ckU*U ij -7 A 

B*Kx^-;W (9:1) JStH#iH«k 0 2-lh*H-7i=JI**fHWI'*#fc. ^ 

t-# e>nfc2-x h*H-7i:)i*llli^*^ y -;i4mi \z®m l . in* 

D^ATSfcAlU gi^il£^lT2-Xh^>'-4-7x-^lfiO. 22g£#fc. 
'H-NMR (CDC1 3 ) 6: 1.61 (t. 1=7. 2Hz. 3H) 4.42 (q, J=7. 2Hz. 2H) 7.21 (d. J=l. 
6Hz. 1H) 7.36 (dd, J=l. 6, 8. 4Hz. 1H) 7.43-7.51 (m, 3H) 7.59-7.61 (m. 1H) 
8.25 (d. J=8.4Hz, 1H) 
|§i§0iJ295b) 



2-x h^->-4-7xx;U^m§^*5J;^x5 1 ;i/ 3- (3- ( ( Iter 1-7* i/tUltf 
x M 7 2: J ) * 3-M -4- ;* h * -> 7 x xjH -2--f 7 7 P P ^ J x- h * 

ffllr>, Hffi0M8) fcE&W^fcT, 3-«-t(2-Xh^->-4-7x-M>^iH7$ 
7 ] * ;i/-4-^ h * v 7 xXJW -2-< v7P#+->7'D^>8^t. 
MS m/e (ESI) 492 (MH<) 
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F 




J H-NMR(CDC1 3 ) 6 : 1.61 (t. J=7. 2Hz, 3H) 4.42 (q, J=7. 2Hz. 2H) 7.15-7.20 (m. 
3H) 7. 30 (dd, J=l. 6, 8. 0Hz, 1H) 7. 55-7. 59 (m, 2H) 8. 24 (d. J=8. 0Hz. . 1H) 
^«296b) 



2_xV^->-4-(4 , -7;U*P7x-;W^m#^cty , X^;P 3-(3-([(tert-7 
h^y^j;H-iH7 5;]^ ?)V) -4-/h^/7i x;H 7 7o v 7 □ 

||$0tJ38) tP&O^&T, 3-(3-[2-xh*v-4-(4'-7;i/*D 
7i-JH^>7-fJH75./^fJH-4-/h + ->7xZ ;H -2-< 7 7 □ ->7* 

MS m/e (ESI) 510 (MH 4 ) 

glfigffJ297 

^i£0J297a) 





S 0H 
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»ifi«295fcW«0£J£T?, 2-xh*v-4-(4'-* h^r">7i^W$ISSi^ifc. 
•H-NMR(CDC1 3 ) 5 : 1.61 (I, J=7. 2Hz. 3H) 3.87 (s, 3H) 4.41 (q, J=7. 2Hz, 2H) 
7.01 (d, J=8. 0Hz. 2H) 7.17 (d, J-l. 6Hz, 1H) 7.31 (dd. J=l. 6. 8.4Hz. 1H) 7. 
55 (d. J=8.0Hz. 2H) 8.22 (d, J =8. 4Hz, 1H) 




2 _xb*->-4-(4'-^ h*v7x-;imt§&£±?>'X^ 3-[3-([(tert-7 

h * =/% 7 s j ) * ^ m -4- * h * -> 7 x x;n -2--f v 7o ->7 □ 

/VX-h^H, ^^J38i:|5Hi©^T/3-(3-[2-X^>^^>-4-(4 , -^ H*->7 
MS m/e (ESI) 522 (MH 4 ) 




nrnmn tnw^mx*. 3- [3- U2-7;m-d-4- ( h u 7;^a^^;u) 

•H-NMR (CDCI3) <5 : 0.86 (I, J=7. 2Hz. 3H) 1.51-1.61 (m. 2H) 2.97 (dd, J=8. 0, 

14.0Hz. 1H) 3.07 (dd. J=4. 4. 14. 0Hz, 1H) 3.35 (dt, J=6. 4. 8. 8Hz. 1H) 3.50 
(dt. J=6.4, 8.8Hz. 1H) 3.89 (s. 3H) 4.04 (dd. J=4.4, 8.0Hz, 1H) 4.64 (d, 
J=6.0Hz, 2H) 6.82 (d, >8. 0Hz, 1H) 7.17 (dd, J=2. 0. 8.0Hz. 1H) 7.22 (d, 

J=2. 0Hz, 1H) 7.38 (d, J= 1 2. 0Hz, 1H) 7.37-7.45 (m, 1H) 7„ 52 (d, J=8. 0Hz, 1 

H) 8.23 (t. J=8. 0Hz. 1H) 
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HJfi^J2 1 8 1 E«0#»T, 3- (3- [ (4-£ □ O -2- 7;V^ □ ^ > 7-f ;W 7 5 / ] / 
MS m/e (ESI) 424 (MH*) 



0 Q 




£Jfi09218fcH«©2rttT, 3- [4-* h*v-3-([ (5-* ^-2-7x^-1,3-^ 7 
MS m/e (ESI) 469 (MH*) 




||^J218<t^0^liT,.3-(3-[(2-^DD-4-7o^^v)75y]^^-4-^ 
MS m/e (ESI). 464 (MH 4 ) 




nmm\ztmm(Di5mx\ 3-[3-([2-^dp-4-(v^o^>5 i ^+v)^>v' 

MS m/e (ESI) 490 (MH*) 
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1 8 £ WI&<D%&T\ 3- (3- [ (4->£ □ Jl^ >\Af M 7 s j j ^ 

MS m/e (ESI) 454 (MH*) 
HiiggiJ304 



MS ra/e (ESI) 503 (MH + ) 
3lfl6ffJ305 



. mMmiZtmm<Dl5mT\ 3-4-/ h + v-3-[([5-^5 1 ;U-2-(4-p<5 1 ;U7xz:;W 
- 1 , 3-9 1 7 ;W * 7 5. J ) * 3-M 7 x - JU-2- ^O^y^D 

MS m/e (ESI) 483 (MH*) 



HJ£#ij2]8<h|WU£^r£T, 3- (3- [ (2, 4-v£ □ o^>vW^) 7 5 y ] * ^;U-4-- 
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MS m/e (ESI) 426 (MH*) 



IHSflJ307 




H«SW18tlRl«©^T. 2-Xh*'>-3-[4-^ h^y-3-|[(5-^W-7x- 

o 

MS m/e (ESI) 455 (MH*) 



m%mmt mmw%mT\ 3- (3- [ (2. 4-^do^>^jW75/] ^^;u-4- 

MS m/e (ESI) 454 (MH*) 
%%ftJ309 



MS m/e (ESI) 483 (MH*) 
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mmmm. ie) tmmo^m^mmv, 2- [4-* h*->-3-([4-(HJ7;M-n* 

6 : 0.94 (t, J=7. 2Hz, 3H) 1.51-1.71 (m. 2H) 2.51-2.58 On, 1H) 2.70 (dd, J 
=5.8, 14.0Hz,. 1H) 2.88 (dd, J=8. 4, 14. 0Hz, 1H) 3.84 (s. 3H) 4.57 (d, 1=5. 
6Hz. 2H) 6.75 (t, J=5. 6Hz, 1H) 6.80 (d. 1=8. 4Hz, 1H) 7. 09 (dd, J=2. 0, 8. 4H 
z, 1H) 7. 15 (d. J=2. 0Hz. 1H) 7. 23 (d. 8. 4Hz, 2H) 7.79(dt, J=2. 0. 8. 4Hz, 2H) 




mmm\d), ie) tmm<D^mxmm\^ 2-(4-* Y^-y-z-[(i-ryj-)vti)v^- 

'H-NMR (CDC1 3 ) <5 : 0.96 (t. J=7. 2Hz, 3H) 2. 53-2.62 (m. 1H) 2.73 (dd. J=5. 8, 
14. 0Hz, 1H) 2. 89 (dd, J=8. 6. 14. 0Hz, 1H) 2. 89 (dd, J=8. 6. 14. 0Hz. 1H) 3. 8 
7 (s. 3H) 4.64 (d. J=6. 0Hz. 2H) 6.82 (d. J=8. 4Hz. 1H) 6.85 (t. J=6. 0Hz, 1 
H) 7.10 (dd, 2.2, 8. 4Hz, 1H) 7.22 (d, J=2. 2Hz, 1H), 7.4-7.58 On, 2H) 7.78 
-7. 94 On, 4H) 8. 27 (s, 1H) 
«fl]312 . 

HJfcWd), le) tWim^mrmm^^ 2-14-* h*v-3-([(l-pWU-lH-2--f 
> H 'J M t> )l#=.)l) 7 5 J * * y VM J -i v 7 7 y v h zmtzo 
'H-NMR (CDC 1 3 ) «5: 0.95 (t, J=7. 2Hz, 3H) 1.51-1.62 On, 2H) 1 2. 53-2. 62 On. 1H) 
2.72 (dd, J=6. 4, 14. 0 Hz, 1H) 2.89 (dd, 1=4.4, 14. OHz, 1H) 3.86 (s, 3H) 
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4. 04 (s. 3H) 4. 57 (d. J=5. 6Hz, 2H) 6. 77 (t. J =5. 6Hz. 1H) 6. 79-6. 83 (m, 2 
H) 7.06-7.18 (id, 3H) 7.27-7.33 (m, )H) 7.37 (d. J=8. 4Hz, 1H) 7.61 (d. J=8. 
0Hz. 1H) 




mmmu). le) tmmvz&rmmv. 2-(3-[(2,4-^h*v<^.Af;w7s 

'H-NMR (CDClj) <5 : 0.94 (t, J=7. 2Hz, 3H) 1.50-1.71 (m. 2H) 2.49-2.58 (m. 1H) 
2. 70 (dd, J=6. 0, 14. 0 Hz, 1H) 2. 86 (dd, J=4. 4. 14. 0Hz. 1H) 3. 84 (s, 3H) 

3.86 (s, 3H) 3.90 (s, 3H) 4.59 (d. J=6. O'Hz. 1H) 4.60 (d, J=6. 0Hz. 1H) 6.4 

6 (d, J=2.4Hz. 1H) 6.58 (dd. J=2. 4. 8. 8Hz. 1H) 6.78 (d, J=8. 4Hz, 1H) 7.05 
(dd, J=2.4, 8.4Hz. 1H) 7.17 (d, J=2. 4Hz, 1H) 8.16 (d. J=8. 8Hz, 1H) 8.35 
(t. J=6. 0Hz. 1H) 

CTffJ314 




«#Jld), le) t^i^rail, 2-[3-([(5-y^;W-2-t:U^;W^^^ 

'H-NMR (CDC 1 3 ) 6 : 0.90-1.00 (m, 6H) 1.30-1.42 (m, 2H) 1.50-1.71 (m. 4H) 2.5 
0-2.59 (m, 1H) 2.65 (t. J=8. 0Hz, 2H) 2.70 (dd. J=6. 4, 14. 0Hz. 1H) 2.86 (d 
d. J=8.4, 14.0Hz, 1H) 3.86 (s, 3H) 4.61 (d. J=6. 4Hz, 2H) 6.78 (d. J=8. 4Hz, 
1H) 7.06 (dd. J=2.4, 8. 4Hz, 1H) 7.17 (d. J=2. 4Hz. 1H) 7.62 (dd, J=2. 0, 8. 
0Hz, 1H) 8.10 (d, J=8.0Hz. 1H) 8.35 (d. J=2. 0Hz. IH) 8.42(t. J=6.4Hz. 1H) 
Hfi£ffJ315 
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tt^Jldh le) £H*0#i*Tffl3U 2- (4-* h*v-3-( (2. 4, 5- h U * h*-> 

'H-NMR(CDC1 3 ) <5 : 0. 93 (t, J=7. 6Hz, 3H) 1. 50-1. 70 (n. 2H) 2. 50-2. 58 (m, 1H) 
2.69 (dd. 1=6.0, 13.6Hz. 1H) 2.88 (dd. 1=8.4. 13.6Hz, 1H) 3.86 (s, 3H) 3. 
88 (s. 3H) 3.91 (s. 3H) 3.92 (s. 3H) 4.60 (d, J=6. 0Hz. 2H) 6.49- (s. 1H) 6. 
78 (d. J=8.0Hz, 1H) 7.06 (dd. J=2. 0, 8.0Hz. 1H) 7.17 (d, J=2. 0Hz. 1H) 7.7 
5 (s. 1H) 8.45 (t. J=6.0Hz, 1H) 
g»fll316 




fgftgfflldK le)t»*M!U 2-(3-[(2.4-v^^;^> 4 /'f;i'75/] 

•H-NMR(CDCg 5:. 0.94 (t. J=7.2Hz. 3H) 1.50-1.71 (m. 2H) 2.31 (s. 3H) 2.36 

(s. 3H) 2.50-2.59 (m. 1H) 2.70 (dd. J=6. 6, 14. 0Hz. 1H) 2.88 (dd. 1=8.4. 
14.0Hz. 1H) 3.81 (s, 3H) 4.54 (d, J=6. 0Hz. 1H) 4.55 (d. 1-6. 0Hz. 1H) 6.29 
(t, J=6.0Hz, 1H) 6. 78 (d, J=8. 6Hz. Ill) 6. 98 (d, J=7. 6Hz. 1H) 7. 00 (s. 1H) 7. 
08 (dd. J=2.0. 8.6Hz. 1H) 7. 1 8 (d. J=2. 0Hz, 1H) 7.24 (d. 1=7. 6Hz. 1H) 
3jiSff]317 




mmmu). ie) trnmo^m-vmrnh. 2-14-* h*~>-3-u (5-/^-2- 1:^ 

~M tultf-M 7 S J ^>vUU 7*9 /-T 7 isy h* 

318 



WO 01/25181 



PCT/JPOO/06788 



'H-NMR (CDC) 3 ) <5 : 0.94 (t, J=7. 2Hz, 3H) 1.50-1.70 On, 2H) 2.50-2.58 On, 1H) 
2.69 (dd, J=6.8, 14. OHz, 1H) 2.88 (dd. J=8. 4. 14. OHz. 1H) 3.85 (s, 3H) 4. 
61 (d, J=6.0Hz, 2H) 6.79 (d. J=8.4Hz. 1H) 7.08 (dd, J=2. 0. 8. 4Hz, 1H) 7.1 
5 (d. J=2. OHz, 1H) 8.21 (t, J=6. OHz, 1H) 8.36 (s, 1H) 9.26 (s. 1H) 
^ff]318 




mmmU), le) tliO*MIl> 2-W-^h+y-3-[(2-+y;^M^ 

'H-NMR (CDC 1 3 ) 5 : 0.93 (t. J=7. 2Hz. 3H) 1. 50-1. 70 (n. 2H) 2. 51-2. 60 (in, 1H) 
2.70 (dd, J=6.4, 13. 4Hz. 1H) 2. 89 (dd, J =8. 6. 13.4Hz, 1H) 3.87 (s, 3H) 4. 
68 (d. 1=6. 4Hz, 2H) 6.80 (d. J=8. 2Hz. 1H) 7.07 (dd, J=2. 2. 8. 2Hz, 1H) 7.2 
l(d, J=2.2Hz. 1H) 7.69U. J=8. OHz, 1H) 7. 76 (t, J=8. OHz, 1H) 7. 97 (d. J=8. 0 
Hz. 1H) 8. 01 (d, J=8. OHz, 1H) 8. 62 (s. 1H) 8. 67 (t. J=6. 4Hz. 1H) 9. 15 (s, 1H) 
Hjjg#tJ319 



0 




mmmu), Mtwimo^m-emmL* 2-(4-* h*->-3-{(6-*/uji^;v#- 

'H-NMR (CDC1 3 ) <5 : 0.91 (t, J=7. 6Hz. 3H) 1.47-1.70 (in, 2H) 2.47-2.56 On. 1H) 
2.69 (dd, J=6.0, 14. OHz. 1H) 2.84 (dd, J=8. 8, 14. OHz, 1H) 3.79 (s, 3H) 4. 

57 (d, J=6.0Hz. 2H) 6.75 (d, J =8. OHz, 1H) 6.84 (t, J=6. OHz, 1H) 7.05 (dd. 
J=2.0, 8.0Hz, 1H) 7.17 (d, J=2.0Hz. 1H) 7.34 (dd, J =4. 4, 8. 4Hz. 1H) 7.88 
(dd. J=2.0. 8.8Hz. ID) 7.96 (t. J=8. 8Hz, 1H) 8.06 (d. 1=8. 4Hz, 1H) 8.10 

(s. 1H) 8.86 (d, J=2. 8Hz, 1H) 
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0 



F ? 



2- (3- [(2. 6-/7MD-f^ h*>"*>*Af M 75/1/^-4-^ h*->^> 

'H-NMR (CDC 1 3 ) 6 : 0. 95 (t. J=7. 6Hz, 3H) 1. 53-1. 71 On, 2H) 2. 52-2. 59 (in. 1H) 2. 

70 (dd, J=6. 6, 14.0Hz, 1H) 2. 88 (dd, 1=8.4, 14. 0Hz. 1H) 3. 79 (s. 3H) 3. 83 (s. 
3H) 4.57(d. J=5. 6Hz, 1H) 4.57 (d, J=5. 6Hz. 1H) 6.44 (s, 1H) 6.46 (s. 1H) 
6.78 (d, J=8. 0Hz, 1H) 7.07 (dd, J=2. 0, 8.0Hz. 1H) 7.17 (d, J=2. OHz, 1H) 

Hi6ffJ321 



mmm\d), ie) twi^^m^mmL. 2-[4-/h^>-3-(i(5-^h^>f'jy 

tz. 

'H-NMR (CDC 1 3 ) 6 : 0.93 (t, J =7. 2Hz, 3H) 1. 48-1.70 (m, 2H) 2.48-2.57 (m, 1H) 
2.69 (dd, J=6. 6, 13. 6Hz. 1H) 2.87 (dd. J=8. 4, 13. 6Hz. 1H) 3.85 (s, 3H) 3. 
89 (s. 3H) 4.59 (d. J=6. OHz, 2H) 6.78 (d, J=8. OHz. 1H) 7.06 (dd, J=2. 0. 8. 
OHz, 1H) 7.16 (d. J=2.0Hz. 1H) 7.26 (dd, J=3. 2. 8. 4Hz. 1H) 8.14 (d, J=8. 4 
Hz. 1H) 8. 19 (d, J=3. 2Hz, 1H) 8. 30 (t, J=6. OHz. 1H) 



mmmw), ie) tmucD^mr-mmb, 2-i3-u(3, s-^Do^-t-'jvJM;^ 

'H-NMR (CDC 1 3 ) 6 : 0.94(1, J=7. 2Hz, 3H) 1. 51-1. 70 (m. 2H) 2. 50-2. 59 On, 1H) 2. 
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69 (dd, 3=6. 4, 13. 6Hz. 1H) 2. 87 (dd, J=8. 4, 13.6Hz, 1H) 3.85 (s, 3H) 4 57 
(d. J=6. 4H2. 2H) 6.78 (d. J=8. 4Hz, 1H) 7.07 (dd, J=2. 2. 8. 4Hz. 1H) 7.16 
(s, 1H) 7.82 (d. J=2.0Hz, 1H) 8. 09 (t. J=6. 4Hz. 1H) 8. 40 (d. J=2. OHz. 1H) 



HJSWldK le) tmm(Dl5mH'm^V, 2-[3-([(4^DO^>Vlb]7 7>-H 

'H-NMR (CDC1 3 > <5 : 0. 94 (t. J=7. 2Hz, 3H) 1.50-1. 71 (m. 2H) 2.50-2.60 (in. 1H) 
2. 71 (dd. J=6. 0, 13.8Hz, 1H) 2. 87 (dd. J=8. 8. 13. 8Hz. 1H) 3.89 (s, 3H) 4.69 
(d, J=6. OHz. 1H) 4.70 (d, J=6. OHz, 1H) 6. 81 (d. J=8. 4Hz, 1H) 6.96 (d. J=2. 
OHz, 1H) 7.08 (dd. J=2. 0, 8. 4Hz, 1H) 7.20 (d. J =2. OHz. 1H) 7.33 (d, J=8. 0 
Hz. 1H) 7.71 (d, J=2. OHz, 1H) 8.01 (t. J=6. OHz. 1H) 8.04 (d, J=8. OHz, 1H) 
jgfl£ffl324 



«wd). le) tmmoij&rmwL. 3-(3-[(4-~>7y^>*Aou7 = j\* 

3^-4-^ h + ->7x-;H-2-1 , y7°o^^->7°aAV-1' vZTzsy h*£#fco 
'H-NMR (CDC lj) 5 : 1.04 (d, J=6. OHz. 3H) 1.16 (d, J=6. OHz, 3H) 2.92 (dd. J=7. 
2. 14.0Hz. 1H) 3.03 (dd, J=4. 4. 14. OHz, 111) 3.59 (sept, 1=6. OHz, 1H) 3.86 
(s. 3H) 4.11 (dd, J=4.4, 7. 2Hz, 1H) 4.60 (d, J=6. OHz. 2H) 6.77 (br. 1H) 6. 
82 (d, J=8.4Hz. 1H) 7. 1 6 (dd. J=2. 0. 8. 4Hz. 1H) 7.21 (d. J=2. OHz, 1H) 7.70 
(d. J-8.0Hz. 2H) 7.84 (d, J=8. OHz. 2H) 
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ni&m&)* ie) trnmo^mr-mmv. M3-([3-7JM-n-4-(HJ7;M-n/ 

l H-NMR(CDCl 3 ) 5 : 1. 03 (d, J=6. OHz. 3H) 1. 16 (d. J=6. OHz. 3H) 2.92(dd, J=7. 4. 
14.0Hz, 1H) 3. 03 (dd. J=4. 6, 14. 0Hz, 1H) 3. 58 (sept. J=6. 0Hz, 1H) 3. 87 (s. 
3H) 4. 1 1 (dd. J=4. 6, 7.4Hz. 1H) 4. 60 (d, J=6. OHz, 2H) 6. 75 (br. 1H) 6. 83 (d, J 
=8. 4Hz. 1H) 7. 17 (dd, J=2. 0.8.4Hz, 1H) 7. 21 (d, J=2. 0Hz. 1H) 7. 56-7. 70 On. 3H) 
&!6fliJ326 




«#Jld)> le) tmm<Djj&-C®WL. 3-(3-[(2-7JU#D-4-.X h*v"S>lAf 

»H-NMR(CDCl 3 ) <5 : 1.00 (d. J=6. 0Hz. 3H) 1.14 (d. J=6. OHz, 3H) 2.89 (dd. J=8. 
0, 14.0Hz. 1H) 3.04 (dd. J=4. 0. 14. OHz, 1H) 3.54 (sept, J=6. OHz. 1H) 3.83 
(s. 3H) 3.86 (s. 3H) 4.09 (dd. 1=4 0. 8. OHz. 1H) 4.62 (d. J=6. OHz. 2H) 6. 
59 (dd. J=2.4, 14.0Hz, 1H) 6.77 (dd. 1=2.4. 8. 8Hz. 1H) 6.81 (d. J =8. OHz. 
1H) 7.13 (dd. 1=2.0. 8. 4Hz. IH) 7.21 (d. J=2. OHz. 1H) 7.27-7.36 (m, 1H) 8. 
05 (t, J=8. 8Hz. 1H) 




unsaid), \e) tmm^mrmmv, 3-(3-K2-d7 0D-4-^h^v^>7-r;n 
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7 5 y ] * =f- * h * ! s 7 x n M -2-< V 7*0 # * *> 7" P /t J < y 0 7 *s v Y 

'H-NMR (CDC1 3) <5 : 1.02 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. OHz, 3H) 2.90 (dd, J=7. 
6, 14.0Hz, 1H) 3.05 (dd, 1=4.4, 14. OHz, 1H) 3.56 (sept, J=6. OHz, 1H) 3.81 
(s. 3H) 3.84 (s. 3H) 4.09 (dd, J=4. 4, 7. 6Hz, 1H) 4.61 (d. J=5. 6Hz, 2H) 6. 
59 (dd. J=2.4, 14.0Hz, 1H) 6.80 (d, J=8. 4Hz, 1H) 6.84 (dd. J=2. 8, 8. 8Hz, 
1H) 6.88 (d. J=2. 8Hz. 1H) 6.97 (t, J=5. 6Hz. 1H) 7.14 (dd. J=2. 0. 8. 4Hz. 1 
H) 7.24 (d, J=2.0Hz. 1H) 7.74 (d. 1=8. 8Hz. 1H) 



gtffllld). le) tElSO^aiTfflaU 2--f V:/o#*->-3-(4-* h*->-3-((2, 

'H-NMR (CDC 1 3 ) 6 : 1.04 (d. J=6. OHz. 3H) 1.16 (d, J=6. OHz. 3H) 2. 91 (dd. 1-7. 
6, 14.0Hz, 1H) 3.05 (dd. J=4. 4, 14. OHz, 1H) 3.57 (sept, J=6. OHz, 1H) 3.82 

(s. 3H) 4.11 (dd, J=4. 4. 7. 6Hz. 1H) 4.61 (d. J=6. OHz. 2H) 6.40 (br. 1H) 
6.80 (d. J=8.4Hz. 1H) 7.16 (dd. J=2.4. 8. 4Hz. 1H) 7.27 (d, J=2. 4Hz. 1H) 7. 
26 (s, 1H) 7.32 (s, 1H) 

0 0 



- ( h 'J 7 )V* u * ?M -3- 1' 'J S JM ts )V#-)V7 5 J ) * 3-M 7 x - A7°u n J 
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'H-NMR (CDCI3) a : 1.05 (d, J=6. 0Hz. 3H) 1.16 (d. J=6. OHz.. 3H) 2.93 (dd. M. 
2, 14.0Hz. 1H) 3.04 (dd, J =4. 4, 14. OHz, 1H) 3.59 (sept. J=6. OHz. 1H) 3.86 
(s, 3H) 4. 10 (dd. 1=4. 4, 7. 2Hz, 1H) 4. 63 (d, J=6. OHz, 2H) 6. 83 (d. J=8. 4 
Hz, 1H) 6. 93 (br. 1H) 7. 17 (dd. J=2. 0. 8. 4Hz. 1H) 7. 22 (d, J=2. OHz. 1H) 7. 
75 (d. J=8.4Hz, 1H) 8.29 (dd. J=l. 2, 8. 4Hz. 1H) 9.02 (s. 1H) 



MffJ330 




3-3- [ ( [3-# □ D-5- ( h U D * ?M -2- e U 5W] * )\>i$<ZL)\/7 
;H-4-^ h^->7x-;w2-ry7 p D#^->^D;V'i' y&7 s s*j K£#fc. 
'H-NMR (CDC 1 3 ) <5 : 1.02 (d. J=6. OHz. 3H) 1.15 (d. 1=6. OHz. 3H) 2.90 (dd, J=7. 
6, 14.0Hz. 1H) 3.04 (dd. J=4. 4. 14. OHz. 1H) 3.56 (sept. J=6. OHz, 1H) 3.86 

(s. 3H) 4.09 (dd. J=4. 4. 7. 6Hz, 1H) 4.61 (d. J=6. OHz. 2H) 6.82 (d. J=8. 2 
Hz, 1H) 7.15 (dd. J=2. 0. 8." 2Hz. 1H) 7.23 (d, 1=2. OHz. 1H) 8.05 (d, J=0. 8H 
z. 1H) 8. 14 (t. J=6. OHz. 1H) 8. 70 (d, J=0. 8Hz. 1H) 



00 0 




»0*Jld), le)^«OMTlIU 3-[3-([(2.4-v^ h + v-5-tf' J ^ 

'H-NMR (CDC 1 3 ) (5 : 1.04 (d. J=6. OHz. 3H) 1.16 (d. J=6. OHz. 3H) 2.91 (dd, J=7. 
4. 14.0Hz. 1H) 3.04 (dd, J =4. 2, 14. OHz. 1H) 3.58 (sept. J=6. OHz. 1H) 3.89 
(s. 3H) 4. 10 (dd. J=4. 2, 7. 4Hz, 1H) 4. 60 (d. J=6. OHz. 2H) 6. 82 (d. J=8. 4 
Hz. 1H) 7.14 (dd. 1=2.0. 8. 4Hz, 1H) 7. 19 (d. J=2. OHz. 1H) 7.96 (t. 3=6. OH 
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Z, 1H) 9. 10 (S. 1H) 

M#J332a) 




fffiU 2-^D^-4-(y^ h^>'*9 1 Jl/)^>-ti>30g£t#fc. ^«Jl#l^fh7 
t Ka:7 7>300nilK&#?U ^^^ffl^T -78t:H^Lfe. 5^ A (2. . 

ml£J)P*-> K^jg^lbfc, 7k£JP;L, 6f&X3\>MCT#JttSL&. 

*3\>M ^>X7JPrk K25g£#fc. ^oa^dcfeSX^ J — JU200ml fcfcfllU 

2-7)i* d -5- (v* h**>^^;w-^>s?;i/7;w3-;u25g*#fc. 

[5.4.0)^7>x-ti>22ml^iP^> £«TM2P*M*#Lfc. Efc»£tofc**J0*., 

»U *§$£$E@£Lfc 0 2-7^F^yV-4-(x^ h*->>WM y)V*u^y 
-tf>30g^t#fco COa4fiR«*'rh5kHD77>500iilK:i8«fb. 7K50«l;fc«fctf 
hij7i-;^7^ >45g£iP;L, 50rT3»M«»Ufc. »»«r»EEfi*L, 2- 
7;U:*0-5-(> ? * b*^^;W^>i^7 = >70g£#fc. fi£j*«b£N.N-y*3 1 
;U*;UA7S H200raHcg»L, Sg=7*3=-;i^;fr-#*- h55g, h'Jl^X5> 
43m)£J)P;L> MKT4BMK#Lfc. £Jfcft£*lfc*£iOA., »»x^;w-raiH 
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Lit. ^mm^ma-k^^^L, m*^&^*:^atss;*iu &m&ms. 

^>^;H#-A*-7-b30g£t#fc. 

'H-NMR (CDC 1 3 ) 8 : 1.44 (s, 9H) 3.30 (s, 6H) 4.36 (d. J=5. 2Hz. 2H) 4.90 (br. 
1H) 5.34 (s, 1H) 7.02 (t, J=9. 2Hz. 1H) 7.16-7.46 (id, 2H) 
$B£0iJ332b) 



N-[5-(v* h^->^5 1 ;W-2-7;^O^s>^;H^-A^-h30g$: 



fc®L. &7K^v^^v->A-e^b, mmzn&'gixL. mn^u n-(2-? 

'H-NMR (CDC 1 3 ) 6: 1.45 (s, 9H) 4.43 (d, J=5. 6Hz. 2H) 4.98 (br, 1H) 7.19 (t. 
J=8. 8Hz, 1H) 7.79-7. 85 (m. 1H) 7.90 (dd, J=2. 0, 7. 2Hz. 1H) 
Uii#iJ332c) 



N-(2-7;u^-p-5-*;i/5;i') fi-j^-hzm^x. §n&vm\tm 

"H-NMR (DMS0-d 6 ) 6 : 1.38 (s, 911) 3.06 (dd, J=9. 2. 14. 0Hz, 1H) 3.34 (dd. J=4. 
0, 14.0Hz. 1H) 4.12 (d. J=5. 6Hz, 2H) 4.81 (dd, J =4. 0. 9. 2Hz) 7.05-7.20 (in. 
2H) 7.35 (t, J=5. 6Hz, 1H) 7.93 (s. 1H) 
«#'!332d) 



\y 0 




fh7t KD77>300iltc»#PU lN-:!SBE80il£m*#T20$Hg#Ufc. £S*P 
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mmm\twim(DU&rmmv, ni-5-K2,4-v**v-i, i-j-j'J? >-5-< 

'H-NMR(CDCIj) 6 : 3.17 (dd, J=8. 4, 14. 4Hz, 1H) 3.26 (dd. J=4. 4, 14. 4Hz, 1H) 
4.45 (dd. J=4.4, 8. 4Hz) 4.59 (d. J=6. OHz, 2H) 6.61 (br, 1H) 6.96 (t, J=9. 
2Hz, 1H) 7.04-7.11 (m, 1H) 7.20-7.29 fa, 2H) 7.36 (d, J=2. OHz, 1H) 7.80 
(d. J=8.4Hz, 1H) 



«ffJ333 




^m^mitmmoyjmxmm^. ni-5-K2.4-^+v-i, i-j-jv 

)V) *3-M-l-7 )\s*w<>z/)\>-2-? PO-4-* h*->^>X75 H$:^fco 

'H-NMR(CDCIj) (5 : 3.15 (dd. J=8. 6, 14.0Hz. 1H) 3.32 (dd. J=4. 2. 14. OHz. 1H) 
3.76 (s. 3H) 4.44 (dd, J=4. 2. 8. 6Hz. 1H) 4.59 (d, 1=6. 4Hz. 2H) 6.76-6.86 
(m. 3H) 6.95 (I. J=8. 4Hz, 1H) 7.03-7.08 (m. 1H) 7.27 (dd. J=2. 0. 7. 2Hz. 

1H) 7.69 (d, J=8.4Hz. 1H) 8.46 (br. IH) 

3lMffJ334 




mm^mtm^mrm^L, ni-5-[(2.4-v^v-i, 3-^7^ >-5-< 

'H-NMR (DMSO-d 6 ) 6 : 3.07 (dd, J=8. 8. 14. OHz, 1H) 3.34 (dd, J =4. 4, 14. OHz, 1 
H) 3.90 (s. 3H) 4.47 (d. J=6. OHz. 2H) 4.82 (dd. 1=4.4. 8. 8Hz. 1H) 7.00-7. 
30 (m. 5H) 7.70 (d. J=8. OHz. 1H) 8.63 (t, J=5. 6Hz, 111) 12.03 (s. IH) 
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0 



0 




'H-NMR(CDC1 3 ) a : 3.07 (dd. J=9. 6, 14. OBz. 1H) 3.34 (dd, J =4. 4. 14.0Hz. 1H) 

3.97 (s, 3H) 4.50 (d, J=6. OHz. 2H) 4.83 (dd. J=4.4. 9. 2Hz, 1H) 7.08-7.20 

(tn, 3H) 8. 07-8. 14 (m, 1H) 8. 26-8. 33 On, 1H) 8. 74 (t. J=6. OHz. 1H) 12. 03 
(s, 1H) 



nnmmtm&<D*fe~?®M^ N3-5- \ (2. z-?rv? >-5-< 

'H-NMR (CDC1 3 ) 6 : 2.43 (3H. s) 3.07 (dd. 1=9.4. 14. OHz. 1H) 3.40 (dd. 1=4.0. 

14.0Hz. 1H) 3.96 (s, 3H) 4.49 (d. 1=5. 6Hz. 2H) 4.82 (dd. 1=4.0. 9.4Hz. 1 

H) 6, 94-7. 00 On. 1H) 7. 10-7. 30 (in. 3H) 8. 02-8. 10 On. 1H) 8. 64 (t. 1=5. 6Hz. 

1H) 12.02 (s. 1H) 



H«fl261fcra*©:&«TffliSU N3-5-[(2.4-v^^y-1.3-5 1 77^>-5-^ 
'H-NMR (CDC 1 3 ) <5 : 3.02-3.10 On. 1H) 3.27-3.36 On. 1H) 3.90 (d, J =2. OHz. 3H) 
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4.10 (d. 1=2. OHz, 3H) 4.49 (d. J=5. 6Hz. 2H) 4.79-4.84 On, 1H) 6.48 (d, J 
=8. OHz, 1H) 7.08-7.27 (id, 3H) 8.13 (d, J=8. OHz. 1H) 8.48 (t. J=5. 6Hz. IH) 
12.01 (s. 1H) 




nffifflmtmm<nj3&-?mmL. N3-5^[(2,4->>:**v-i. z-j-TV^y-s-^ 

'H-NMR (DMS0-d 6 ) 6 : 1.33 (t. J=7. 2Hz. 3H) 3.07 (dd, J =9. 6. 14. OHz, 1H) 3.35 
(dd, J=4.4, 14.0Hz, 1H) 4.43 (q, J=7. 2Hz. 2H) 4.49 (d. J=5. 6Hz. 2H) 4.85 
(dd, J=4.4, 9.6Hz. 1H) 7.06-7.30 On, 4H) 8.12 (dd. J=2. 0, 7. 6Hz, 1H) 8.2 

7 (dd. J=2. 0, 4.8Hz, 1H) 8.63 (t. J=5. 6Hz. IH) 



»1339 




mm&m 1 1 mu<Di5& x-mm l , N4-5- [ (2, 4- v** v - 1. 3-^7 5 >-s-y 

M U-M-l-7)V*us\>P)\>-5-*3-)V-l-7x.-)V-\, 2-9-7 % S—)V-4-tDVtf 

'H-NMR (DMS0-d 6 ) <5 : 2. 61 (s, 3H) 3. 09 (dd. J=9. 6. 14. OHz. 1H) 3. 35 (dd, ; J=4. 

4, 14.0Hz, 1H) 4.44 (d. J=5. 6Hz. 2H) 4.85 (dd. J=4. 4. 9. 6Hz, IH) 7.10-7.2 

9 On. 3H) 7.46-7.55 On. 3H) 7.90-7.96 On. 2H) 8. 81 "(t. J=5. 6Hz. IH) 12.03 
(s, IH) 
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M *9-M-2-7)V*a'<>i»V-4-' f 7 7"a t°;U^>X7S 
'H-NMR (CDC 1 3 ) 6 : 1.25 (d, J=7. 2Hz, 6H) 2.94 (sept. J=7. 2Hz, 1H) 3.19 (dd, 
J=8. 8. 14.0Hz, 1H) 3.36 (dd, J=4. 4, 14. OHz, 1H) 4.50 (dd, J=4. 4, 8. 8Hz, 1 
H) 4.64 (d, J=6. OHz, 2H) 6.61 (t. 1=6. OHz, 1H) 7.00 (dd, J =8. 6, 9. 6Hz, 1 
H) 7.08-7.14 (m, 1H) 7. 25-7. 35 On. 3H) 7.68-7.74 (in, 2H) 9.04 (br, 1H) 




mmm\tmm<D*&~emwL, N7-5-( (2. 4-^*7-1. 3-^77*7 >-5-< 

'H-NMR (CDCI3) 6 : 3.19 (dd. J=8. 8, 14.0Hz, 1H) 3.39 (dd, 1=4.4. 14. OHz. 1H) 
4. 50 (dd, J=4.4. 8. 8Hz, IH) 4. 76 (d. J =6. OHz. 2H) 6.98 (d. J=2. OHz. 1H) 
7.03 (t. J=9.0Hz, 1H) 7. 10-7. 16 (m, 1H) 7.30-7.42 (m. 2H) 7.77 (d. 1=2. OH 
z, 1H) 7.83 (t. J=6. OHz, 1H) 8.06 (d. J=8. 8Hz. IH) 
«^J342 




mfoM2s\tmm<Di3&T°mmL. ni-5- [ (2. 4-^+v-i. 3-^77? >-5--r 

M * ^ M -2-7 JU* p * > v JP-2-7 Jl/tf □ -4- ( h 'J 7 o * *>X7 5 
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'H-NMR (CDCI3) <5: 3.14 (dd, J =8. 8, 14. OHz. 1H) 3.33 (dd. J -4. 4, 14. OHz. 1H) 
4. 44 (dd, J=4. 4. 8. 8Hz, 1H) 4. 62 (d, J=5. 6Hz, 2H) 6. 97 (t. J=9. OHz, 1H) 
7.04-7.16 (m. 2H) 7.23 (dd, J=2. 2, 7. 2Hz, 1H) 7.35 (d, J-II.6H1. 2H) 7.48 
(d, J=8.0Hz, 1H) 8. 17 (t, J=8. OHz, 1H) 

1 / 0 

&te«261£E«©£ftTfflSU N3-5- [(2. 4-^**7-1. 3-^7 7*7 >-5---f 

'H-NMR (DMSO-d 6 ) 6 : 3.00 (dd. J =9. 6, 14. OHz, 1H) 3.28 (dd. J =4. 4, 14. OHz, 1 
H) 3.84 (s, 3H) 3.91 (s. 3H) 4.03 (s, 3H) 4. 42 (d. 1=5. 6Hz, 2H) 4.80 (dd. 
J=4.0. 9.6Hz, 1H) 6.49 (d. 1=8. 4Hz, 1H) 6.95 (d, J=8. 4Hz, 1H) 7.06-7.15 
(m. 2H) 8.17 (d, J=8. 4Hz, 1H) 8.40 (t, J=5. 6Hz, 1H) 

Htt«261fcE«©:£fcT*!aU N3-5- [(2, 4-^^7-1.3-^7 75 >-5-f 
)V) *3-M-l-* h*v"<>vJU-2-* h^v-D^S 

'H-NMR (DMSO-d 6 ) <5 : 3. 03 (dd. J=9. 6. 14. OHz, IH) 3.30 (dd, J=4. 0. 14. OHz. 1 
H) 3.87 (s. 3H) 3.99 (s. 3H) 4.43 (d. J=6. OHz. 2H) 4.80 (dd. 1=4. 0. 9. 6Hz. 
1H) 6.95 (d. J=8.8Hz. 1H) 7.05-7.20 On. 3H) 8.13-8.20 (in. 1H) 8.27-8.33 
(in. Ill) 8. 63 (t. J=6.0Hz, 1H) 12. 01 (br. 1H) 
31^345 
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0 




nmvmi tmrnco^x-mmv, N2-5- 1 (2. 4-v#*v-i, 3-^7 >-5-< 

'H-NMR (DMS0-d 6 ) 6 : 2. 54 (s, 3H) 2. 98 (dd. J=9. 6. 14.0Hz, 1H) 3.24-3.31 (m. 1 
H) 3. 82 (s, 3H) 4. 44 (d. J=6. 4Hz, 2H) 4. 79 (dd. J=4. 4. 9. 6Hz. 1H) 6. 95 (d, 
J=8.4Hz. 1H) 7.05 (d, 1=1. 6Hz. 1H) 7.11 (dd. 1=1.6, 8. 4Hz. 1H) 7.45 (dd, 
J=1.6, 6.8Hz. 1H) 7.80-7.90 (m. 2H) 8.85 (t. 1=6. 4Hz, 1H) 11.99 (br, 1H) 

SMMM6 

CI 0 0 



*MS#ll261ira«©*t6Tftiab, N2-5-l(2.4-5***VM. 3-^7V*7 >-5--f 

'H-NMR (DMS0-d 6 ) 6 : 2. 98 (dd, J =9. 6, 14. 0Hz. 1H) 3. 30 (dd. J =4. 6. 14.0Hz. 1H) 
3.79 (s. 3H) 4.38 (d. 1-6. OHz, 2H) 4. 78 (dd, J =4. 6. 9. 6Hz, 1H) 6.94 (d. 

1=8. 2Hz. 1H) 7. 13 (d. 1=8. 2Hz, 1H) 7.15 (s. 1H) 8.35 (d. 1-2. OHz. 1H) 8.64 
(s, 1H) 8.94 (t. J=6. OHz, 1H) 12.02 (br, 1H) 



gtt«261fcfl«©#ftTffl«U N2-5-[ (2, 4-^**7-1. 3^7\Z5>-5-f 

'H-NMR (DMSO-d 6 ) 8 : 2.31 (s. 3H) 2.52 (s, 3H) 2.97 (dd, J =9. 6. 14. OHz, 1H) 
3.28 (dd. '1=3.8. 14. OHz. 1H) 3.80 (s. 3H) 4.38 (d, 1=6. 4Hz. 2H) 4.77 (dd, 
1=3. 8, 9. 6Hz, 1H) 6. 93 (d, J=8. 4Hz. 1H) 7. 06 (s, 1H) 7. 10 (d, 1=8. 4Hz. 1 
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H) 7.55 (s, IH) 8.28 (s. 1H) 8.79 (t. 1=6. 4Hz. 1H) 




mmm 6 1 1 mm<D^^mm l > n 1-5- 1 (2, 4- v** v - 1. 3-? 7 5 >-5--r 
;M ;* -2-/ h * > ( h 'J 7 )V* □ * - 1-^ >•£ s 

'H-NMR (DMS0-d 6 ) 5 : 3.03 (dd. J=9. 0, 14.0Hz, 1H) 3.30 (dd. J=4. 0, 14.0Hz. 1 
H) 3. 69 (s, 3H) 4.16 (d. J=6. 4Hz. 2H) 4. 46 (dd, J=4. 0, 9.6Hz. 1H) 5.59 (t. 
J=6.4Hz. 1H) 6.63 (d. J=8. 4Hz. 1H) 6. 95 (d, J=2. 0Hz. 1H) 7.03 (dd, J=2.0, 
8.4Hz. 1H) 7.64 (d, J=8. 4Hz. 2H) 7.85 (d. J=8. 4Hz, 2H) 8.95 (s, 1H) 



nM&m\tmm<Di5m-v®wL, N5-5-K2,4-v^y-i. 3-^777 >-5--r 

M * ^ M -2- *h*v"<> v^-2. 4- i> * ^;P-5- M U S ~? 

ft. 

'H-NMR (DMSO-d 6 ) 6 : 3.14 (s, 6H) 3.03 (dd. 1=9.6. 14.0Hz. 1H) 3.30 (dd, J=4. 
4, 14.0Hz, 1H) 3.79 (s. 3H) 4.36-4.40 On. 2H) 4.82 (dd. J=4.4, 9. 6Hz. IH) 
6.94 (d, J=8.8Hz, IH) 7.06-7.16 (in, 2H) 8.63 (s. IH) 8.88 (t. J=5. 6Hz. 1 
H) 12.00 (br. IH) 



»J349 
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\ 




£mm]tmm<DjjfeT~® t l&U N5-5-[(2.4-v**7-l, 3-3^/7 >-5--f 

'H-NMR (DMS0-d 6 ) 6 : 3.00 (dd, J=9. 6. 14. 0Hz. 1H) 3.28 (dd. J=4. 0. 14.0Hz, 1 

H) 3. 82 (s. 3H) 3. 94 (s. 3H) 4. 03 (s, 3H) 4. 40 (d. 1=6. 0Hz. 2H) 4. 79 (dd. 

J=4. 0. 9. 6Hz, 1H) 6.94 (d. J=8. 4Hz. 1H) 7.05-7.15 (m. 2H) 8.36 (t. J=6. 0 
Hz, 1H) 8. 72 (s. 1H) 12. 00 (br, 1H) 



JU *3MU-2-.* h + '>^>v J JU-2, 4-v^DP-l-^>if>^;U^^-5 Kfcfcfc. 
'H-NMR ( (DMSO-d 6 ) <5 : 2.96 (dd, J =9. 2, 14.4Hz, 1H) 3.26 (dd. 1=4.0. 14.4Hz. 
1H) 3.79 (s. 3H) 4.15 (d, J=5. 6Hz. 2H) 4.39 (dd, J =4. 0. 9. 2Hz. 1H) 5.82 
(t. J=5.6Hz. 1H) 6.67 (d. . J=8. 4Hz. 1H) 6.70 (s. IH) 7.02 (d. J=8. 4Hz. 1 
H) 7.28 (d. J=8.4Hz. 1H) 7.88 (d, J=8. 4Hz. IH) 8.16 (br, 1H) 
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1. -tflS 

Y-L— X-T-h Z (i) 

7)V^-)V^m. j^miftv>L60/vf Yu*^7)V*)l&, ^m^cl^^L6©;\ 
KD^y7;P3+yS, «1^^160M f*D+y7MJl/fti. M^iSc 

v^b6©7sy7;W^^S> ^^^i^vvD6co;\ay*>-ib7;Wus, ek^i&i 
&kmmte^v\2(D7 )i3*zs7 A*)vm. mmmt^v\2(D7)i^^ ^7)^* 

MS&3ft^L7<Dv^n7;Wl/*M^>g> ^.mmu^LKD^^ o 7 

)\>*)iT*m* j%mmti^\>ti(D7 frt--)^ mmmt^^<07 ivx-iv** 

->S. ^^2^V^b607;U^r-JL'^S. j^H£fc2&U L6<7>7JU^-;US, 
&2&^L6©7;M^;i^*vS, ^&2&^U<D7;U^;i^*g> 
ft^U207'J-^g. ^£fc6&l>L12<Z>7U-;M-*~>^ ^Ut&6&^ L 12tf> 

7 , J-;i/5 l ^-s> ^^^7^^ui8co7;^^7U-;i/S> ^mmu^\%(07 iv 

U8©7 7,Mr;Hfe> ^^^7fc£^bl8(D7v;^J^+v'S : bt<«^m^7/ c tU 
L\%(D7y)V*)V3-*m* ; L«¥*§£ £tz\$*:n?ft\U±.<DW 

-ir-L/>S=bb<ttM^^2^^L6©7Jl/+-l/>S$: ; Mte^*S£, Ztztefrtl 

k^lw7 )i^~u>%bL <\mmmti.^Lb<D7 )i*=.\s>m£ -.mmns. 
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£ ; ff«2, 4-^^+7^77'; v>-5—f^S, 2, 4- v:**y ^7'/ U ^>-5 

U ±E©£8fc*5HT, T*«*^T*0. W^,4-yt+V5 L 7 , /Uy>-5- 

US^-CQ- d^TQttKSSK^SfcttBfeH^^^T) . — CQNR X - CLJLTQttffi 
t)U<«^^^(7fd:^bl9©^#^7v'^S ; £ J en^n^-r) , -NR X CQ- Cl'TQ, 

R x «^n^*nBfifB^^ni3ii;s^jKT) . -so 2 nr='- (z.z.TW\mm%.mzmc& 

€r^T) . -NR x S0 2 - (R*ttWIB«*trai:SS:^-r) . *>L<te-NR xl CQNR x2 - (d 
ZlTQHS9IBffi«»ClB|i;**, R x, ^fc«R x2 ^n-^ni5l-^fc^^oT7X^^. 

7)\>*)m, m<mt^\,wm®Wi7 : s)\>-&, fcu<tt#**7fc^w9©^« 
^7->;i/a5r j e-n j e : n^-r) T^n^g^To f§i, ±e©?«i:*^t, t 

Y-L— X-T— 
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R 1 

— — W 

3. -JRSC (I) ££V>T. R , #^n^ll^±©S&S£WbTV>Tfc£V> > jgi? 

*ftlfc^U©7;i'*;!'», »*»l&V»b6©7;U3+^3lT?*<5»#5ll 

2 IS$c©# >K«Si»(*:, -tojfi <fe L < tt-tOX^T-^fctt-ttt 6 ©#?Btt. 

6. -$5£ (I) Idfc^T, YaMfiU©il»S£ : frbWT s b«k^ E*i!lfc5£ 
t>l/12C»S»Rft***"C*S«*S 1 SfcH2E*©*;W#>»B§3W*, ^© 
«<bU<tt-€-©X7.r;i/*fett-ttl6©7KlPtt. 

7. -$5S (I) fciSHT, L*fcttM^*»ltt^L6©7^U>a6-C»« 
n£©7kfri^. 

8. -KiC (I) fcfc^T, T«^^l^^t3©7JU^U>ST$)Sll^l. 

* fctt 2 sem©^ ;'u# >&§3«$^ ^©m t> t < i^<dixt;^ fc te-tn e>- ©* 

9. -H85C (I) 'fc£V»T\ RWtt^niRL©B&S£WLT^T'bJ;^ j* 

^^i/d:^L6©7JU^;i/»> &*»ifc^L6©7;io*<>£T&0, mztf-z^z 
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Ofr b 4 © g&g £ # b T UT «fc Iri ^ > if >^T $> -5 If 1 £ fc 2 f Sife© * 

*©£fcb<«*©x;*x;W*fc«^ttb©zkft&. 
1 0. (I) fcfc^T, X^-ASS-CONR 1 - (JldTQ, R?ttjffliaj£8fcl5l 

*STf»0, Y#l£U©ffi$S£ ; £bT^T : &ckV\ 0HS»5£V*bl2©^§#!jK 

it7Km&r$>=bimmittc\imm(Dti)i^y^mm^ ■?-©;£ t>b<«-t©x 

1 1. — 



#ifiSlfclr*b6©7;i/*;i'S, p?3!i&lft^b6©7;i':3*S'S, ft*»ltt^b6© 
7;i/*Jl^:*2k tt#»lft^L6©;W Yu**/7)V*)V&* p*£»lfcV>b6©A 

h'D^vTJ^^yl, $3S&l&V>b6©A-f HD*->7JI^;Vftl» 
l&Hb6©75 ;7JWH- ^SS»lfc^b6©7$>'7;i'3*->g» pHSftlfc 
Hb6©7Sy7;MMl'5 1 :*3&, K&&lftV>b6©ADy>fc7;Mr;i'*» 

&^b6©Ao>r>{b7;ni*->&> ^^^i7i^b6coAPy>-fb7;u^;i/5 1 ^-*, 
^&2&^bi2©7;io*v7JWi^ ^^2^vibi2©7;m^v7;m+ 

->S> ^jjlf:2^^bl2<7)7Jm^r">7;WW5 L ^-^ 0&*»3&^b7©->£ P7 
JMrJl'S, R*»3«:Vib70S/^a7;i^;W5j-4r>'*, £&SR3ftt»b7©S/£ci7 
;Wl^*S, ££#2£lr»b6©7;i'drx;i'2k J ^?!l|fr2&^b6©7Jl^-;L'** 
•>S. £3B»2fc^b6©7;U$-x;i<^:*g, ^&»2ftt>b6©7;M i -;i/S* jek^ 
^2&^b6©7JMr-JI':**v®, j^m&^b6©7Jl'*:^9^ai> 
.tt^bl2©7'J->W*. £*»6fclr*U2©7'J-;M-*v'ik #3!i#6ftV>bl2© 
7U-;^*3t, ^^^7?S^L18©7;U^>ll/7 , J-^S, &£»7ftl>bl8©7^ 
^;i/7'J-^^vS, ^*IS:7^^bl8©7J^JW7U-;U5 1 **, 0*3£&7teV> 
bl8©7^;i/^», ^^^7^l/ibl8©7^;^Jl/^+'>SfeL<H^^^77 t < t^ 




R 



(D 
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U8<Z)75;MMl^**£ :LttllU£££fc«=:Sf£^ *fctt-e-n-eni£U:®B 
&&£WLWtfeJ;<^ ^35S$!lftV>L607;MrU>», j^Hgt2&^ L6(7)7;U 

^am±©M&S£W lt^t&j;^, ^^^i7i^L607;^u>s. m.mm 

^i[2^^L307;uy-l^>Sfeb<^^^2^^L3(D7^-^>a 
£ ; W«2,4-v^+y^77U^>-5--1';i/*, 2. 4- 5>**7 777 U 5»-5 

<«^^7^v^i9©^«7->;^^^-wn^-r) T*^$n^ss:*-r. <i 

U ±ffi©3t*fc*5^T, W#«^T»D, W^2,4-v^75 1 77Uv>-5- 
<^ ^^«2.4-v^7777Uv>-5-'rUx>5T$»^^S:^<. ; 

jR^-CQ- (iiTQttaft^^^fcttSS*®^*^) > — CQNR" — (dCTQttffl 
fcU<^^^^7^^bl9©^#^7v^S^^n^n^T) , -NR'CQ- (HHTQ, 

RH^wnttjiB^^tciwiuss^-r) . -so 2 nr x - (zz.-ew\mm%.m\z®\:m 
zm-t) , -nr x so 2 - ammttmizmtmz*-?) . fcb<te-NR xl cQNR* 2 - c: 

d TQtt WE5t«Kl PUS* . R xl £ fc«R x2 «^-n^n|5]-^ & tt&fc o T#*«?\ 

£&«w^nm±®sfe£WbT^Tt>&v\ ^»i/«t^L6© 

7JWI/S, ^$»2fc^b7®ltJffitii7->;U£, fcb<tt$3S&7ftV>bl9©3f# 

ft7*>jussr-tn-€ r n^i-) T7K£ti&S£^To fit, ±b®£8£*5^t, t 
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